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(54) Title: PYRIDONE DERIVATIVE HAVING AFFINITY FOR CANNABINOID 2-TYPE RECEPTOR 




(57) Abstract: A compound having an afiinity for a cannabinoid 2-type receptor. It is represented by the 
formula (I): (I) wherein R* represents a group represented by the formula -Y^-Y^-Y^-Ra (wherein Y^ is a 
single bond, etc.; Y^ is -C(=0>NH-, etc.; and Y^ is optionally substituted aryl, etc.), etc.; R^ represents 
hydrogen, etc.; R^ represents alkyl, etc.; R* represents allQ^l, etc.; and R* represents optionally substituted 
allg^l, etc.; provided that R^ and R^ may in combination represent a ring in cooperation with the adjacent 
atoms, etc. 
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(57) SVl: 

(I) 

i^fp. R 'tt^C : - Y>-Y2-Y'-Ra (^ff, Y Mi#ig^^ ; Y Mdt - C 
( = 0) -NH-^; Y3ttg^^n•C^^-Ct) ctV^TU-;!/^) "CS^^nsS^ ; 
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5 ^m^m 

f^fflXttTrfr:pc hftfflS^I-Sl^U K>Sl^i*;^^^-r 5EM^fi£tl) izMt 

?> o 

10 

Y\t. 1 9 6 0^t:^U7 7':^CD^S^4tl®©*#:ilU-C^B^n^ 

ttm^hXl^^^i^s ^?>t^ Hypertension (1997) 29, 1204-1210 ft: {i> T 
20 ^V:^^^^ FS^#:i:b-Ctts 1 9 9 0 ^C:^ V^Mfy 'f H IMS^^*:**^ 

25 ih^mu\^. ^mnui'^m.tn,0imi'fmsmmi'p^^^tztifit>ifi^tc (Nature, 

1993, 365, 61-65) » 
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^^^m. minmm. ^mMtLxmn^tix\>^?> (Nature, 1998, 349, 277- 

28 1)0 

^tfilbrtts WO99/0249 0 0/4 0 5 6 2 fcdpy q>b|^ 




HXIiMe 

ti; H >fl^<*:fc U-Cttx EPO 4 8 1 8 0 2 St;' J. Med. Chem. 1998, 
10 36, 953-066 13*40 la H I VmS^^f §<b^tlA^^(f e.tlS, 

^feWTO (A) {c^^fd^y D>f|«($:As^ Elilo4'ia<*:i:b"Cf^MllB5 8 - 
4 6 0 6 8 {::S3te^nTV^SoSfe^J^^T^D(B)t;:^■r U K>S|i»<*:ASsJ.Chem. 
Soc. Perkin. Trans. I (1984) pi 173- 1182 {C?B@$^^XV^So 




(A) P) 

15 

20 ( 1 ) ( I ) : 



2 
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r2 




. Jpi/*;^7}?-;^^ gtJl^nTv>T*) J;i^*;u>'t^'f ;^^ 'J^:ti^Ti- V. 
^n-cv^-ct) J;v^T^ y^ bKD^i/, T;i''ir^;i/ 

OXttS :-Yi-Y2-Y3-R'^ (^Pfi, Y isvY^tt-en-enaAbT^i^ 
-&Xttgm$nTv^Tt^ J;VNT;i/=3f^l/>-e* t) ; Y2tt#l^•&^ -0-^ -0- C 
( = 0) -s -0-C ( = 0) -0-^ -0-C ( = 0) -NR^-x -0-SO 
2-s -NR''-^ -NR''-C ( = 0) -X -NR»'-S02-> - N R " - C ( = 

10 NH) -NRb-C ( = 0) -0-^ -NRb-C ( = 0) -NR"-, -N 
R»>-C ( = 0) -HR^-SOi-s -NR»>-C (=S) -NR»'-C ( = 
S) -NR^-s -NR^-S 02-NR''-^ -NR^-C ( = NH) -NR"-, 
-S-> -S02-0-^ -SOz-NR^-^ -SOz-NRb-C ( = 0) -N 
Rb_^ _C ( = 0) -0-x -C ( = 0) -NR»'-> -C ( = 0) -NR"- 

15 C ( = 0) -^ -C (=0) -NRb-C (=S) -^ -C (=S) -NR"-. 
-C (=S) -NRb-C (=0) -^ -C ( = NH) -NR"-. -C ( = 0) 
-> -C (=0) -NRb-C ( = NR'') -Xtt-C ( = 0) -NR^'-NR" 

20 ^n-cvN-c*) J;v>m^^^SxttTi';i'-efe t) ; R»'tt^n-enJ4jiLT7jc^^ g 
^^l^^^•t^^■c^) J:^^T;^^;^^ s^^l^n■c^/^■c:^) J:v^7;^-ir-;^, g^^|$i^•rv^ 

3 
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i/7±V^ a^^l^i^•rv^■c^) J;i>T^ hh-Ddpi/^ T;i/3df^v. t;u^;i/^ 

-S0-> -SOz-^ -NH-. -C ( = 0) -CHa-s -C (=0) - 
NH-X(i-NH-C ( = 0) --Cfet); R = ttMm^nTV>'r ^bO^V^^mJtiCa 

-f 7)\/^)\/7.)\/iis-}\/^ :i h axttS : - Y 5 - r d (i(;cfi, ys 
15 ®^^$^^Tv^-c^>ct^^7;^^^>^ 7)\^>r-\^ys 7)v^^uy, - 

-S-> -S0-^ -SOa-s -NH-^ -C ( = 0) -CHg-s 
-C ( = 0) -NH-E-3itt-NH-C ( = 0) -TfS?) ; Ett#!g^X{±g 
Jfe ^ n r V^ "C % J: V^ T ;i/ =3P V > t t) ; R •* ^ n T -c t. J; v^ M^^iC 

J;v\T;i/+;i/XttjC : - Y6-R« Y<'tt#i^^^ g^fe$^^t:v^T4> 

J;V^T;^^^>^ 7;i/'!r:ib>, T;i/:3p-U>s -0-^ -S-s -SO-s - 
SOj-s -NH-, -C ( = 0) -> -C ( = 0) -NH-E-Xtt-NH-C 

( = 0) ; Ett#^S^Xttg^fe$^^T^^T*>J;v^7;^dpl/>^?feD ; R* 

25 ttgt«i$n"r v^T^> J:^^^IS3S^CSXttB^$i^•cv^Tt> j;v%assg!lS;aS"e* 

Xtt^ R2SVR ''OJa^t>#> R3aVR*®«aA^>•&^ R*ZiVR«®ia^t»"1i- 

4 
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/X(i<Fta?PiS-&5{)S:frffi -c J; ^^sm $ nt v^•r J; Sff^j^ b -c v^ T 

g3 ( 1 ) i:PlicaT?&5) ■e^$nsSt-feS±gB ( 1 ) t&m(D:b>-^i:^ K 
( 3 ) R 5 AJ^x njs^s v/xtt^fiaS3ig^AS:A'^E u•rl^-r J; v^g^fe$ 

T V^ T 4> <t V^ 5^ ^ UT)V^)]/^ Itfe^ilT J: n T U 

Jxt l^T J;^^'^7^D•y■'f feS±l3 (2) IB®©* 

(4) RiAsSC:-Yi-Y2-Y3-R^ Y\ Y^, Y^ R^:St>'R'' 

20 tt±iB (1) fcnica-cfe-s) ■eg^^n-5S-^fes±iB (1) ~ (3) 0^^■rn 

(5) RiAS5S;:-Yi-Y2-Y3-R* (Sft'> Y'^ Y^RV^R''\t±^ ( 1 ) 
i:liIMaT-fe ; Y^\t-0-s -NR^-C ( = 0) -Rit-C (=0) -NR 

25 ■Cfe5±I3 (4) iai80*>±l^^'< H 2^S§<*:i^lPttEaiiia^ifel> 

(6) R3sr;^R''*s-^^c:^o■rl^^J:v^±fB (l) ~ (5) 0v^■m^»lc:lBf^ 
0*>:Mf^-f K 2Sga<*:^S]ttEliaififetJs. 

6 
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(7) R^t^Tkm. mm^tixux%^\,^T)]/^)v, j\u^y:^ii^: -Y^- 

;i/ ^ :z 1/ > f & D ; R * S $ n "C T <t T' U - ;i/ X gjfe $ n T ^^ T % J; 

(6 ) ^mo^yi-^^ ^ 2m^^Hf-mmmmmm.M. 

(8) R':SVR**s-l^fc:^corx P^tSH^il^fc'ST^Dli^^iV/Xtt 

tt>«fcl^^>-lf>^iT-&^^) <&M-rS±l3 (1) (5) ® ^^ f A* tlBioO 

(9) R'*s2k^> i/T^x 5^^;l/$;^^ 'f vf=-;ti/7:H y^J^ 
b ^ : - yi-Y^-Y^-R'^ {^fp. Y^RV^Y^ 

20 (=0) -> -0-C ( = 0) -0-> -0-C ( = 0) -NH-> -NH-^ 
-NR^-C (=0) -^ -NH-C ( = 0) -0-s -NH-C (=0) -NH 
-NH-C (=S) -NH-> -S-> -S02-0-S -SOg-NH-, 
-SO2-NH-C ( = 0) -NH-^ -C ( = 0) -0-^ -C (=0) -NR 
-C ( = S) -NH-^ -C (=0) -NH-C ( = 0) -^ -C ( = 0) 
25 -NH-C ( = S) -> -C ( = 0) -^ -C ( = 0) -NR^-C ( = N R " ) 
-yL\t-C ( = 0) -NH-NRb--t?$, t) ; R'^ASS^^^nTV^T^) 

6 



wo 02/053543 PCT/JPOl/11427 



g^fe^i^•rv^T^» J;^^'^xaT';-;l/ (gJJlSJ: L/Ttts :r=^v^ 'sxdt'U- 
15 b ; R^A^'^xnr i;-;i'-e&-5) t?5^$n5S-efe ; 

^-V^Xtt- C ( = 0) -NH-T^l/^l/^-t?* D ; R<»ttgtfe$nrVNT4» 

J;v^Tl;-;^ (g^Si:u■r{i^ .'nd^v, tjv^jv^ Tf\/=i^i^s 7)v^vy 

TL*if7m. T)\y^)V^\t%\ -Y^ -n^ Y s {^^ig-^-e t) ;R«»tt7 

e^;i/5^:;r> 7 u -;i/;!7;i'3ji-;i^T 5 y . i^i^ D7;^^;^:^;^5^^- 

7 
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^^^mm (S^^S^:t-ctt^ T;i/'5r-u>) §Bfig-r5±lB (l) tmoijy^ 

(10) tft|JJigS!)-efeS±iB (1) ~ (9) (D\,^tM\z^m(D:ti>±\^^ 

15 h' 2m^^i!^mm^mmmm^. 

(11) ^^«l$iJ^J-e&S±I3 (1) ~ (9) OVNl*nA>C83i6©:^>:Mi^ 

(12) mik^mm-c^^±^ (i) ~ o) ©v^•rJ^A^K:f3ili®:iJ>i-l^>' 

W K 2Mg^#:^«H4E^Mtl^ 
20 (13) ilJi^J-efe5±iB ( 1) ~ (9) OVNfnA*CiBf8cD*>:M;y'f K 

(14) ( I ) : 



(Stf'> RMiiS; : -Y'-y^-ya-R* (^!;f^'^ y ^ y2^ Y3Sl>*R^tt± 




8 
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J;v^^mi&3 W±0T;i/^;i/X{d:^: -Y8-R« (itc|3, Y6sVRNi±fB ( 1 ) 

xtt±fB ( 1 ) tmmmxh^ 

{ab^ R^RXJ^R*ifi-miztj:^x. Pgf-sS^tJtKig^^ix-cv^t:* J:^^^ 

15 y-^ym^Brnt^m-^it, r'asj^ : -y'-y^-y^-r'^ (sj4>. Y'ifiM^ 

*g-&t?fet) ; Y^ASgJfe^JxTVNT*) !3 ; Y^tt-NR^'-C 

( = 0) -^ -c ( = 0) -NRi'-Tfet) ; R»ttam^^^r^^■r4> J;v^^l^a 

20 R32fctJ'R*A«-l^{::&o7:> PgEf-Sli^iiJtt^^SlfeKlg^ (fibs R 

^tmt$iLx\,^?>^mm^tR*ifiumLx\,^?>i^mm^mo^^(D^ifi-mm 

i_y2_y3_Ra (5^;^^ YiZfcVY3*«#^#-e& D ;Y2AS-0--efeD;R 
a7x:z;i/tffe5) •^3^$tl5a|■t&5«^SVR':SVR*A*-^fc:^to•C^ 
26 ^g1-5li^i:^^l3'^>Hf >SI§Ji^fiiJb>*»oRi*s^:-Y»- Y2-Y3-R*(^ 
»f> Y 1 D s Y3*sx^b>t& 0> Y^ifi-C ( = 0) -NR^-t? 

9 
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(15) RiAJS:-Yi-Y2-Y3-R» (^ip, Y\ Y3SVR»tt±8B ( 1 
4) t^mm-^^*) jY^tt-O-. -NR^-C (=0) -Xtt-C (=0) - 

^&x&?>±m (14) i3«?®^b^t^^ ^©T-DH^y^', -eos!i!i±s^^$n 

(16) R^RX]FR*ifi-miZtj:'oX\^^tj:U±m ( 1 4) Xtt ( 1 5 ) mmoit 

10 (17) R3St5R**s-j^t^ot> ISIg-r§li^^J:Jtt'S7^Dii^^V/X 
(i^iain^^Ai:^^:^ LTV>T<b j;i>^*ff^^-r5±i3 ( 1 4 ) Xtt ( 1 5 ) gB« 

(18) R 1*5^5; : -Yi-Y^-Ya-R'' (^5^^'^ Y Mi^ig^T?* D ; Y^ 
ttgJSl^n-CVNT ^»<fcl/^T;^:3p^>T•fe t) ;YM±-0-^ -NH-C ( = 0) - 

15 5Ht-C (=0) -NH-T-fe?) ; RNig^^^j^rV^-C4) ckVN^^SSiSj^fia 
^fe^i^•rl^t4^«tl^^^^^CS•t?feS) Xw^^tumxib !3 ; R2*i7k^-efe t) ; 

(iSlfe^ tiT ^r^ T 4) J; v^^f|^^t;Sxttg^^l$ tit ^^r % J: in^^^^St? 

T 4> ct i> ^ n (ig|^$ ti-r ^^ T t) J; l^ 'VT^ D T y ^ ) -e ^ 

25 * J:l^3l*Bfi8br^^T4»J;v^±IB ( 1 4) I3m0<b^tI^ ■eOT'DK^y^^^ 

(19) ( I ) : 

10 
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CD 



^g^xttg^Sl^n■tv^•r t <tv^T;^=^p^>•r•fe D ; y^^-c ( = o) -nr"- 

5 ieSt'fe D J RMiTkl^T-^)?)) -eg^^ti2)S-efe») ; RMiTk^Tffc D ; R^s 

tj«RMi-i^t^^oT. mi^t^m^tPi\z^mm (mu R3ASB^feu■rv^5M 

(2 0) ±IB ( 1 9 ) IBiJC-fb^tl (Ub. R^RUR^ifi-miZtji^x. 

f 5Ji?i:#t{; 6 lo^fg^ (fab^ R^ifiswiLxii^^^mm^tR^i^mmL 

^mm^. *^oR lAS^ : -Y 1- Y2- Y3-R^ (^pf^ Y'St^Y* 
(2 1) it (I ) : 



r5 

11 
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10 y^u-^ 

(2 2) ±13 (2 1) 8B«0<b^*^> -eCT-D K^y^^s ^(Dmm±n^^tl 
(2 3) S; (I) : 



15 (Sff> RM*^!; : - Y»-Y2-Y3-R* (iCtfs Y »Stf Y ^ Ji^ijg^-?? b ; 

Y2(i-NR»'-C (=0) --est) ; R''{igg|$nTV^T^) cfcl^^^^iSiST■ 

-e n n a A L T 7 ;i/ ; u T t) ; R 5 ^ IK 3 a ± o T ;i/ ;p T? 5^ $ n s s 

20 ( 2 4 ) ±iB ( 2 3) fBi80<b^itI> ^CDT-D ^©^m±fF^^n 
(2 5) S; : 
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i^fps Ytt^ijg^^ -NH-^ -0-3ltt- (CHg) ,_5-^?*^)^ Y^tt- 
C ( = 0) - NH-Xfi-NH-C ( = 0) Y ^ n 

n-c v^ T J; D T u (iSlfe ^ nt v^ T J; v^ D -y- -f ;i' t? D ^ 

R5ttg^fe$^^•rl^■t4) J;t^^^lS3 W±07;i/^;bXttit : -Y^-R^ (S^ix 

Y''tt7';i/^i/>-r-&D ; RM*g^fe$i^T^^t'& J;v^7i;-;w ggl^nrvNt 
€ o ® 3i±ff # ^ n s ® ^ jsw^i^. 

(26) YAS- (CHa) 3--efe5±I3 (25) IBI80^b^t^^ •?0:?'D 
(2 7) ^ : 



(S't'> R3ZitJfRM*^n-€'n$fa&tTT;i/=^r;i/T-fe t). YMi-C ( = 0) - 
NH-Xtt-NH-C ( = 0) -■T?feD> Y3tt#i|g^Xttg|fe$nTV>r * J;V^ 




wo 02/053543 



PCT/JPOl/11427 



(2 8) Y3i^)SS^fe$i^•c^^t:t>J:^r^T;^dp^>■efes±a (2 5) - (2 7) 

(29) ±I3(14)~(18). (20). (22). (24)~(28) 

(3 0) *>±tf^-f K 2M§^#:i^ffitt-efe§±flB (2 9) |3S©|S||^ 



10 (3 1) mik&Mx&?>±m (2 9) Bm<Dmmi 

(3 2) ^JS«]S'J^J-^&5±IB (2 9) f3«0E|gatfi)6?&x 

(3 3) ^0ii^m^ixit>^±^& (2 9) tmcDmmi^M. 

(3 4) ii«S!|-CfeS±IB (2 9) IBi60E^«afiEtls 
(3 5) ±IB ( 1) ~ (1 3) OOfniPCI3«80^b^iJ^S!#-r5c:i:$f# 
15 «i:■r«.;(J>:^t:y h" 2M§^#:{3g|5g-r^;^SO?&jS;5^> 

(3 6) *>:Miy-f H 2Mg^ftfc:||Ji1--2>!^ilCD?&je^JSiijgt'Sfc4&0 
±iB ( 1 ) ~ ( 1 3 ) ®V^rtlA»{I|B@©^b'&^fe®^ffi. 

[1] ^ (I) : 




:*rS'*;i/5K-;i/> fijft^nTi\'C*» J;v^5!j;i/.''^^-f -f v^;ti'7:^ 

14 
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$nT^/^■r ^)<tV^T^ y ^ tHo^i^x yjvzi^i^, T^lz-^r-;!/ 

^Xtt{tJ«l$nTVNT*>a;i/NT;i/d^l/>^fe t) ; YMi^J^^s -0-^ - 0-C 
5 (=0) -0-C (=0) -0-^ -0-C ( = 0) -NR»-, -o-SO 
2-, -NR'>-^ - NR^-C ( = 0)-> -NR''-S02-^ -NR»-C ( = 
NH) -NRb-C (=0) -0-> -NR»-C ( = 0) -NR*'-^ -N 
Rb-C ( = 0) -NRb-SOz-s -NRi'-C (=S) - N R » - C ( = 
S) -NRb-s -NR"- S O2-NR''-, -NR>'-C (=NH) -NR^-^ 
10 -5-> -S02-0-^ -S02-NR'»-> -S02-NR''-C (=0) -N 
Rb_^ -C (=0) -0-> -C ( = 0) -NR»'-> -C ( = 0) -NR»>- 
C (=0) -C ( = 0) -NRb-C (=S) -s -C (=S) -NRb-, 
-C (=S) - NRb-C (=0) -Xtt-C ( = NH) -NR^-tf^D ;R» 

15 * e^^l^tltv^-c^) ®m^i^-rv^t€) 

ctv^^^^^SXtt7'5^;^-c^ D ; RMi-eti-etiMAUt^mx gm^i^-^:v^t 
* J:^^7';l/=^f^;^^ ©Jfe^nrvN-c* J:v^y;l/-i^-;^, ®ts$^^■c^^■r4) J;int;i/ 

Slfe^tit^NT* bFP=3E^2/^ TJ\^=i^t^s T)V^)\/9- 

25 - h o^ttt^ : - y<-r« YMi*«s^> -o-> -s-> 

-S0-> -SO2-. -NH-> -C ( = 0) -CH2-> -C ( = 0) - 
NH-Xtt-NH-C ( = 0) ; R«(ilBJfe$nTl>T*J;V>j^lS^^S 

15 
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j;v^7';^^ 1/ >^ 7';i/-^-U'>x r;^^-^'>^ -o-> -s-^ -so-^ - 

S02-> -NH-> -C ( = 0) -> -CH2-> -C ( = 0) -NH-, -N 
10 H-C ( = 0) -Xtt-C ( = 0) -NH-Sm$n■C^^■r J;^^7;l/:5^^>- 

t) ^^ tFD^Sri/s :p;b:3^;i/^ 

20 J:v^T;l/^^^>. 7;i/^r-i/>, -o-^ -s-^ -so-^ - 

S02-^ -NH-^ -C ( = 0) -C (=0) -NH-. -NH-C (=0) 

-Xtt-C ( = 0) -NH-gm$tl-CV^rt J;^/^T;l/:^^'>-■C•&D ; R«tt® 

25 R^StJfR 3®ia-&t)ii:. R3SlJ^R'»®ia^t>-&. R VR ^ ® ^-^fc-fr 

® V^ -rn - ^ ® iS^ *? -B- AS - o T ^ x P J!^ ^ S l^/ X T fiaiP iiS ^ A* 

16 
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-Cl/^-^:*)ctv^^mm2 w±(DT;v^r;i/Xtt^ : - Y«-R« (^ff^ Y6;at;«R« 

[3] R5:^)^^xDli^StJ«/Jil±^ISfDiig^^S:fr^^L■C^^■C^) J;V^1lm^^^ 

ntVNt*) J:^^7';^=^^^>^^* D ; R•«:Bm^i^•c^^"C^»<^:v^T'J-;l/^ lljfe^ 

[4] R : -Y^-Y^-Y^-R* Y^ Y^, Y^^ R'^RXfR 

20 [5] R ijSiSjt : - Y i-Y^-Y^-R" {^^. Y^ Y VR *{±±I3[ 1 ] 

i:liliiiSt-& t) ; YM4-0-. -NR^-C (=0) -Xtt-C ( = 0) -NR 

[6] R32ilJ«R*As-i^C:35io■C^^55:V^±l3[l]'-[5]^Dl^■r^^A^^3iB©®* 

-R^ (Spf> YM*#iig^> a^^^$^l■rv^T4» 7;i/^r-ix>, 

17 
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10 >'^ t HD^i^XttiC : - yi-Y^-ya-R'' (ittfj, Y 'St^^YMi-^tl-en 

T;i/>!r;il/>. t Hn:Jp>>X{iTt^ H) 13 ; YMi#ite^^ -0-^ - 0 
-C ( = 0) -0-C (=0) -0-C (=0) -NH-^ -NH 

-NR*'-C (=0) -^ -NH-C (=0) -0-^ -NH-C (=0) - 
15 NH-^ -NH-C (=S) -NH-^ -S-s -SO2-O-. -SO2-NH 

-SO2-NH-C (=0) -NH-^ -C (=0) -0-^ -C (=0) - 
NR»>-X{±-C (=S) ; R^*sg^^l^i^tv^•c% J;VN7;V:^r;i/ 

18 
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^-V^Rit-C (=0) -NH-7';i/^l/>-tfe t) ; R-iJiADy >7!«^$ 

(mm^tvxit. j\u^y^ T;i/3dp^>, T;u^v>5?;t + i'Xtt 

10 VN-c* J;t^T a«l$tlTv^t *«tv^s/^'DT;^dp;^^ BSi^tit * 

•t{±^ vxttt HDdpS/) tfeSd^x R^RVR^ifi-miZfJi-oX^y'am'I' 
S V R " 3!>»-ii C jS: o T ^fiSffiiig^dSr^^fc L T T 4» J; VN|t^ * jx-c v^ "T J; ^^ 
20 [101 la;ife€ilJT-*S±8B[l]~[9]CDVN-fn3!)>t:gB<8cD*>:Mf^ K 2 

[1 1] ^)S^P$|J^J■^fe•^.±I3[l]~[9]cDv^•rn*^^cIB®©*>:^t:y k 

[1 2] H^^^^^«#J■c&i>±IB[l]~[9]0^^1•i^3{)»^::83«0:!!7>:^t;y-f H 
25 2SS^#:^«Jl4E^i^Rgtl> 

[13] M)lS?f'J-C^;g,±i3[l]~[9]©l.Nrn*^};i3l60;!j >:^Hy H 2S 

19 
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[14] iC ( I ) : 

R2 




RMi*^XttS^fe$nt^^•c^)cfc^^7;^=^p;^•c^ D ; 

R3ttB^fe$tl•C^^•C*ctV^7;l/:3r;^s ^Nn^F^vj^ttsC : -yS-Rd (^4,^ Y5 

10 RMi7Jc|^lXttll^^l$i^t:^^•r * J:VN7';i/^;i/'efe D ; 

J;i/^J^^iJ3ti±cDT;i/^;i/XttS : -Y«-R« (i^ffi, Y«:su^R»fi±|B[l] 

RiAS5S:-Yi-Y2-Y3-R» (sC^x Y » <>s*ie^"C-fe D ; Y^ASiSlfe 

$tlTV^T J:V^7;i/^b>T-^ D .-Y^tt-NRb-C ( = 0) -^ - C (=0) 
20 -NRb-fS D ; R*ttB^fe$n-CV^Xt) J:V^^^]t^SXttB^fe^n■CV^T^. 

-YZ-ya-R" (Sli, Y ^SVY ^ AS^i^^Tfe ?) ;Y2AS-0--^feD;R» 

20 
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YSdSx^l/^-efc &^ Y2*s-C ( = 0) -NR»>--efcf)x if>^R^ifi7. 

[1 5] R 'AJ^G : -Y1-Y2-Y3-R* (iCff^ Y^. Y3SVR*tt±l3[l 
4]tmMmX'&*) ;Y2{i-0-> -NR^-C ( = 0) -Xit-C (=0) -N 

[1 6] R3ZiVR***-i^t'aio-CV^^:^^±iB[l 4]Xtt[l 5 JIBIKCD^b^ifels 
[1 7] R3SVR*As-iK^3:&oT^xDM^SV/3itt^fiaffii^^#:/^^£ 

[18] R : -Yi-Y2-Y8-R« (^tp, YMd:#ie^7?feD ; Y^ 
ttB^^^n•rv^■ct) J:^^T;^dp^>t•$,^) ;Y^it-o-. -nh-c (=o) - 
Xtt-C ( = 0) -NH--efe!3 ; R»ttfi^l^tl■C^^-C^) J:^^M*^^SXttB 

t-g^^nss-cfe t) ; R<*s7jc^xii?';w=3e;i'-e&t) ; r ^ *ssm^n-c^^•r 

21 
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31 R 3 R V R - it 11 o T ^ x D Jl ? *s :f^ 4£ L t V ^ T *) J: ^^ 7 ;i/ dp U > t? 
[19] 5^ (I ) : 



M^xtt■^^^nT^^Tt) J;v^T;^^^>■e& D ; Y^\t-c ( = o) -nr»»- 

10 i;tRMi-MH*:^-C7;v^U>r'fe t) ; R5tt^^^3lil±0T;i/=5p;i/X{±S : 

15 [2 0] ±fB[l 9]f31i0fb^i^ R3Zit^•R4.AS-;^t*o■rx 

A^oRi*SiC: - Y1-Y2-Y3-R* (^^^ Y^RUY^i^M^^ 

[2 1] 5C ( I ) : 



r5 

(^eH, RMi^ ; -YI-Y2-Y3-R* Y t) ; YMi- 

22 
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c ( = 0) -NR«>--c^t) ; YMi#^-&x^iB^fe^tl•r^^•c*) J;ir^7;i/:^ix> 

^ . _Y5_Rd Y^tt^)©^, R-'ttgJfe^n-CV^-t'fe il^^^^iC^Ji 

7)]/^)\^-c;& D ; RM*^^?!S3m±cDT;i/=5!^;uXtti5; : -Y^-R^ Y« 
10 y5u-^ 

[2 2] ±|B[2 l]g3@CDfti^iKlx ^CDT-D h*7 y ■^OS!i^±f^^^tlS 
[2 3] ±IB[1 4]~[1 8]^ [2 0]X{i[2 2]©V>-rtiA^{;:§3l80^b^tl&^ 

15 [2 4] ii3>±\ij 2ms^i!i^mm\SE-^^^±m[2 3]fBm<Dmmm.m<^. 

[2 5] JJtiiJ^^JT-fe^±IB[2 3]|Bm®E^^fi)6tIs 

[2 6] ^i&mmix'&^±^[2 3]fiam<ommmm<ib. 

[2 7] Wii^t&ill5?Jt-&S±l3[2 3]B3S{0E^mfij4^x 
[2 8] ^^^J-efe^±IB[2 3]IB«®Em*I^'^o 

23 
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0 t! f ^ fc to © * ^ < b ^ o ^ ffi t. ^ ^ ^ ti * o 

> SI ^ 0 tit g S S Jii T 1 5^ -r o 



di^>>jS7;i/jJ?-;i/, EJft^n-CV^T* J;V^*;^>'^^-f W V?^:ti'7':f hx WWk 
^tlT V^•r * <tl/^7 ^ y X tKP^i'x 7';i'3dp5/, T;V^;i'f-:ts 7)\/^=.}\/ 

15 ^x{ig^fe$n•rv^•r^)ctv^r;^=^l/>-?!fe t) ; Y2{±#ig-&> -o-^ -o-c 

(=0) -X -o-c ( = 0) -o-c ( = 0) -NR»>-x -0-SO 

-Nn^-. - NRb-C ( = 0)-. -NRb-SOa-s -NR'^-C ( = 
NH) -NR'»-C ( = 0) -0-. -NR^-C (=0) -NR^-s -N 
Rb-C (=0) -NR»-S02-> -NRb-C (=S) -x - N R " - C ( = 
20 S) -NRb-x -NR''-S02-NR'>-x - N R " - C (=NH) -NRt*-. 
-S-, -SOa-O-x -SOa-NRb-x -SOg-NR^-C (=0) -N 
R»-, -C ( = 0) -0-> -C ( = 0) -NR"-, -C ( = 0) -NR"- 
C ( = 0) -> -C ( = 0) -NR»-C (=S) -C (=S) -NR"-, 
-C (=S) -NRb-C ( = 0) -C ( = NH) -NR^-. -C ( = 0) 
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-C (=0) -NR^-C ( = NRt') -Xfi-C ( = 0) - N R »> - N R «> 

5 ^^tiT v>T*) <tv^7;^^;^^ gf:fe$tLTl/^T^) J;l/^7;^'^-;^. Mm^^^■rv^ 
10 jJ?=5r5/x =^r'>*;i/4?-;i/x gl^l^n-c^^■r*) J:^r^*;^>'•^^-r;^^ 

;i/7^-;v, - h DXttiC : - Y*-R° i^f^. YUt^i^^. -0-> -S-. 
-SO-x -SO2-. -NH-> -C ( = 0) -X -CH2-. -C (=0) - 
15 NH-Xtt-NH-C (=0) -T-$.t) ; R " litt^^ tit V^T t J: 

Ritm^^tix\^^x'hJi\>^w.Mm%^x$>^) x^^n^mx$>*) 

)V7.)Vy ^ -J]^^ 7)V^JV7.)\^t^~JVs - h DXtt^ : - Y^-Rd (^FfJ, 

0-x -S-x -SO-x -S02-> -NH-> -C (=0) -X -CHa-x 
25 -C ( = 0) -NH-E-Xtt-NH-C (=0) -T-*D ; Ett#^^XttB 

25 
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>^ 7;i/^-v>x 7';l/^-^>^ -0-^ -s-^ -so-> - 
S02-> -NH-> -C ( = 0) -C (=0) -NH-E-Xtt-NH-C 
5 ( = 0) --t^ t) ; E^i#ie^X{4Mm^nTl^■r* J;VNT;v^V>-efe D ; R« 
a ^ $ n T -C 4. J: V^ 51 X la tfe * tl T VN T * J: VN mis SI S S & 

J; < ; 

fc/^iy-gy^^feBfiRUs *»oR6i^7jc^xtt^5^;v-cfe5i®^*l^<o ) 

15 

R\ R*SI;fR6^DV^■rtl3!)^-t^*^g^$n■CV^5i fcAS^Jf e)fl5o 
R MwOVN-c 

20 1)R»ASS:-Y»-Y2-Y3-R* (^5<=fx Y^ Y^ Y\ R*SVR*'tt± 
13 (1) JiPIJS«-efe-5) 

2) RiAS7j^^^ i^yy^ ijJVyn^i/. -i V^yiri^Ti- T ^ y> . t 

HD:^i'. :i7;UA^'f : - Y»- Y2-Y3-Ra (Sli^, Y^Ziti^Yatt 

26 
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)V$.}V7ir^->RXJ^/yHtTi^)\^^:!ir)'5$>^ ; Y^tt^ig-^, -0-^ -0-C ( = 
0) -X -0-C (=0) -0-^ -0-C ( = 0) -NH-> -NH-> -N 
5 Rb-C (=0) -NH-C ( = 0) -0-x -NH-C (=0) -NH-. 
-NH-C (=S) -NH-x -S-^ -SO2-O-. -SO2-NH-. -S 
O2-NH-C ( = 0) -NH-^ -C ( = 0) -0-^ -C ( = 0) -NR^-. 
-C (=S) -NH-. -C ( = 0) -NH-C ( = 0) -C ( = 0) -N 
H-C (=S) -X -C (=0) -X -C ( = 0) -NRb-C ( = NR'') -X 
10 {i-C(=0)-NH-NR»>-Tf*t) ;R»*saSl$n•CV^•C4)a;^^7;l/dr;KjE 

gm^^^•rv^r4) J;^^^xDTU-;^ (aJ^lS^lL/T{i^ :t=5rVs ^t-qtv- 

-efet) ;R^ifi:i(.m. t H d :^^/2ktJ«/Jltt7;l/3=^5/•C• 

25 3) RiAS^:-Yi-Y2-Y3-R» (SJfl'^ Y^ Y ^ JSlX^R ''it±m (1) t 

mmm-^^ ; Y^i±-o-. -nr^-c ( = o) -x^-c (=o) -nr" 

27 
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4)R»ASS;:-Yi-Y2-Y3-R* (S^'^ Y^ Y^, Y ^Z^U^R Mi±H3 ( 1 ) 
tUlt^-Cfe D ; R'^ttS^fe$n■cv^t^)cfc^^^5g^^C^^ gm^titv^t* J:v^ 

5 5)R'*si5;:-Yi-Y2-Y3-R'^ (SJif. YMi#iS^-e&!3 ; Y^itS.m^ 

j^tl^t:t) J;v^T;i/=3f D jY^tt-o-. -nh-c ( = o) -xii-c 
( = o)-NH--cfe?); R»ttg^^$^^T^,^-^:^)J;v^K^^^^S3itt®J^l^tL■c 

6) RiAsSi:-Y»-Y2-Y3-Ra (iCtfj, YMi-^M^T-fet) ; YMi^i^^ 
10 xttSJfe^nTv^T* J;^^7;^^^>•^* t) ; Y^a-c ( = 0) -NR''--C& 

7) R«ASit:-Yi-Y2-Y3-R» (SC + x YM*#i^^-CS D ; Y^ttSlfe^ 
n•rv^Tt) J:V^7;l/4^^>"C•& D ; Y^tt-C ( = 0) -NR^-Xtt-NR^- 

15 C ( = 0) - T-fe D ; R^(i@m$t^■rv^T4)d;V^7' U -;i'XttSm$ tit V^T 

8) R»3!)SiC:-Yi-Y2-Y3-R'^ (iCffx YMi^jjg^-CfeD ; YMifilfe^ 
tlT^^Ttl cl;l^^:KjK®7;i/=^rV>-r* D ; Y2tt-0-^ -NH-C (=0) - 
Xit-C (=0) -NH--Cfe D ; R*tt®^^$nTV^T* J;VNj^|^«j5i«Xttg 

1) R2AS7J<^^ : - Y4-R« i^fp. Y*ifi-0- 

25 2 ) R2*J7jcmxttSl^$tiTv>t*) J:v^7;^dp;^•e*s®^^ 

3) R2A^7Jc^■^^•S:l-&^ 

28 
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2) R3As*^> MISl^ntV^T* .'AD'5^>3i:{iS : - y^-r 

3) R3AS7';i,d^;i,^ AD>y>3ltt^; : - Y ^ - R i {^t^, Y ^ tt^ijg^f D ; 
R " tt ® tfe ^ n -C ^^ T * «t ^^ ^^SiiSX {± SJfe ^ *l T ^^ T * J; ^^ ^ fg^ S ^ 

4) R3dS7j<ms T)\^^)l. Jsa^yXit^ : -Y^-R" (^ifs YMi^i^^s 
7;i/:^r-l/>J^{i- C ( = 0) -NH-7;i'=^rU>-Tffe 0 ; R "^tifim^ tlT V^ 

■ct) J;VNTU-;i/ (BJftSiibTtts no^>^ 7)v^jVs 7)V3^>>^ T;i/df- 

5 ) R3Asg^fe$^^,tv^T^>«tl^7;^^;^^ >'ND^>Xtt^ : - Y^-Rd 
Y''«#ie^Xtt7';i/=fr-U t) ; R'*tt±8B ( 1 ) i:PI5iaT-*5) -e^^ 

20 6 ) R3**2k^> : - YS-R"! (Slip's Y Btt#ie-&Xtt7';i/:Spr^ 

7) R aAST;!/^;!/-^**^©-^, 

26 R*{::o^^T 

1 ) R**s7X^3^^ie^^t^"C^^■c^> 

2) R**s*lS^ ; -Y'-R" YMi^ife'&'^Jfe 5 ; R" 

29 
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4) R**s7;l/:^;^-??*^®'&^ 

4) ck V^J^IgSc 2 W±CDT;i/#;i/3<L«:Tt : - Y 0 - R « ( 5^;^^. Y « StJf R Md:±i3( 1 ) 
3) RSAssm$ntv^-ct)J:v%^^i&3ju±07';v:5p;i/XttSi:-Y«-R« 

4 ) R 5 ifts^x Oli?:RtJ«/Xtt^iaWl^'&#:^a L-C T *) J: l/^Sm$ IXT V^T 

30 



wo 02/053543 PCT/JPOl/11427 



5 * ctl^M^^S3m±cDT;^=3^;^x{iJ^;:- Y«-R«(Sffx Y<'Zit;«R«tt±l3( i ) 
^mats-efts) -cg^^nss-efess^s 

7) R8i)$^3^i!t3Ul±0 7';i/^-'l/Xtt^ : -Y«-R« Y6tt7;i/^l/> 

8) R^is^misa Ji4±0 7';i/dp;i/-cfe5ii-&x 

10 9) R^ifit, : -YO-R* (Sff^N Y«tt7;i/df^V >T'fe t) ; R -ttSJft^ nt 

R^Stl^RMloVNT 

15 1) R3St^'R*>!)S-.^^;feoTV^S:i-&^ 

2) R3St/=R*5()^-i^t:'5:^t> gl^ggf SIS^ iiJ^lci'^x DiS?2^z;«/X«^fiS 

3) R3^ii;fR''As-i^tc^orx e?iE-ri>Ji?ii«t::M3g^ (mus r^as®!^ 
mm'^if-f\-^Lx\,^x>b^\>^m^m'^t^i^'^> 

6) R3StFR4AS-i^K:&o-r> i?li?-r SM? il^ttZ 'sx D Ji^^j!)^:^':^ b T V^T 

31 
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R 2ZiVR3{::•o^,^•^: 
R*ZiVR5^3o^^•r . 

1) XT&J^mM^T'&Sig^x 

2) XAsmUlii^-C&SJg^o 

^tz. ^mmit^miz^i,^-^ ^{z±m (25) ~ (2 8) uv^, 

32 
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7)V^)V) CD-g|5lr-NR-> -N = s =N-x -0-> -S- (Rtt*fllXtt 
5 T)l^)\y) CD-ast- C R = C R-> -C = N-> -C = C- ( R tl-? 

I 

10 mx\i. n-7"Ptf;i/^ -fyrot;]/, n-^f-)]/. -fv:rf-;i/x 

8ec-:rf■;^^ tert-7'^;i/x n-^>'f•;^^ '^V^>f■;l/^ neo-'^>5^;^^ n-'^^i/;i/> 
n-'^r?^;!/. n-;r^f-;i/> n-y-;l/^ n-7^i>;i/* e)ti?>o 

R»^ R\ R*(DT)\^^J\^tLX\ty ^{Z. Stmm 1 4 OUm^ 

15 -f y 7"D n-75^;l/^ 'fy:/^;i/> sec-75^;V> tert->^f-;i/*sif S UV>o 
Dtf;u^ n-yf■;^^ W'y:^5=•;^/^ sec-7'^;i/s te^t-7'?-;l/^ n-'^>^;^^ -fy^^ 

y'ttm^ifi^^Vii^mikS'^ 8(DTJ]^^)Vifini^\^<s 3 © <t ^ ^fit 7 ;i/ dp ;i/ 

33 
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Wyrn^t^^i/. n-T'b^^i/x 'fVrb:3p^'. sec-T'h^i'. tert-^ h 

10 rT;V/dp;i/^:^-j fcfi, 5K^m?t:±I3 rT^P^^p^i/j A*itJSI bfeS^lti* bx 
0!l;i«> ^f-;i'f-:tx n- 7* d t ;i/ ^ . v rn t;i/^7|-x n->^^ 

-f V 7'?-;i/f-:^x Bec-:/f-;i/5=-3t-x tert-:/f-;i/5=-:tx ii-^>f-;i/f-:t. n- 

^»J^«^ -J^f-;!/^ $ ^x aif-;i/T5>'x n-7*D h:;i/T5 ^x V7-ai^;i/7^>'x 
n-7'f-;i/7^ >'> =}■ i\/T K J . sec-:^f-;i'7' 5 y > tert- ;i/ ^ ^ x n- 

l-n-rniiKdee/i^;!/^ 2-ii-7'D7|1^i/x^;i/^ 1-^ h dp i/ -n- r d h: ;i/ , 2-^ h 
dpj/-n-7"D t:;i/> 3-^ h *i^-n-7P t:;i/x l-x h c^i/.n-rp tr;i/N 2-xh:^ri'- 

34 
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10 3-n-7'Dtf;i/f-;!j--n.rDli;i/«#sp{f e>nSo 

7"D i^;i/7' 5 ^f-;v> y xf-;i/> 2--><f-;i/T ^ y xf-;i/, i.xf-;i/ 

T ^ y xg^;i/, 2-xf-;V7' ? ^ xf l-n-7"D t;;!/^ 5 xf-;i/, 2.n-7'D 
15 7^yx^;u, 3-n->^D t:;!/^ ^ y x^;i/^ i-^ 5 y -n-7'D t;;i/^ 2-^^ 
)VT S. J -n-7"P t;;^^ Z-^ ^)VT^ J -n-7"n l-x^^^l/T $ y -n-rD t:;i/s 
2.xf-;i/T $ J -n-yti 3.x9^;i/7" ^ ^ .n.rn i-n-rn \i)Uy $ y -n- 

20 

^Igic2~ 1 2 fc{i^^^^^®7';^^-;^S?&mI*u^ t?fJ^«. tx 
;^^ l-:rD'<.x;v, Z-rn^^x;!/, l-:^7^x;i/, Z-yy'-JV, 3-y7--JV. 1,3- 

35 
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2-7*0 ii:n;i's 2-7'5':i;Vx 3-:/^-;i/^#^{f 

5 

10 Dxf ^m^^iifbti^o 

tu:A hdp^'^ h U 7;i/;i-nx b:^ri^ (2,2,2- h U 7 ;v:«-n x h :^^«) i^?As^6{f 

15 

^^■9->><f'l/>x '^7*4'^5'l/>x l-;>(5^;i/xf-i/>, i-x^;i/x^i/ 
>s i.i-i^^ 5^;i/x5^i/ >^ i,2-J?^^;i/xf-i/>, i,i.i'x5^;i/xf-^ >, 1,2- 
20 e;x^;i/x5^i/>s i-x^;v.2-p{g^;vx5^i/>, i-^^;i/ h Up{5^i/>x 2-^^ 

i,i-s^^5^;v h U^^'uVs i.2-i^^5^;i/ h u^^^>s 2,2-*^ 
^^"-'I'h •J^^^>s l-x^;i/ h ij ^^v>, 2-xf-;i/h U ^5=-b>s l,l-i^^5^ 
;UbU^f-b>s 1.2-i^x5^;u h iJ^5^U>^ 2,2-i'x5";i/ h U p( 5^ U 2-x5=- 

;i'-2-^5^;i/ h y ;>« ^i/>s 1-^ ^^wx h v>( ^v>s 2-p<^;i/7^ 
25 :^=f-)\^=rY=7 l,2-i;^.f^;i/x 2,2-i^^^;i/x h V 

2,2-i^-n-7'n h 1; 6>n?)o 
Y3> Y\ -C ( = 0) -NH-T^P^^UV-O rT;i/^l/>j i: 

36 
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6Dt;i/=¥u>^ m^it'. h U^^^u^s x b , 

5 R^RV'R^om-^iD-^. R3Si;^R*®iis^to#s R*;&i;^R5©jii^t)-fr©vN 
tt^ fia W A* ^n-S U T r * J: i> * n r ^r^ 1 4) J: v\ ^ § fig f s ^ 0 

20 TT'^i/dp- ix>j tii. ±IB rT;i/dpi/>j c l^^fctt^ ti|jl±0-aiig-^ 

37 
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i^yj^)]/^ i-7h^)v^) s '^xnr 
u ifim-fbti^o cine etc >'^oy>^ 

rT)\,^=.)vt^'yj tit. mmm'3'iz±m rT)v^-)vj i3im^vtz&^^ 
rrji^-jvt^i^j tit. mmm'^iz±m ^t)v^~)\^j t^m^i^tz&^M 

15 

rT)]/D^'tyio tit. ti)V7n-)Viz±m ^T)\^=i^t^j ifiM.B:\^tz 

~)\/. sec-T" h tert-y' b 4^i^*;i'^->'l/> n-^ >f- ^ * 

rT;i/^;i';^;i/7 i:{±s 7.))/^ >( -)\^iz±m ^tjv^jia tiM.W:\^rc 

38 
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10 ^feFSbV^o 

15 TT'^i^/r - ;uT $ y J 0 7;i''>--;i/a5^(±. ±iB ^7)v^-)\'A hnMm,-^^ 

20 7 b ;i/7' 5 y bV^o 

r/vxDT U— y J ©'vxnT >; -;^el5^{±^ ±13 r^^o 

39 
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=^)Vylr^t/j tLXit. nils h y 7;i/:rn^ b^i/*;i/;J1n;i/;f de>>, 
10 ^*/^u7 (Ot/i>n7)\/^)]/^mt. ±fB r^>ir p7;i^dp 

40 
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20 y) s T7;i/=^r;i/7^>' («^J^«x ^>J^;i/T5>', 1 -7 x:i;i/aif-;i/T5 y s 
2 -7 $ ^'s 1 - 7 x = ;i/7*P 5 / x 2 - 7 x:^;1/7'p 

;i'T5>'x 3 -7 x:::;i/7*P t:;i/T$ y s 1 -:h7f-;i/^f-;i/7$ y s 2-:^7 

p« 5 7 s y7,)\/-!t^-)]/7 ^ J ^) ^ 7Jl^=-)^:t^i^-^J]/ 

26 5j^:r;i/T$y br-;i';i-^s^*;i':i?-;i/7 $ 7 s t u;^:^-^i'*;^Jlt- 

;^T57^) X 7)vzi^i/tiju7n-)]/7 K {m^iis A v^i^^)]^n'^-jv7 K 

41 
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5 rg^^;h,Tc^T* J;v>:ij;i/^-?^'r;i/j cDSi^Si: UTtts t;i/=^;i/ (^J^«, 
10 ;^^ N-xf-;!/*;!/;^^-^ ;v«*sj?$ Uv^o 

r^^^s^j tits ^m^^RXTTic.mm'i'-^mm^ mm^omwim^Mm 

20 So 

i» D'v7'xr:;i/ im^it, l-i^Pu^yy'-j}/) ^ a :t i7 - im^it^ 1- 

42 
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5 (^Jx.{S> -CH=s -CH2-) :{>5 1~5i@0'\xPM?TgJfe$nfc^;ti^^.SI 

v";;i/s 2--r^^\/u;Us 4-1' 5. ^^y;;!/) s i^v^u;!/ (^j;i«s i-t^v u;i/. 
3-t:7y';;i/s 4-t7^/u;i/) s hvr^JVJv 1, 2, 4-hUT\;-;u- 

i--f;u. 1, 2, 4-h UTV^y-;i/-3-'f 1, 2, 4-h 'JT7-;i/-4--f ^ 

15 V u ;i/ (m A «s 1-7^ h V u 2-x h 7 u 5-5^ h ^ y u > :r ^-y- 
(0iJ;iK^ 2-;r^-y-v^';;i/s 4.;r^-t)-\/u;i's 5-;r^-ti-vf u;!/) s -r v^^-t^- 
T'JV)\^ (m^it. 2-f^T^/';;^^ 4-f-T\/u;i/s 5-f-7^/u;u) s f-Ti^y^Jv 

20 vi'';;i') s t^Ui^;i/ (««J^tts 2-i^Ui;;i's s-ifuy;!'^ 4-ti;s;;u) . tru^j; 

(«^Jil«s 3-l^';4^S^-;^^ 4.t^ >; ^ if 5 S?::::;!' («»J^Kx 2- 

b:U5$;:^;i/. 4-t:i; 5 5-tf U $ ^ 7 7lf-;p (m^it. 3-77 

1f-;i/) > tr^i^-;!/ («aJx.«^ 2-K7 s :4-^-y-i'*7V^ («?iJx.«^ 1, 

3, 4-t^D-i/T'J-)i^-2-^ )\') s '<>\;7';;i' (0>j^«s 2-^>'J\h]y V )Vs 3. 
25 ^>v'[b]7 i;;i/s 4-'<>^/[b]7 5-^>y[b]7 i;;Vx 6-^>\;[b]7 u;i/> 7- 

'^>^/[b]7 U;!/) s ^>'J^3L-)\/ (m^it. 2-^>^/[b]^ai-;i/, 3-^>y[b] 
^3L=.)V, 4-^>^/[b]f^3i-;i/, 6-'><>\;ib]^3i--!l/s 6-^>V'[b]9^ai:^;Vx 7- 

43 



wo 02/053543 



PCT/JPOl/11427 



:^^/U;^ (^?'Jx.{i> 2-=Sr±\; U 4-d[^:^^/ U 5-dp:hy i; 

10 *y u-'i's 4-^>' z-^J 'j;i'> 6-:Jpy u;^^ 7-^y s-^y' u;!/) s y 

^'yV-)^ {m?L\ts 5-7 ^ 7 i?-;!/. ^-7 9 '7V=.)V) ^ V 

s-'f > Y u 6-f > K <; 7.-Y > H u > V > K u 7 r t (^J 

2- 7 i :^ ) ^tz\ty J ^7 *J -)V {m^\t^ 1- 
20 7 3i7 f•7•i?:^;^^ 2-7 a: ^ T i^r.;V> 3-7 4-7 x ^ f-T" J^- 

25 3-^^^I;-;^^ t:DU5?y^ 2-t:DU$;r:;v, 3-t;nui^-;v> i-^ xv^J^)-)\^. 

44 
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5 

r®ife$*itV">T J;v^5';^^^>J ^§g|$j^■cl,^•c t)J:i/^7;i/^;i/j . rg 

7^ n M ^ S V/X A^:^ h£ b t V^ T t) J; V^ « ISi $ nt V^ T * J; ^^ 7 ;!/ 
ST-ffiicoffigAsg^^ tlT T t) J: ^^o 
15 ^dmy s J^Q^yitTJV^Jl m^it. C?3. CHzCF,. CHzCCI,^) . T 

(^J^«. x5^;i/, ><v7'Dt:;Wx tert-:?'^;i/l?) . t;!/^-;)/ 

im^it. ^h^i^s xb:^iy, ruTfs^Sy^ yv^i^m) ^ T)V:2i^>>ij)]/7f. 
25 (^J^«> ;^=f-)VTX^s x^^l/T^^s i^^^^^VT'^ 

45 
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^7-a7^j-')Vit3}V7ti=.)]^TK ^m) X 7U-;i' im^its 7x 

VyV-t^^y) s 7';i/=3M/> (^'JiLHs ^^l/>s xf-l/V^ hU^5^l/>s x 

^*>\ U^Mifiy)V^U>. T -]y > 5l.it7 U > :t ^i/^(D 2m0 

y^jSlxj^y^o ^g^$n•cv^•c^) j;v^7;i'=^ri/>j (DS^mtbXits m^it^ 

46 
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«) s im^its ^h^i^-, xh:^rS^s rD^iidpi/, rh=^r$'SS) s 

im^its x^;i/, -f vrotf;!/, tert-:/f-;vSS) ^ tHodf-S/, 

47 



r 
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^i/v {m^\t^ x5^i/>s hU^f-i/>> '^>4' 

15 

TR 2St;cR.30m^t)-&s R3St)^R*0ia^fc>-&s R<svR5om-^t>-&® 
m 6<I {± T K: jj^ ■r ^jli ^ it I* -r 5 o 

48 
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i^f^^ R2, R*Rxj^R^itmmtmMm'^^*> •, -r^'^-a-r^ 

•^-s -R3'^- A-R**-x -R^'^-A-R^'^-lt^tl^nmi.bX^y'am 
5 -Cfe^o ) 

cosJfeS (^o^t^N T;i/=^r;v> T-'i'^dpi/, hHDdpj/, ;r^v^ /Npy>^ 7 
©^Ai{!?suv^o ^^m^t^m^tbxit. mmm^. ^y^um^ mmm^. 

15 3g•&A^^^^:Sb•Cl^•C* J;VNSJfe$n-CI/^-C4) J;V^^SJf$fij6•r■S:l'&^ 0y^{^^ Jii 
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5 R^ R' ZitJ^R' ' 

10 1) mnmmwimmm'c$>?>m-^. 

50 
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5 
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mm 

-sss-^As^f* u<s R^tmmbx\^^^]^mm'FtR*ifimwkbx\^^!^mm^ 

2) ^^#l^jtm®:®^> 

62 



wo 02/053543 PCT/JPO 1/1 1427 



r2 r2 




5&43x R^RVR^Om^to"^. R3SU^R*®iffi^to-&> R^RXfR^<om^t3 
RiASjC : - Y2-Y3-R» Y\ Y^, Y ^ jJVR »(i|trS3 i: 1^ 

mmx'$>^) •t^^nss-e^sJg^s : -y»-y2-y3-r» 

YM±#Jig^-Ca& t) ; YMi-O-. -NR^-C (=0) -^it-C ( = 0) - 
10 NR^--CfeD; Y^\tmi^^tiX^^Xi)^i^T)]^^]yyX'$> D ; R'ttgJfe^n 

^R3SVR*A«-^^^-^d:o•CV^35:v^J -^H^tots I^SfSM^ii^^ 
^&ff^fi!4b•c^^^)^v^c: i:=&m^^b^ R ^^fcU^ R Mi^n^nJAlz: bTs tKMs EJII 

20 ^nt v^-c^) J;VNT $ > tHp^i^^ T;i/^;i/5=-;2rN T;i/^r^;i/ 

DXttiC : - Y^-Rd (Sitl's Y^tt^iis^, SJfe^n-cvN-ct) 

r^lz-Jr^l/^, 7';v^-l'>x -0-^ -S-. -SO-s -S02-^ -NH-. 
-C ( = 0) -X -CH2-X -C (=0) -NH-E-Xtt-NH-C ( = 0) 
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n S S -e -5 :® S Ic I* 1" 5 o 



(Stf> R\ R^ R5:5t>'XttB5iBi:llitil ; R''{d:T;i/='r;i/^ ; Ha 1 
10 X^A-l 

S (A-1) f^^tl-S^b^tli:^ : R^NHa i^'P. R^itmmtmWim) Tr^ 

^ns^b^tjssjss^-e-s (A-2) T?^$ns<b'&!fe*isijii-r-5x®-c-feSo 

(A-1) ■T!m^tl^ib'^m(DmtbX{t^ T-bhT-tx-h. ai^;i/2-;>{ 

15 R^NHaf^^ix-S'fb^tJOtf'Ji: b-ctts T)\^^)VT^> (^»Jx.^^^ 

i^i^>tm^ b^^o ^mum\t. ^?a~2 o o-c^ iittc^s b< {±8 o~ 1 8 cc 




OH 
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XgA- 2 

6 (A-2) X'^^tl^ib^S^t^ (A-3) T!*^tl§^b^i^?&Jfig0#i£Tt-S 

^S^-frx (A-4) -^S^^ixS^b^i^SSljit-SXg-efeSo JS^i:l>-Ctts >J 

10 «s 0~2 0 0'C> !|tfc»*b<tt^m'-l 0 O'CTffeSo 
X^A- 3 

Si (A-4) •Cj3^$^^■5^b^tl&^ig0#^£TM^^■fr^ S (A.5) -G^^^ti^it 

uvNo sjs&tasttx o~2 0 o'Cx u <{±^m~i o o-c-c& 

So 



s (B-1) ■e^$^^S'^b■&!fen>'^0'y>'^bl^|g&SJss$•fr^ (b-2) -e^^n 

55 





H 
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X@B- 2 

15 5S; (B-2) T-^^^^S^b-&^^^3:^ b U ^ATJVa'^-h ^R&-^-^X. A (B-3) 
t^$n-5<b^iiJ?^^3ig1-SX@1?^5o :^ h U 'i7A7;V3v- b i: u•r{±^ :^ 

x^y-;i/^) As$fS bV^o 0 - 2 0 0°C. !|^tga~l 7 O'CA* 

X@B- 3 

(B-3) T'S^^nS-fb'&tlStU S^'-'i'A^n^'f KCD#:aETT'inlStbT. St 

(B-4) -c^^nsfb^i^^iiijg-rsx^Tfe-So <t j: <. u 

25 ~ 2 5 0*C> 4#f; 1 0 0'C~2 1 CC^sjif* bVNo 2|s:x|i{i, /Kn> 

66 



wo 02/053543 



PCT/JPOl/11427 




fC-1) (W) (0-3) 



5 X@C-1 

aSi (C-1) T'jfN^nS'fb^tlkiRSHa 1 i^fp. RM4fIIBtl§licS ; H a 1 

tt/NDy>) ■cm^n?><b^t»*sjs$-&x (C-2) •t^^ns'fb-^tj&Sjii- 

KJsRJtg^tt. 0~2 0 O'C^ b <tt, 1 0 0~ 1 5 O'Cf* 

10 X@ c-2 

5S; (C-2) 7?^$ns'fb^iK)A»6^ (C.2) t?^$ns^b-&«i*S!iii-r-5xs7? 

^■5o XAsS■^$)S'^b-&t)^l^^§■rsi:§^i^ 1,3-^^7 
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X@D- 1 

(d-1) f^^nsfb^tiA^e)^ (D-2) ■7!7jk^ni>ib'^^^m^t?>j:.m-c 
xiis T)v^—)\y (p<^y-;i/s ^^sgffl-r«c i:*»Tt-5o SfBM 

10 

S (D-2) •t:5^$i^?)'^b■&tI®s^T^/^b?S:^f ^J:^^■e^3t-*;^:^?r^;^'^b■rsc: 
i:K:J;Ds (D-s) T-g^^ns^b^ife^ilji-r SXHt-^So i?7V'fbtt-4 0 
~2 O-C t <{iO'C-' 1 O'C) T!tTit«J;<N Ktt^^T-efrd i 

XgD - 3 

^ (D-3) -c•^^^^5^b^tl*M^O#^£T•T?SJf5$■&^ ^z^J ^^)]/7,)\^i!r^^ 

58 
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tis #k:*®^b:^^ U'i?AA«»^b^.^o S*S^asiifrtt> 

3L^y—)v, rvnj-)]/s ^ xh^t 7 7>^As^{f 5)nx 

xmD-4 

(D-5) T"g^$n?)'fb-&t)&i;!jat-i>X|i-C&-5o *X@tts XgB-3 ilPJ^t 

10 

(D-5) T•^^i^-5'^b•&tI^::S : R^H a 1 (^(fx R ^ttirSBi:!?!*^ ; H 
a,l\t;\u^y) ■c•f"^$^^^'^b■&!^^c^iS#^£T•^S^B$■&T^ (D-6) "C-g^^ 

ns^b^i^sssiii-rsxg^feSo ffiiii:b'C> 7jcK<b:^h u *K<b*'; 
"J; Ax ^K^ue^Ax u-^Ax D B u«§ffiffl bfe^^ttx 

15 UTx 5^;i/5f;;i/A7 ^ X h 7 t K D 7 5 >^ 7';i'n-;i/ ^ i<7 

bTx 2k5ff'fb:^ b U "^Ax 7j<JS^Uf-->A« (»t t < 7k3R<b± h U A ) 
%<$fflbfeJS^ttx SJ5K?Slifc UTx *J^^)\^i!rs}Vh7 KY. x h 7 t 1< D 7 7 

>^&#ffl1-sc:i:*5-e^-5o ^: R ^ H a l -Cg^^n^^b-^tJi: LX\t. J^u^ 
20 >^bT;i/^;v (0y^«x mh^^n^^ «<bx^;w, ^^bT^ni^;!/, «<b:7'5f-;i/^?) x 

m) mt:mmt?>ztifix^^o sj^r^sm^x o~2 0 o°c> jf^b<(i^ja~ 

1 5 O'C-^ feSo 
XgD-6 

25 i?; (D-6) x-m^mib-^m^mTbi^r. ^ (d-7) T-^^$tt§<b^!K)'&Sli^f 
ixmx^^o *xgtt h ij 7;i/^;i/5^;^7 > («?ijx.«x n-:/f-;)/7 
7'f >) xtth i;7x^;i//j>;^7'f >^©#^ETT-fTt« J:^^o SJSj^iiJ: bT 
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m) ^mmt^atifi-^^ Sissmsttx o~ 1 5 o•c^ 1 0 o*c 




XgE - 1 

^ (E-1) t-^^nsfb-^i^tc:^^ >;^;^*:^;^y^7'f b* (^J^«> ^^>;^;i/ 
10 /f;r:;i/^Dvi' Y) SrSisS^-frs ^ (E-2) T-g^^n-S^b^i^^Sii-r Sx^t* 

^^^ i|t{3ii<b^^i/>Asjif* sjsmsiAx o~ 1 5 o•c^ ^t^s^e i 

X@E - 2 

15 5* (E-2) T'Sp^n-Sflj'&tlt'OJ?;!/ h U r;i/:5p;i/T>^-'>A yN^'f 

Tjf D > h U 7;v;r7'f b*a:-7^;i/^<*: (BFj • EtjO) i^iSTT-RjsS^ -Ss ^ (E- 
3) •T?^$i^5^b-&^^S:i^3i••r5xe■^:•*.&o h U 

20 "i^A i?D7'f HASJf ^ bv^o SJir»JaStt> 0~8 O'C. i^fc^^dW* S 

60 
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XgE- 3 

^ (E-3) ■C5"^^^^*'fb^i^tS : RICH2C (=0) N H 2 *lig#i£T-CK 
5 ^ (E-4) T?g^$n?>^b^ti§^3§-r^x?i-es?>o JlSi:b-c(*s 7j<^ 

if7-(j^mii'^m-f^ri. ^t^e^i^^-f aasj?* L^^o s/iS^BS^±^ o~i 5 o•c^ 

10 XgE-4 

^ (E.4) T-^^n-s^b^i^l;:^ : CR* (OR) 2N (CH3) 2 (sSiffs R* 

tts ffl)§Bt i^^^-c t) J R{*T;i'^;i/^$:ici*f •5) t^^n2>'fb-&ti^Siit; 

5Si (E.5) T?^^nS^b^tlS^3i-rSXgf*So jSi : CR* (OR) 2 

N(CH3)2T*^$n-5<b^tii: b•rtt^N,N-5^^f■;^*;^A7^ H t 
-;i/^AJ^lf enSo b■C^±^ i^^5^;i/3^;i'AT$ xh^th-n 

7 7>?&{$ffl-rsc:i:A*-c§*o sjs?asf±x o~i 5 o*Cx $f*L<tt^?a~ 

1 0 O'CT-feSo 
20 E - 5 

5Si (E-6) tf^^nS'fb^i^lcS; : RSHa 1 (jCPfJ^ R ^ gugg i: IHljig ; H 

a ittAD^^v) ^^3^^$n*^b^t^?&«IS©#^T•cs^s^■&T^ iC (E-6) -cm 
^n-S-fb^i^^&^ji-rsxgT'feSo *xgttx?lD- 5 iil^^Cfra c i: As-e 

25 X?iE-6 

^ (E-6) ■r-^$n^<b^tj{3ji7c^j*Sf5^-fr> ji: (E-7) x-m^ti^it'^'^ 
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h U y^Sr^ffl L/fc:^^{is ^ (E-7) (^pfi. Rxti^k^) tg^ 

5 ffiUfci^^Jis S; (E-7) (J^;4'^ Rxtt t KD^£/) t^^^is^b^ifeiSMigl- 




(F-1) (F-a (F-3) 



10 XgF-1 

5S; (F-l) -e^^ns<b-a-tI«w5C : MeOCR2=C (COOMe) R»-e^$ 

n5^b-&tI^^S^S$■&^ ^ (F-2) -^^^ns-fb-^tl^ff ?>XgT-fe5o S : M e 
0CR2 = C (COOMe) R^-^m^ti^ih-^i^tLX^t^ 

$fS U < 1 0 0*C~ 1 5 0°Ct?&So 
XgF - 2 

(F-2) t?^$^^S<b^tl&iPfiU•c^ S; (F-3) -^m^ ti^ib-^m^^mt 

^xm-^^io 2f:x^I{i. SJfS?§iKi: UTi^i^'^-f A^^li L^ g 

20 m~ 2 0 0°C^ 1 0 0°C~1 5 0*C-efTdCD*sjf* L^^o X@F- 1 

tj^mF - 2itm^Lx. fip-fes (F-2) T'i[^$n'5<b^ti'£#Si*-rK:ff o-c* 

J: V^ o 
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(Q-1) (Q-2) 



xao- 1 

(G-1) X'^^^ti^ib-^^i^^ :EtOCH = C (COOEt) R»-e^^n 

5 4'^b-&tIS:S^&^-&^ (G.2) ■r*33^$n§'fb-&ti<£ii3ii^5x®iffei>„ ^: e 

tOCH = C (COOEt) R ' t^$n-5'fb-&tli: UTtts X 

^ Lv^o - loo•c~^?a^ i^c- 7 8°c~o*c 




(iC4'> R^ R^ R'Sy^XfimlgBtl^jlciS-Cfe D ; ntt HJi±<DSIST?fe t> ; 
Hal (i/^D^>§itl*•r^) 

15 

(H-1) -eS^^tlS-fb^iJk: o-/>Dyy 7'7;i/:^r;V>'Nv 'f KSSJSS^-BrTx ^ 
(H-2) -e^^nS'fb-&tl*S!iai1--5XSt!$)S, o-AD-t^y T7;i/:3F;i/>'N7-f K 
iibttts o-:/D^^>i^;i/:/n v-f h\ o-rn^ 7 x;^5^;i'7'D-7f' o-7"d 

63 
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'St^bN SjiSMStt> 0-2 0 0•C^ I^KigS'- 1 0 O'CifiUft UVNo 
XSH- 2 

5 is (H-2) f^^n^'fb-&ti^/'?v$;'i7AM^N h U 7i-;i/;i>;^7'f 

raii7>^-'!7Ajfi«D#HET-eRii&$-&> (H-3) "C^^ns^b^tis^sxa 

ffl-r?.c:i:*5f§So mSi: UTtt> U e7A^ h U r>A^ h 'Jxf- 

15 *\ SJiSMil bTJix 0~ 1 5 0°C^ l^ld 8 0'C~ 1 3 0°C*sjg:s L^^o 
* «8<b^ifel * Siili 1- S c: i; t ^ S o 



xgj - 1 

(J-l) -C-^^n^ib^tli:^ : R«Ha 1 (S;4'> R = lulB i: Ha 
i\tJ^a^>) ■e^$n5'fb'&ti*ie3lo#H£T"es/i&$-&s S; (J.2) -r^m^n 




20 
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■i K^) ^ '^T^ PTv;i/:^;i//N7-f H («3JA«N 2-1^3 p^'f h\ 3-1^3 u 




(K-1) (K-2) 0*^ 



xmK- 1 

15 % (K-1) -C'S^n-5'fb^'^i:^PP-l-7x:i;i'-lH-xh7^>^-;i/;|:mS©# 
ST'esii5^^±> 5S; (K-2) •^g^$n2.'fb^ti4Siait-sxg-c-$)So igSi: ut 

20 0 ~ 1 0 O'C^ ^tMA*^* UV^o 
XJgK- 2 

S (K-2) T•5^^^n■2>^b^^^&M^«#^£Tt•gEM®7^U^ ^ (K-3) -C^^tl^ 
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oT* ct <s 4'E(fi»li?.«^5kg/cm2)7?f^oT^b«tl^oi|#^c:^ '^»ffi(^»l;i«^5kg/cm2) 



10 ^ (L-l) -e^p^ns^b^ifeifc^i : a 1 (Si^s R^ifsnmummm ; h 

altt-'Noyv) ^?^$^^5^b^ig^&m«0#^5ETtS^5^■^^T^ S (L-2) 



(^41, R\.RK R\ R^Rv^x^tmmtmmm I R^it7)i^)\^m) 

XigM-l 

(M-2) X'm^n^ih^^^mMTZJ^m-^$>?>o xgB- a tPi^i.t^ifTd ci:** 




15 




20 -e § s o 
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(N-1) (N-^ 



X@N- 1 

^ (N-i) 7?S$ns^b^i^lc:^«ISCIII%KJiS$*-tS (N.2) s^.^ti^^-^ 

t/^Miig-r?)X^T-fe?)o :$:xig(::i5V^rtt^ ^ (N-l) T-^^ns-fb^t/o :7 a. 

Siismstt> Rmomm. mmt^&,M. is^?i!i> ®a^«icj;oTa^-r 




10 JO-1) «<«) 

XigO- 1 

^ (0-1) "Cg^^nS'fb'&ifelfC N,N,N',N'-x y^^' >tSJ«;$ 

% (0-2) Tf^^ns^^tiSSiiitl-SXigt^So SJs5«Siii: U-C{i> 

^^a~10 0°C^ #(^6 0°C~8 O'CAsjifSUlNo JnfSlji^T 

XigO- 2 

it (0-2) t?g^^tl-i)'^b^^^::/^py>'^bT;^=^r;^&SJ5K^■^^ *VAt h u 7 a: 
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(0-3) T!a^^ti*<b^ti§iJ3i-r?»xsT?fcSo j\a^><by}\^^)vtLx\t. 

mih>^^V>s h;l/X>AS^f t L,<^ bVNo 

0~10 0°C> ^tt^c7O•C-e^f9 0AS^9F^bV^o 

10 




(P-1) (P-2) (M) 



A (P-1) T-g^^ni><b^tlt-x@o- 1 N,N.N'.N'-7^ h vptg^jUi^T' 

5>'^^>SSJsE^-&x i)^l^■e^-^•^^>*SJiS^■^■5c:^:^3J:D^ St (p-2) 

X^?>o 




(Q-1) (Q-2) 



20 (^4>. Ri. R2, R3^ R4:Rt5R5{iBfil3i:lR)3ia) 
X^Q- 1 

68 
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5^ (Q-1) T-rs^na-fb^tlC Lawesson^^^KiiS^-B-N ^ (Q-2) "C^^n 

^>^Sf4sa^W^n^ Itc b;i/x>i>siff $ tv>o SJtfcSJSttN 80~250'Cs ^ 

5 




(R-4) 

(^pfi. R^ R*s R«s X^ R*> Y^SVYMimrlBfcgltta) 



X^R- 1 

aSi (R.i) •c•^^^i^§^b-&tlt2k^^bi'•'f V5^f-;i/7;v^ -'^7^&S^&^•^:■r^ 
10 ^ (R-2) T?5^^n*<b^ifeiS®lii-rsxat&^o SJiS^iKi: U•ca:^ h;i/x>, 

XgR- 2 

( R- 2 ) $ n * <b ^ ife * ?ll<b « a ^ <b :^ b U A % S >6 $ ii-r ^ ^ ( R. 3 ) 

15 ■e?^$n•5^b^tIS:Siig■r■SX^■^$,So Rli^^mi^tbXit. m^L 

<tl^o 

X^R- 3 

^ (R-3) -c^$ti?){b^tit#«a^^sii5$-&-c^ (R-4) -c^^ns^b^ 
20 !fe4«Kii§t-5xST&So 3|s:xg^c;}3^^•rtt^ 5« (R-3) ns<b-&ti©r ;v 
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Rmomm. i^mt^fs,m. mm. t^-^m. mmmicj^^xMnt 




{8-1) (8-2) 

RK R\ R^ R\ R*x X^ Y2;Rtj?Y3ttl5iBi:raji«) 
X® S - 1 

^ (S-i) TfS^^ns^b^i^C^SIS^&SJiS^^Tj^ (S-2) -Cg^^ix?){b^ 
10 tiSliiie-rsx^-c$)So *xmK:*^^"rtt^ ^5 (s-i) "t^^ns-fb-^ifeo-j^;!/ 

15 




(T-1) (T-2) (T-3) 



R\ R'x R^ R^ R*x Y^SU^Y^ttlSgBi^lHjlcS) 
xaT- 1 

% (T-1) ■ta^^^l5<b-&tl«:l!)P7J<^^su^ (T.2) nm^ti^ib^^^mm 
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- 1 5 0•C^ 1 0 0°CAS»$ bV^o 
XST-2 

5 ^ (T-2) -^^^n^-fb-^^ts-fflis^ssjiS^-ti-T^ (T-3) -e^N^ns-fb^ 
i^sSi3ifi»xs-e^5o ;^5:x^{c43v^x{i^ a (T-2) ■eg^$n5'fb^ti0*;v 

10 <tV^o 

bTY2A«-C (=0) -NH-"efeD, Y » *ST;i/^r V ^TJ * t) ^ R*** 

^ (T-2) -e^$iii.-fb-&iJ{3^^>^;i/7ri-;i/^' D^-f I<^tga#i£TT-S/iB 
m^X^ : R^Y'NHgtij^^nS^b^i^SS^S^-frx S (T-3) X^^tl 

1 5 o'Cx m^mu-^ 1 0 o'cufiUft uvN, 




20 M ^ 

(^tf; R^ R'> R*, R^3.xfXitmitmmm ; R^^t^^)v. ^>>;i/, h 
';p<5^;i/S'U;i'^) 



xmu- 1 
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^ (u-1) ■c3^^n«'^b-&tI03lXx;l/'^b*^T^^^ Si (u-2) ■ers^n^S'fb'&ti 

5 0y^(^^ h U 7';i/^;i/i^ U;i/:n:^x;i/<&®j§-r-2):®^li> S (u-i) -t^^ns 

XgU- 2 

^ (u-2) -cm^tis^b^tiicjSTc^PJ^K/iB^-^N ^ (u-3) -cs^^ns^b^i^ 

15 tSd^U?-'t7A, D I B AL^AS^lf e)n-l>o :*:xgi±. iifb-fe ij >i7 A©#i£T 




20 O'l) <v-^ 

. (^^J^ R^ R»> Y2;RVY3ttl5IBi:IlI3gtil ; R*ttT 

X@V- 1 

it (V-l) xm^h^ib-^mvi^mu^^Rji&^'^x^ (v-2) -c^^n-s^b^ 
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-c ( = 0) -0RX-e*^i^■5^^cs^s■ri>^lSll?*n{i^ i^A^^tsis^x-feo 

i:A*-e#.5o sj!6;ss{*> s.j&<Dmm. ^mt?>w^m. m-^m. mt^ 
5 miz^^xm^tM^^^o 




i^^s R^ R*N R^ R'2iVY3(iBulBiiPIic^) 
XMW- 1 

10 it (W-1) -CS^^flS-fb-^tll^S; : R*Y3NH2T-S^$n?><b^i^<&Sii&$-B:x 
Si (W-2) T-5^^n.5<b^t>*®!jii-r5Xig-efeSo S : R'^Y^NHg-erN^n 

J;v^'sx^T^;^dp;^T5; > (0|J;?.{^^ 2-(t;';s^>-4--r;i/)x5^;i/T^>^) ^ 

ffyA AAS^^ tV^e MJiStSSi: bT{i> 1 0 0~ 2 5 0°C^ 1 5 0~2 0 




(X-1) {x-a 



20 (iCtfJ, R2^ R3^ Ra^ Y ^ ft fi §3 ^ ItS J H a 1 Hc A D > ) 

xgx- 1 
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S (x-1) -er^$n?>'^b•^t/^-^^D'y>'^b^;r-;l/&s^B$■&^ S (x-2) -^m 

5 ~ 1 0 0°C^ !Kf{C 1 0"C~^?a*sjf S LV^o 

S!jcD:?J^i: ^ (X-i) tf^$ns<b^©fc: N->'NDyy $ K 

h y 7x-;i/7:«-;^7-f >cD#i£T-cSiiS^*> (x-2) xm^ifi^it^m^ 

10 tii-t L\,^o RJi&^mt\^X\ts df^>>lx>, ffilb^f^V^x 

<^DD*;i/A, Effi^b^JS^A^ajfeif ens, 

XSX- 2 

St (X-2) T?5^$n-5^b^i^t*iissiii&sjsS$-&s; (x-3) xm^n^^t-^m 

i^mtiJimx$>^o :^s:X!lk:*V^T{*^ S (X-2) X^-^ fiiit'^^OJW ^ 

20 7U-;i/tS-5^-&^&WTt:iftB^-rSo 

^ (X-2) X^^^tiiib'^%iZ7V-)l^)^:)3y^> {m^\t. ^y-ii>^:t- 

Rit^v'aT^)-)v^)vtir^y im^it, 2-^ v^y^J^D-'J- 
jv^) <&mS#4iT-CSJfe$-frN S (X-3) -t?^$tli)'^b■&^fe*^J^■rsz: 

RH&^mt. 0'C~ 1 5 0°C, 1 0 0°C**j?S UV^<, 
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(y-2) (V-S) 



R^ R^ R^ R^ xttiuiBiiiiita) 

Y - 1 

0~- 4 OTlTbs^* L^^o 
Xll Y-2 

10 it (Y-2) -cm-^ti^ih^mi::m^hmt:S.}l&^^^ S (y-3) ■e^^*x*'fb-&ti 

hlfi-^^^o ^43^ *Xgt43V^T(i. y h U <^ A * ^^10 b T J; V^ o 

15 




76 
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Xfi Z - 1 

s (z-1) -xim^n^it^^ifi^^ (z-2) X'^^n^ih-^^^mmt^j^m-^ 

5 ^R■rtl{^cfcV^o 
X@Z - 2 

s (z-2) -c-jj^^nsfb^tisaTc ttit (z-3) -r^^ns^b^i^^&ssiii-ri) 

Xig z-3 

10 S (Z-3) •eg^^ns^b^tit^a^HSSJiS^'e-^ (z-4) frN$ns<b-&ti 
*i^iit€)X@t?&.5o *xmt:43V\Ttt, S (Z-3) -es^^n-s-fb-^ticDT ^ y 

15 mtLX. Y ^ifi-NE- C ( = 0) --^feOv Y3A5#ie-&-efe . R^A^T 

T u-;i/-e^§Ji^&JiAT(-iteW1-5o (z-3) t-^^ti-s-fb^^tzr 
i'^i/'fb^J (^^W> P7-f H> ^^i/'f o K^) *s^£;$•fr^ 

it; (z-4) ■^m^n?>it^m^mmt^ZiiifiX^^o *x@|±, :®S#^£TT-fT 

20 ;i/7h;i/A7 5 SiXSo S/SSStt> 0"C~ l 5 0'C> ItC^S- 1 0 



76 
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X@Z- 4 

^ (z-5) -^jj^^ns-fb^^t:: N-^ND'i^'y -y-^^i/v-f ^ it (z-6) 

XgZ - 5 

it (Z-6) T?s^^n?)<b^iBjts : R3-B (OH) 2-^n<^ n^it-^m^^^"^ 
10 SojS;:R3-b(0H) zt-^^ns-fb^fiKDR 3 LTfi^ gm^n■cv^•r4) 

AmmtLxit. pd(pph3)4^ Pdcij(pph8)j^As^{f e»n5o *xg{4, 

^:hhi;ii;A. :h h U "i? AT;1/=i^- h (^«J^(^^ NaOMe^ NaOEt ^) ^A*^ 

§ta'- 2 0 0•C^ l^fC 5 0~ 1 0 0«C**»^ bV>, 
20 Xg Z-6 

^ (Z-6) TS^^nS^b-^tltwjC : R3 C = CHT'3^$n«.'(b-&i^*>''«^i?«> A 

77 
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10 R^ R^:RVR'^JiB5IBi:i^m^t?fe*o ) 

A.02 o-^m 



4^ulfamy) butyryl AM resin 
(Safety catch linker, LL 1 .09 mmoVg) a-01 





PdCl2(dppf)2 (0.4eq.) q O p O 

aq-KaCOa (6 eq.) /-V^N''^'^"-^^^'''N"S<^^ 
R'B(0H)2 (5 eq.) W# h H J JI , 



78 
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Lv\o 5^xgtt, N.N-i^^ 'j:ru\ijvx.^jir<>]SL-u^ PyBOP o#aT 

-cff uvNo RMmt\yX\t, »^H~»+f^Ms ^^t+a!(i^iai>«» 

1/ J^>(A.03)O-&fi!i 

±iB"C#5>tlfeVS^> A-02 *»e)l/i^> A-03 <&S!|jit-SXigTfe So \y > 
A-02 ^^j?; : R3-B (OH) zX^^^ tl^ih-^^^^'^'y AMmJSLV^mmcDWtE 

R3-B (OH) 2T?St$nSft^%a:Sffi«l[^l3Mb-Cij^^5 1ft{gffl-raiIfcAS 
MS bV^e S : (OH) 2"^"^^ tiS^b^^i: Utti^ R^AsMgl^n-C 

<b^^l/>x a:-7^;i/) -^JK^JtiJfc^bs l/S^>(A-03)5feS!3if •SC:i:AS7?gSo 
UP> A-04CD-^se 

20 U*^> A-03 {3 3- K7-b h- b U;^4^g^CD#aET•CS^E;$■a•^ l/i?>A.04 

^mmt^j:.mx'^io s.m^mt.bx\t^ N-^i-)\^\iu K^^rs^ffl-rsc: 

25 :>if-)V\fuV m^b^^U>s x-7^;u) -C"Jli»i5feitbs uy>(A-03)S]K 
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15 {b^tl(B.02)«D^m 

<b (B-01) tc 5^ ;r - ;i/ Kjt& ^ ^i- T s -fb^tl (B.02) S Mii f 5 X @ S , 

fl3^tKB-01)i: LTttx i-:/5^;u-2.;i-dpv.i,2.5,6.7.8,9.io-;t^^ t Ko 

20 SjtSS^i: U■C(i^ 65°C bl>o RJf&tti:b$!^6<]®^ratMff l/> i^20^ 

^b^i^(B-03)©-&J5)o 



10 
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{b^ti(B-03)^^ii-r i. c § ?>o 

10 B^■rS®^*0lJ5?U■tV^2.As^ R3ZfcVR^*«-i^C^Co■CV^&V^:©^l?*o■C 
* @ ffi ^ fili * ff a C i: AS T? § 5 , 




R^s R^ R^ R^ R*«SIH3i:ia3ia ; nti 1 Jj4±®lfl&o ) 
<b^t?(C-O2)0^J5U 

Sf^^S^^b JV-^ U >^fll(1.93 mmol/g)#^£Ts ^^'D'J H (R". 

COCl)3iUf^b-&tKC-01)&KiS$-fr5Cli:{cJ; ^)^ *IB0^^b^ifeKC.O2)?£M5i-r S 

#aoR**^f?)*^W<b^ti«^fiSt-§c:i;*s-ttSoSiiStt«& 24^HfTVN, 
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10 :fej3^ c:ix6©®ffl-&fiSt!M$n5iC : R«-B (OH) 2 T?g^^tl5<b-&tJ. 

15 St^t?.^i!^©^b^^S^Jit€.ci:*ST-^^ WfflT-fe§o t^d:t)%> Sti-^ 
fiftffljpJiia^&^i^b-C^ '^b^^fe©#fe^&@^L^ a^lr^aii®^: R3-B (OH) 
z-C-g^^nS^b^tlSt/fit : R'^NHaTJ^^ilS^b^^&^KlB^-a-^ 
0^b^ti®pf*»6^ji^d:®JSI^$'&t5<b^tl!£SiR-rS3iiASf&s iS;mt4& 
Ri^b ^ 4 ^ IH t c: i; AS -C t i. o 

20 

fflb•ct<t^^U^ ±f3i:ttsy{i^>'7 i/;u-&j5!4T'^Tot J;v^o 

(^ij^tix mm^m) -csaiig^fifc^b^tiT-so-r J;l^„ zz-a^-^mo 

25 ^'f #ii©gP;9-«jl*^-r?) 2lU±©^b^«fe)0^^$ici*-r.5o 

82 
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1^L\^mmt UT.s l^U K>#*&®3{i[K:T^ Kig^ (-C ( = 0) -NH-X 
tt-NH-C (=0) -) t:^ti}^ifim-f6ti^o 

©a?f^®*^^ e>r^ fib©giiiffli^©^iip^;£@fi<jt ufc;^ ^ >;-:::> i^t:*,ffi^-r 

10 S3i:*s-^#So (SAR) S^sfctottt. ii>*:i:4, 

1 ow±©<b^%©«^-ca&5c:fc>&s»S b<^ ^ ?)fc:tt5 0<@ti±©<b^!^® 

15 

25 -f ■Pd^ K Design of Prodrugs, Elsevier, Amsterdam 1985 f;S3®^tl 
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(Dumm m^ft. t Kndf^s/^). asim&^mxLxmmt^zt 

o 7* D jbytpt— h , tert- 5=- ;i/ b ^ 

-h, t:y";Dx-h, ^>Vx-M?) 



:^>>;i/7 ^ x^'y' 5 i^'x^y — ;i'7'5 hUx^y— ;i/ 

:imm. ^x>^m^ T7.=ij\^\^>mm^<D^mmm ; >7.)\^t^>m^. ^ 

■k^:^ymM^ ^y^y7.)V:t>ymM. p- ^;^x>;^;^;^^>^^g^©;^;^;^T>^ 

25 M; T7,A^^ymi^. if)}/^ s.ym^^om&T^^^m^ifimibn^o 



84 
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t&JiX{±^B5fflSW"tffiffit-SCi:A«-C^-Sofia|^«> Proc. Natl. Acad. Sci. USA 
10 96, 14228- 14233. {Ctt, *>:?-tfy-f \^ 2m^^i!^7 =I=-7. h Ifiifi^mi^ms B 
iSlf^ffl^^t 5 g83«*t^•rV^So Nature, 1998, 349, 277-281 ij 

Cancer Research 61(2001)5784-6789 ^c:tt^ ?E7>:M;-/'f H 2SSg<*iT=f = ^ 
h3()S|!iSj®3i03iiS3f^ffi?fe^1-5 gl3<R$^^■CI/^*o European Journal of 

15 Pharmacology 396 (2000) 85-92 {3 {±^ * >:Mfy \' 2 m^^i^T > ■i' =- :^ h 
#^iif^fflS^-r2> SBBiJ^tLXVNSo^ 6{3sJPharmacol Exp Ther, 2001, 296, 
420-426 (Ctt^ io>f-\i^H 1« 2 SS^{$:^SH4f^ffi iyzi=.7.hi^mRV/X 

\t7y'f:i-^h<^m) *#•r■s^b•&^i^A^^ JJtiJJ^f^ffl^^f il3m^nTv^So 
25 §^q]©J^^$J&bTv^Sc:^:*sW^>^^T*3t) (WO 97/29079) s miifi^ 

86 
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mf3i}f<DmQni^mi. *^>v^tt. mm^ms m^^m. ^rmmf3:ii<D^mm 
6 mm^iimmm. ^xm. Mm. j^^m. mm. 'hLKitwi^m^i^om^^ 

7.^) . Mmm mxit. x^m^ozl~Jmi■hv^Am) xit^nm mx 

J;v^o ^xMhhxMt ^m^\twixmvimm-^i!^i3:w.m}i\^x. ^mntL 
x<^mt iWi^%WLm5L\tmmihmtLxm\<^^o 

20 

{^i>ttMt) i3i^\z^^mtji^ . ^^^^\z\±m.m(D^w\^ 
§tae>n5)i)S, eps#©^^s Mikg fefct). 1 B 0.0 i~i 0 omg> » 

^b<tt0.0 1~1 Omgs J: t)»*U<tt0.1~ 1 Omg> ^^iSPig-^®^^^ 
25 #:filkg^fet). 1 BO.O 0 1~1 0 Omg> Jif*L<ttO.O 0 l-lmgs <kD 

»s u < tt 0.0 1 ~ 1 mg *fe#f So iin§ l~4Illt^i!lb-c^s•■^■r^^(^J; 
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mmm 

Me: Et: nPr: n-T^D tf Jl/^ iPr: V 7*D t!:;i/s 

nBu: n->^5^;i/s iBu: -fV:7f-;i/, sBu: sec- tBu: tert->^5=-;i/ 
Ph: 7i-;i/s Ac: 7-b5^;i/s Bn: '^i'i?;!/ 
10 DMP: N.N- J? ^ A 7 5 x THP: xh7hKD77> 

Ms: ^>>)l. TBDMS: tert- ^ ^ ;i/ X f - 5^ U ;i/ 



<illi^^J l-004> 



0 o 

1 U BnNHa 
f/^ toluene 

1-004-01 



MeOCHaCOCI 



Na 



OH 

XX 



EtOH -toluene ^'^ ^ ^e 
Bn 

1-004-04 



Me^'^'^Y^^^* Pyridine-EtgO 
Me 
1-004-02 

MeOv^Js^Me 



Ph 



K2CO3/DMF 



Me 
Bn 
1-004-05 



OK 



Me 



Me*" y "OEt 
Me 
1-004-03 



10%Pd-C/H2 
aq. DMF 



MeOs^^^v^Me 

^ X 1 

O^N^Me 
H 

1-004-06 



NaOMe/nBu-l 
DMF 



MeO^^^V^M® 

- XX 

O^^IJJ-^Me 
nBu 

1-004-07 



Py.Ha 



15 



O^N Me 
nBu 

1-004-08 



NaH/DMF 



N Me 



1-004 



nBu 
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a) xf-;i/ 5-^>i^)]/Tl >f •2-)if-)Vi7U hi^-Y (1-004-02)® ^fig 

2-^ 5^;i/T-fe h T-fe - h (1-004-01) (115.34g). ^yjJVTiy 

(85.73g). h;i/x>(i.6L)0S?s4x mm^m^^^ urcnrnf^-^ smm^^fsi:^ 

.S'frofe^^ ^> j^;i/7'^ >(l2.86g)l£ii^)^L/JIK:li^^7Jc^^f ofe,, ei^H^s -e® 

6 ^^n&mmt:n\^\ i^eOOml^g*^^ MJEE©*Uxf-;i/ 3-^>5?;i/7 ^ ^- 
2-^f-;i/i7D - h(l-004.02)(195.66g)?£ff fco 

NMR (300 MHz, CDCla): 6 1.28(t, J = 7.2 Hz. 3H), 1.80 (s, 3H). 1.93 (s, 3H), 
4.13 (q, J = 7.2 Hz, 2H), 4.43 (d, J= 6.3 Hz, 2H), 7.20-7.40 (m, 5H), 9.65 (br s, 
IH). 

10 b) x^;i/ JV-'<>t?;W;>< h^^T-b^^ K-2-p< D h :^- h (1-004-03)© 

5-^>i^)\yy 5. -2-;i^)\yi'ti \-i--h (1-004-02) (97.83g)<£x-x 
;i/(2L)K:igo PL. mm^m^. ^^mi^T. U >(35.6ml)<£Jn^VNtlfc'^s 
5~6"C-^.>« h^i^T'b^}]/i7UV K (40.2ml)® x—r;i/S^fe* 45 ^T??gT 
15 Ltzo 30 ^^i^^s ^mmJif^fT^feo 2 ^ra^x SlSm-&ifel§*7Jc(1.5L)ttiK: 

axbv x-x;i/-c 2(pl^^ffi^^ 7jcj5t(iL)i ni^s mm:!kmm-c^'^Lrzo mmm 

K-2-^5^;i/^n (1-004-03) (111.47g, 91.3%)*iffitfet|-Cfffco 

iH NMR (300 MHz, CDCI3): 6 1.21 (t, J = 7.2 Hz, 3H), 1.74 (s, 3H), 1.89 (s, 
20 3H), 3.44 (s. 3H), 3.97 (d, ^"=14.7 Hz, IH), 3.98 (q, J" = 7.2 Hz, 2H), 4.12 (d, J= 
14.7 Hz, IH), 4.31 (d, J= 14.4 Hz, IH), 4.95 (d, J= 14.4 Hz, IH), 7.20-7.40 (m, 
5H). 

c) l-^>i^)]/ 5,6-i^p< ?-;i/-4-h K D;t^i>'-3-^< h^i^ 2-t:U H> (1-004-04)® 

25 g|Slf(,«Ett>s h;i/x>(1.391)Z^Vx^y-;i/(2.08ml)®J§tg4' {^^Ji:^ h U 

(7.98g);&^^x.A^^^ i40°Cffl?&ttJT-^#S»iETx x5^;i/ (i-^^ vs^;!/)-^ h 
^i^y-fe^'^ h'-2-.?<f-;i/i7D h:^- h (1-004-03) (105.93g)® h^l/x^ (340ml) 
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^T^fco2^F^^s*ftBifej?£5mi/ 73.16gS#fco#e)nfc 73.16g 

IZ^UXJ A (500ml) 1 7jC(500ml)4*P X. ^ 65'C*^&±-r-Sn?a^iP LJS i: O 
6 Slwi57 Dn4^;i/A(250ml)X-Jftdibx 7jc^5fc (250ml) 1 Hlffofe^, a^Vi/";^ 

S/>^A•??|g*SI^^ JSESSbt 54.95g f^fenfe 54.95g fcjjf itxf-;i/X 

;^7";V(50ml)StFx.-^;i/(50ml)-ei5fe?^Us l-^>i^}V 5,6-i^^ f-;V-4-t H D;f 
^i/-3-^ h^i^2-l^>J K> (1-004-04) (53.95g. 60.0%)^ f^^^^t \^XWtzo 
212*Co 

10 NMR (300 MHz, CDCI3): 6 2.03 (s, 3H), 2.19 (s, 3H), 3.99 (s, 3H), 5.38 (br 

s, 2H), 6.41 (br s, IH). 7.11-7.33 (m, 5H). 

d) 5,6-i^p{5^;i/-3-p{ 4-0-a-y ^-^^-Iff-y" h 7 V U ;i/)-2- 1 U 
H> (1-004-05)0 

1-^ > ;v 6,6- p« f- ;i/ .4- b H D dp $/ .3. p< fs dp ^> 2- U > (1-004. 

15 04)(25.93g)St/f 5-^^DD-l-7i-;i/.lH-7" h^^/-;i/(21.67g)S{;:gs^* U "^7 
A (27.64g)tg^mmt^'^ DMF(300ml)&iP;lli^ U^Mj^if Sff-^fco 4.5 1^^ 
SJtBTg^ife'&*2k(lL)4'K:^AUI^^3i^;i/(500ml)t? 3 aarn^s 7jc^56 

(5oomi)2 nifTofc^^ ?5S®Ti'^j/<^AT?ig*g^x^E®*ufeo #e>nfeB^ 

(42.4g)$Z-b h >(300ml)CiPm?gM t^JEJgljii^s 3:--x;i/(300ml)SJP;t^m 
20 bfciSa^&^tmt, l-^>i^;i/5,6-i?^f-;i/-3-^ h:^rS^4-0-(l-7 x;i;i/-ljy-7^ h 
7^ U;l/)-2-l^ U K> (1-004-06) (29.87g, 74.0%, BUlift 178*C)S»fco 

U V Ai7 PT b(150g, CHCl3)i|tl^S^TV^^H^3 1-004-05 (4.3g, 10.7%) 

NMR (300 MHz, CDCI3): 8 2.07 (s, 3H), 2.28 (s, 3H), 3.79 (s, 3H), 5.41 (br 
25 s, 2H), 7.15-7.84 (m, lOH). 

e) 5,6-i^^5^;i/-3-^ \>^i^2-)^0 K> (1-004-06) ©^fig 

5,6-S/'^^;i/-3-p( h^i/ 4-0-ii-y 31 =.)]/. iff.y' h7v'»j;i/)-2-t i; 
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H> (1-004-05) (27. 15g)0 DMF(272ml)^?ftK: 10% 7 -Jz A j^^(5.43g)07jc 
(27ml) Sl^rS$:^PX.^/^n^ 5kg / cm^jDETN ^iST' ffEilTn^ff o o ^f^Tl 

10% /^^i^-j? A^iS(2.72g)^iijnL/feo 48 i^ra^s mm^'is^-f h±-e«5fet 

>'-;i/i5fe?tUgiE@*bfeo f§e>nfc^S{::7j<(i60ml)5S*P^s 85'C7jc?S±T 
(11.55g)C7'-fe b >(110ml)SjDX.^tam3f m^B^^'^^Ls 1-004-06 

(8.23g, 79.8%, iiiji^2i5-9'C)*ff fc,x«^a*»e)ll«60^Qla*^f v^^M^3 1-004-06 

(0.31g, 3.0%)^f#fco 
m NMR (300 MHz, CDCls): 6 2.07 (s, 3H), 2.28 (s, 3H), 3.79 (s, 3H), 5.41 (br 
10 8, 2H), 7.15-7.84 (m, lOH). 

f) h 2-1^ U K Xl-004-07) CD-^fig 

5,6-^?^ 5^;i/-3-^ hdri/ 2-t;'J K> (1-004-06) (306mg)RV^7kW.ihtl V h. 

(i57mg){^ n-^^ y - ;i/ (i3ini) ip X. H ?i UM^tiSt^'N 1-3 - Y :f 9 y 

(0.44ml)* *P it X 85*Ca«4'-e*Pl»8tJ$*ff ofco 24l$|«ms SJiSm^i^^feiSE 

?5S^Ti^^5/-i7.Afi£^i^x ^iEs^tfco nhntcm^ (330mg)<£i^ y 

ijyh^U^ h B,b;i/X>.7H2 h >(3:l))*fi^V\x l-^^^l/ 5,6- 

^;V.3-.X h dpi/ 2-J^ F > (1-004-07) (i24mg, 29.6%)* ^^feo 
NMR (300 MHz, CDCI3): 6 0.96 (t, J" = 7.2 Hz, 3H), 1.36-1.48 (m, 2H), 
20 1.60-1.70 (m, 2H), 2.09 (s, 3H), 2.26 (s. 3H), 3.78 (s, 3H), 4.08 (t, J" = 7.8 Hz, 
2H), 6.44 (s, IH). 

g) l-:/f-;i/ b.Q-i^ Yu^i/ 2-tfU K> (1-004-08) O'&fig 

5,6-5^^ 5^ ;i/ -3-^ Y^i^ 2-l^'J K>(l-004-07)(124mg){C t i^-':7 
A^nU K(293mg)4Jn^x SSltlSKi^'x 200*C^ajS4i-eiDSftj»J!|'*fT o feo 30 
25 K^&m'&ifeK:x--x;i'SV7K*JaitSfi¥Ux-7^;w-c 2 ISWiffil/TkiJIs 1 II 

^f^^^ ?5S^vy^i/it7A-^^*|^Mff@*bfco l-^f-;i/ 5,6-i?^f-;i/-3-7N'f F 
D :J|r 2- U K> (1-004-08) (94mg, 81%, 112-116''C)*^§fco 
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NMR (300 MHz, CDCI3): 8 0.98 (t, J = 1.2 hz, 3H), 1.37-1.50 (m, 2H), 
1.61-1.72 (m, 2H), 2.08 (s, 3H), 2.26 (s, 3H), 4.10 (t, J" = 7.8 Hz, 2H), 6.66 (br s, 
2H). 

h) 3-(^>y 2-f ;i/:t*$/)-l-:/f^;i/-5,6-S^^ f-;i/-15'-tf U >-2- 

5 itry (1-004) (D#fig 

1-015 i: PI fro (66.7%, Sl|;i^ 106.8*C) o 

^m^J l-001~||JIS^flJ 1-003 i:|^S|g0lJ 1-005 ttx %%m 1-004 ilPltlltC'&fijSU 
10 <%m,m 1-013> 




Abu 

1-013 



a) l-:^=f-}\/-Z-i>[^V -y^ir-)], • h U e7 AJi (l-013-01)CD-&f!K 
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(920ml) &^DX.#f?U^ *.}^8I#Tn 2-:7^ ^ >(51.2g)i: - b (57.2g) 

5 (1-013-01) (60.66g, 70%)Sff fco 

iH NMR (300 MHz, CDCI3): 8 1.62 (s, 3H), 2.13 (s. 3H), 8.99 (s, IH). 

b) 3-S'Ty-5,6-i^^f-;i/.2.t:U K> (1-0 13-02)® -^fig 

^ )\^-3-^^ -^^ ' i- h V ^ J^m (1-013-01) (34.73g) 7JC 

(546ml) An Z-i^Tyy^z^S. K(23.91g)<£iD^An^ B^^X 1.76 t:'^ 

10 u $;'-'j7ArH2^- ^(ll9.4ml)*^a;l^ izTcmm^xtknmm^n^tzo 21m 

SJ!5it{c:SfSI(42.7ml)?cl^m 65'COltK:{i>U-roiP;3LAn(15^)s 
t m s M 24*C (3 o T *^ 5) m b fcilSffi 5 ®l bTKift U^ 3-i/ T y -5,6- 
5^;i/-2-l^ U > (1-013-02) (27.76g, 65.9%. M}^ 258-263'C)*^ fco 
NMR (300 MHz, DMSO): 8 1.98 (s, 3H), 2.23 (s, 3H), 7.95 (s. IH). 12.45 (br 
15 s, IH). 

c) 5,6-i^^5^;i/-2-K U H> (l-013-03)(D-&fig 
3-S/T>'-5,6-5?<><f^;i/-2-l^ U H> (1-013-02) (12.0g)lC2lC (293ml) ^iD^JiS) 

^iJtK(293mi)&j!ip;is i35vmmf^xm¥^Mmt:n^tco 3 

}^iPUMffSSbfc« ^g(24.75g)fc:^D D*;VA(300ml)i:^^ y-;l/(15ml)?& 
20 ta^. 65"C7jcJg±t?Jnfib?^^^5&5*bfeo MK:^S!fe*^DD:^;VA(200ml) 

^ii(i3.26g)ic:^^ y-;i/(i50mi)^Jp^s -i? A(l0g)?&j!J^x.^ 30 ^mm. 

S8#m> ^.S biiffi®3febfeo .'#e)nfc^S(i4.7g)K:^ D D7^;i/A 

(200ml)?£ilP^> St/'^^tlSasfebafiEgSb-C 6,6.S?;<5^;i/-2-l^ U H> (1- 
26 013-03) (9.41g, 94.3%, Wi!^ 202.207'C)§ Wfeo 

iH NMR (300 MHz, CDCI3): 6 2.05 (s, 3H), 2.31 (s, 3H), 6.38 (d, J^ = 9.0 Hz, 
IH), 7.26 (d, J = 9.0 Hz, IH), 13.17 (br s. IH). 
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d) 5,6-5^^f-;i/-3-:i h D.2-l^ U 1<> (l-013-04)CD-^fi& 

5.6-i^*^^;i/-2-t U H> (1-013-03) (3.695g)^C:^k^#T^ mBM(.SSrnl)^m^m 

Mb^^i^i^r. 70% mmis.5Smi)iPiUi"-5'cn Bo^-cmTb^o^^mn 

5 5,6- ^ f- ;i/ -3- - h D -2- U H> (1-013-04) (3.102g, 61.5%, Hi 251- 
257(dec))^&^feo X> 7jcjBS47D D^;i/A 6 HUfttHUx V i^;^ <i; A 
MiEil«SU*ffttlbfei^S*5flXbs SJC: 271mg(5.4%)$#teo 
iH-NMR (300MHz, DMSO):2.06 (s, 3H), 2.29 (s, 3H), 8.35 (s. IH), 12.79 (br s, 
IH). 

10 e) 2.i^DD.6,6-S^.>«f-;i'-3-- hD-tiJ (1.013-06)®-&fig 

5.6-i^;»<f^;i/-3-- h D.2-l^ U K > (1-013-04) (841mg);RVSJi<bj^(1.25g)* 

*7jc4'{^aAb^oD;ix;vAtf 2 llJftaib> *i5tiil^s iaffiaW7ki?«6# b> 
IIf4em**n*sMKvi^;^S/i>At?SgJ*^sjSiE®56bifelH4^JiO 2-> D D.5,6. 
15 t^;^ 5^;i'-3-- h D-t: U (1-013-05) (842mg, 90.2%)§ff fco 

IH NMR (300 MHz, CDCI3): 6 2.38 (s, 3H), 2.58 (s, 3H), 8.01 (s, IH). 
£)5,6-P^9)V-2-^ h^i/ 3-- hD-l^ y (1-013-06)0 ^jSK 

28% :hhU'>A^ ^♦(l.llall)^:^^y-;^(5.5ln)4'{3S3i^mg(E*^ 
mWf^ 2-^7 n P-5,6-S^^5^;i/-3-- h P-t^ U (l-013-05) (837mg)0 ^ 3^ y 

20 -;i/(6.6ini)?g?ft^ 5^fSITb 50'C^ft^Sffc 7 B^MJiD^MJsii ^Stro 

x-r;i/;&J0^7jcft>caAbs x-7^;v 2 ElJfttB^x 7J<iJfc l (iff l^SSK-^^^- 
'i7At|g^bii^J£g*b;tP>i?fii^^© 5,6-$^^f-;i'-2-^ h ^^ri^ 3.= hD.t 
'J > (1-013-06) (675mg, 82.6%, gll;i^ 71-73'C)?£#fco 
»H NMR (300 MHz, CDCI3): 8 2.28 (s, 3H), 2.48 (a, 3H), 4.08 (s, 3H), 8.07 (s, 

25 IH). 

g) 3-7 ^ y-5,6-i/*^^;i/-2-^ V^i^i^Vi^y (1-013-07)0 fig 

5,6-i?^5=-;l/-2-^ V^iy 3.- h D-li U (1-013-06) (2.56g)Sx h7t H 
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D7 7>(41ml){3?§|?b 5%/l7$^«i7A^^(450mg)(D^t5'y-;i/(41ml) mMW. 

? y-6,6-$?^^;i/-2-^ h U > (1-013-07) (2.096g, 97.9%, 56- 

5 NMR (300 MHz, CDCI3): 6 2.12 (s, 3H), 2.30 (s, 3H), 2.48-3.49 (br s, 2H), 

3.95 (s, 3H), 6.70 (s, IH). 

h) 5,6-i^*<?<f-;i/-3-[[J: h^'>(?2|-3!j;i/:1f:^;i/)]^:t]-2-^ (1- 
013-08) (D-^l^ 

a-T ^ y -5,6-^^ A9-)V-2-^ h^i^\^Vi^> (1-013-07) (1.787g)<£ 7jc(3ml)i: ffi 

10 mmismm^m^^. jiK-r-fe b vi^jstaus i^aistfpTx ffifflKv--^(4.8ig) 

CD:!lC(27.1ml)^?S§|*lffi-4~-5'C-?? 45 ^-C^ST^s ^(D^t. 20 ^iStWbtzo - 
pj, x5^;i/dr-tJ-> h-Jf >i?7b C/A(12.64g)§7K(17.3ml)k:•Mb^ 40°CfSJS4'T' 

fco 55^fi;r'f;i'0^^(12.49g)^^i>'U*'y;i/* vA^D V h(300g, 
■y->(2:3))§ff V^^ S.e-i'p* ^;i/.3-[[3: h dpi/(5^;f *;i/;J<r:;i/)]f^;t]-2..j< V^i^ 
(1-013-08) (6.281g, 36%)?£lSt6^fi#:i: Ut^&o Cdtf^^tlfe 

20 NMR (300 MHz, CDCy: 8 1.45 (t, = 7.2 Hz . 3H), 2.18 (s, 3H). 2.39 (s. 

3H), 3.98 (s, 3H), 4.70 (q, J- = 7.2 Hz, 2H), 7.47 (s, IH). 

^H NMR (300 MHz, CDCI3): 6 1.33 (t, J = 7.2 Hz , 3H), 2.21 (s, 3H). 2.44 (s, 
3H), 3.94 (s. 3H), 4.60 (q, J = 1.2 Hz, 2H), 7.43 (s, IH). 

i) (6,6-i?^5=-/l/-2-<>< Y^i^}i ^J Y (1-0 13-09)0 ^fig 

25 5,6-5; ^ ;i'-3-[[i b:5ps^(^:t*;w5i5-;i/)]^:ri-2-^ h dp S'tfU (1-013- 

08) (6.275g):&x^ y -;l/(200nil){;?§f^Lg^^^iE4's M^mnf . IN TK^^b 
i- Y V A(67ml)^~miZiiUK.Xtl^ -mmWt:n^tzo 15I^^M^^ «fttitl*5 
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g5feb(2.00g)%f*feo 
m^X. ±Xn6tlit 2.00g t 543mg t i';^ =^1^ -f K 

m^tic^aas^^bs 7ic(iooini)4*D^xn> 30 ^K*)^r«i#^^ ^ffttitfeae 

bT(5,6-S;;><f-;i/-2-^ V ^i/\iV i^>-3-i )V)P7.)Vy ^ Y (1-013-09) 
(2.23g, 54.4%)Sff fco 

m NME (300 MHz, CDCI3): 6 2.16 (s, 3H), 2.36 (s, 3H), 3.96 (s, 3H), 7.53 (s, 
10 IH). 

J) (5,6-i'^f-;i'-2-i^ u }iyj7.)]/y v (i-ois-io) cd-^eK 

{5,G-i^ A^)V-2-?l. \'^i/\^^)*P>-Z-< )\/yJ7.)Vy ^ Y (1-013-09) (2.225g)fc: 
b:i;i;-«j7A^D U K(7.69g)*SP^> g5fim«E>=fs 16O*C«&^S4'T?*0«iai#Ufe, 
40 S*S^g^iKl§^^4P^> 7jc(100ml)&*P^^^affi*i|ib5SlL*i5feb^lS3|& 

15 5feCD(5,6-i^^^;i/-2-trU V-S-^f ;i/)i^;^;U7-l' K (I-OI3-IO) (1.736g, 85.1%) 

li?J'fe(41mg, 2.0%)*f#;feo 

NMR (300 MHz, CDCI3): 6 1.95 (s, 3H), 2.13 (s, 3H), 7.42 (s, IH), 11.89 (br 
20 8, IH). 

k)(i-:/'f-;i/ 5,6.-^^f-;i/-2-v^ U Y>-s-<)V)P7,)vy Y (i-ois-iDO-^^ 

(5,6- V ^ 5^ ;b -2- If U Y y -3- ■< X )\^y ^ Y (I-OI3-IO) (Slmg) s 

DMF(lml)i:SS?ib> 1-3- Yn^ >a8ms)m^X^mtl U "i? A (42mg) & iP ^ ^ 

5IS^«!E4'v 3 Bia^mm#SfTofcoSJ5&ii'&tlK:B^^ai^;i/S4P;t*>=ffcaxUs 
25 g^Slx5^;i/ 2 mfftttS^s 1 Iiffv>«T^4^^>'i7At?^jS^> 

(39mg. 92.9%)S#feo CI C "eff fe^b^tltt N M R J; t) 20%O l-y^;i/f* 
(l-013-ll)<&-^tfo 
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(i-T'f^;!/ 5,6-i^^g^;i/-2-t;u Y ^ y (1-013-11) (i23mg)<£ 

b >(8ml)K:?§«PL. ^S»#Tx b U -n-T'f-;!/;}.;^ 7 -f >(0.16ml)SiP^7jC 

5 it?^^iy>X'^w.L7K^i}a^s mit;^^]y>X' 2mmiiiL7km im^n^^mm^^ 

7 h >(39:l))*ff ig^tt© l-T'^;!/ 5,6-5?^ g^;i/-3-^ 

* 7" b -2-h: U H > (1-013-12) (llmg, 8.9%)?&ff feo 

iH NMR (300 MHz, CDCI3): 8 0.93 (t, J = 7.2 Hz, 3H), 1.32-1.45 (m, 2H), 
10 1.62-1.72 (m, 2H), 2.11 (s. 3H), 2.32 (s, 3H), 4.20 (t, J" = 7.8 Hz, 2H), 7.68 (s, 
IH). 

m) iV-l-T"^;!/ 5,6-i^^f^;U-3-('^>X;t='r-9-7-;i' 2-'l';i/)5"*-2-t: 'J b*> (1- 
013) 

5fe0llJIS0iJ 1-016 i:!^:^ {dfx 5,6-s;p< ^;u-3-^;i/*r b -2-1^ U Y 
15 >(llmg)*^e)s l^^tt® 1-013 (4.5mg, 26.5%)^^fco 

sfcs mMm 1-013 tmm^^^i^ji<[)s mmm 1-012% ^m^tzo 



<mmm i-oi4> 

1-014-01 1-014-02 1-014-03 

Py.-Ha rn NaH/nSul Yll 



HO^N-^Me or^N'^Me DMF CT^N-^Me 

1-014^)4 " "-^ 

1-014 

20 a.)2-i7 UU.3-^\-( YU^iy 6-A^)mO iy-y (1-014-02) fig 

S-zN-f KndFt/2-.>{f-;HiUi^> (l-014-Ol) (27.01g)t:«^K (200inl)<§ciPX. 

•r?§«lbs 68-74°Ct;t^^;f?x?£ 7^p^iii:feo S^S^g4-SS^S^s mMiJT. 
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(1-014-02) (23.96g, 67.3%)&^fco 
h)2.yi h^>>-3-J\^ H D^ri' 6-;><5^;i/lf U (l-014-03)CD-&^ 

^JSMMWVl 2-'!7 UU.3./\>( Hndpi/ 6-p{ f-;i/h: U S?> (1-014-02) (22.91g) 
5 i5J:t;f 28%:M- U "i^A^ bdpi/ (120ml)<£ADx. 150°CCT 3 
BfflSiSLfco SiS6?SK:*2|( (100inl)4lHI^g^K{3TtffnLrS*S?SS-r'<T|e 

}s:SpJ/.3./N^ Kpdpi> 6-^5^;Hi'J (1-014-03) (10.44 g,48.1%)?&#;feo * 

10 »H-NMR (300MHz, CDCI3): 6 2.35 (8.3H), 3.97 (s.SH), 6.60 (d, J= 7.8Hz, IH), 
6.98 (d, J= 7.8Hz, IH). 

c) 2.3-s^/N-f Kodps/ e-^^'yu^u i'y (1-014-04) (o-^^ 

^(om^'^W ^ titz 2-^ h^i^ 3-j\4 h'u^i^ 6-^g^;i't:u (i-oi4-03) 

(10.43g) {Cl^ U 5^>mK^43.3g?&Snx.s^lS^?IT 160'CT? 1^K$ llOV 

15 -C 20:9-in^SJ!5 L/fco SJtS^t C H2O (50ml)SiP^ 5% p( ^ / -;Wg^©x5^;i/*3 

DfiJcSfeO^sSS^feo CCD 2x3-$^yN-f Kndfi/ 6-^^;n^';i^> (1-014-04) 
fi)l«S5l-r 5 c: J: < o ^ OK/iS t: ffl o 

d) i-^'^^;!/ 3-:/f-;i/-6-^5^;i/-2-t:u H> (1-014-05) o-^fig 

20 2.3-y/N'f Kn:^S/ 6.<><f-;H^ U (1-014-04) (16.04g)?&$gjg DMF 

(70ml) izmti'\ymu^-^eo%7}^mihi-wtPA (io.25s)^ 'pmt-om^mmTM 

UiZX 30 :^jtJ#SjrB$-&feo -^^C 1.3- h-:/^ >(29.1 ml)-DMF (30ml) «fc !? 

-•^7 A*5S?S'fein^@f® 150ml c-r 3iHifibtiiLfeo $6{3zkJi<£i'DDjjx 
f-;i/-6-^^;i'-2-ti K> (1-014) (8.9i5g) s^fco (JR^ 50.1% 2xs) 
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^H-NMR (300MHz, CDCI3): 8 0.96 (t, J= 7.5 Hz, 6H), 1.43 (ni,4H), 1.67 
(m,2H), 1.82 (m.2H), 2.31 (s,3H), 3.88 (t, «/= 6.6 Hz, 2H), 4.01 (t, J= 7.8 Hz, 
2H), 6.87 (d, e7= 7.8 Hz, lH),6.52(d, e/= 7.8 Hz, IH). 



MM l-015> 

6 fl-BuNH2^ Jl MeOCH=C(C02Me)2 ^^j^^ UBH4-Cea3^ ^^^^yy^ 
toluene ^'9»ym« ^ THF ^ 



1^)154)1 1-015-02 1-015-03 

OHCv^s^rs,^^ i) m-CPBA / NaH2P04 HOv^^^^v,,^^ 

' I I J CHpClp X JL J 

D^N"^ n)NaOHaq./EtOH O^N^^ 



DMS0/(C0Cj)2 

ElJsN / CH2CI2 ^ y 11; iNawn as^* / ciwn ~ y 

n-Bu n-Bu 
1-015-04 1-015-05 



NaH/DMF O^N-"^ 

A-Bu 



1-015 

a) 7'5^;i/-^>^n'sdp^>U5=>-T^> (l-015-01)CD'&fig 

^^^J' D^^-y-y > (10.36 ml, 0.1 mol){r> (9.88 ml, 0.1 mol) 

i: (15ml)?£in^s ^ l' ^ ->>-:7^ 4A ^ XtltzT" -> 7. 'S' - ^ m 

(1-015-01) (12.8 g, 84%)<£^fe?fit^tl^J; bTff &o 

*H NMR (300 MHz, CDCls): 8 0.93 (t, J= 7.5 Hz, 3H), 1.35 (sextet, J= 7.5 Hz. 
2H), 1.58 (quint, J= 7.5 Hz, 2H), 1.61-1.70 (m, 4H), 1.71-1.77 (m, 2H), 2,30 (t, 
15 J= 6.0 Hz, 2H), 2.34 (t, J= 6.0 Hz, 2H), 3.30 (t, J= 7.5 Hz, 2H). 

b) l.:/f-;i/-2-;t :'PV-l,2,5,6,7,8-'N:^'y-t K D-f V^^r^ U > -Z-iJ JVTfsym. ^ ^ 
)\/3u7.'r)\^ (1-015-02)CD^^ 

:/^;i/-S/^a's^r$/U7^>-7'^ > (1-015-01) (12.8g, 83.6 mm.o\)^Vir^ ^ 
Jx (75 ml)lC^^b 120»C {DbP^bfc, C P< h =Jri^ P< ^ > V D 

20 (14 g, 80.4mmol)C0i;y7-1' A^^fe (75 ml)<& 1 l$^*^J:J^-r}ST t ^ H 
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5^;i/-2-3t-^V-l,2,5,6,7,8-'\^-9-t H D-^ v^Jp^ U >-3-*;uj}f 
(1-015-02) (15 g, 71%)?£llfeiftt^tlMi: UT^feo 
5 'H NMR (300 MHz, CDClg): 6 0.97 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J= 7.5 Hz, 
2H), 1.63-1.78 (m, 4H), 1.87 (quint, J= 6.0 Hz, 2H), 2.57 (t, J= 6.0 Hz, 2H). 
2.73 (t, «/= 6.0 Hz, 2H), 3.90 (s, 3H), 4.02 (t, J= 7.8 Hz, 2H), 7.92 (s, IH). 

c) l->^5^;i/-3-t h* D^i^^5^;i/-5,6,7,8-x b ^ b K D-l.H'-+y >J >-2-;t > (1- 
015.03)O^fig 

10 i.:^5';i'-2-;t=^v-i,2,5,6,7,8-'\*i?-b KD.-f v=3e/' V y-3'i])vt^>m/'f-jv 

x.T.t'JV (1-015-02) (130 mg, 0.5 mmol)* THF (12 ml){c:JgiP Us CeCl3-7H20 
(372.6 mg, 1 mmoiyt^Mitt^'^mU^^ L. (21.8 mg, 1 mmol)^^D.t^ giat* 
20^mnLtzo (in, 20ml)?£ia^StKx^;i/ (40ml)t?Wm^. 

f-;i/-3-h Kd *i'.?<^;i/-5,6,7,8-T- h 7 t K n-i^-dpy' i; >.2-:i-> (1-016-03) 

(80 mg, 68%)^M^^Vtm9it UTf*feo 

^H NMR (300 MHz, CDCla): 6 0.98 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J= 7.5 Hz, 
20 2H), 1.65 (quint, J= 7.5 Hz, 2H), 1.71 (quint, J- 6.0 Hz, 2H), 1.86 (quint, J = 
6.0 Hz, 2H), 2.52 (t, J= 6.0 Hz, 2H), 2.68 (t, J= 6.0 Hz, 2H), 4.00 (t, J= 7.8 Hz, 
2H), 4.53 (s, 2H), 7.02 (s, IH). 

d) l-:?'f-;i/-2-:r * V-l,2,5,6,7,8-'v*-y- 1 H D -dr ^ U > -3-* 7 ;i/ x t K 
(1-016-04)0 

25 DMSO (0.54ml, 7.64 mmol)Sm'fb;^^V> (27 ml)t t-78'C i^^l L/ o 
drifU D U K (0.4 ml, 4.58 mmol)i: l-y^f-;i/-3-h K D dp ^/ ;^ 
f-;i/-6,6,7,8-T- b 7 h }(U.lH-^yf >J >.2-:t> (1-015-03) (0.9 g, 3.82 mmol)© 
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mh^^Uy^WL (20 inl)?&^CDjli#{C?ilTbs $ e. h U :ii5^;i'7' 5 > (1.33 
ml, 9.55lnmol)SiDX^ -78°C 5 ^MW [y tc^. (C^lS^^mbfeo ^iS-C 
^613 20^^J!|ibfc^^SJ!S^S{w*M (IN, 50ml)SJn^i^®3:f-;P (200 ml) 

■r'^^^t^^^ mmmwtTKmi- h v ^ i^iKmm (50mi)> fissi:tJti7X (50mi)-e^56?^. 

h^v7'r- (•^;^x>/BfKal5^;^){c•ri|!|S!^u^ i-:/f^;i/-2-:t=¥v-i.2,5,6,7,8. 

KD-^y 'J >-3-:i7;i/^7;i/7^b K (1-015-04) (0.5 g, 56%)<&^||fe® 

NMR (300 MHz, CDCls): 6 0.99 (t, J= 7.5 Hz, 3H), 1.46 (sextet, J= 7.5 Hz, 
10 2H), 1.68 (quint, J= 7.5 Hz, 2H), 1.74 (quint, 6.0 Hz, 2H), 1.88 (quint, J= 
6.0 Hz, 2H), 2.59 (t, J= 6.0 Hz, 2H), 2.76 (t, J= 6.0 Hz, 2H), 4.05 (t, J= 7.8 Hz, 
2H), 7.76 (8. IH), 10.34 (s, IH). 

e) l-rf-;i/-3-t KDdp5/-5,6,7,8.7' h7 t VO-lff-^J >J >.2'7ir> (1-016-05) 

15 l-7'g";i/-2-;r^ V-l,2,5,6,7,8-^^-y- 1 K D-:3py ij >.3.:ij;ix4?7;|/7^t H (1- 
015-04) (160 mg, 0.69 mmol) ifi-fb ^ U > (10 ml)t:^^U^ NaH2P04'H20 
(190 mg, 1.38mmol)fc;><^^DD3iSl.#® (237 mg, 1.38mmol)?&^)Px.^^^a 

T- so^mwvtzo sjssisic 5%f-;^-^ss^:^ h u-^atIc^?* (20 mD^m^mm:^ 

(50ml)l?ffltH^> iafa^^7jC^:J- h U 'i7Azk^§m (20 ml). iaiP:fe^2K (20 

ml)HJ§fifL. *^'fb:^ h U "^AzkiS^S (2M, 0.35 ml, 0.7 mmol)Sia^. g^St? 
30 ^mnVtco ^mmiZ^mm (0.2N, 7ml)<£JPx.i^^x^;i. (25ml)t:atH^, 

ia«i:^je7ic (10 m.i)-^m^s mykm^-^ ^-^ ^ j^-^^mLmEE^nsy^tco ^#e> 

25 :r^;i/-3-t KDdFi/-5,6,7,8-x h7 t KD-lfT-^y U >-2-:t> (1-016-05) (82 

mg, 54%)^mnBm^t LXmtzo 

NMR (300 MHz, CDCI3): 6 0.97 (t, J= 7.6 Hz, 3H), 1.42 (sextet, J= 7.5 Hz, 
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2H), 1.60-1.74 (m, 4H), 1.83 (quint, J= 6.0 Hz, 2H), 2.50 (t, J= 6.0 Hz, 2H), 
2.62 (t, J= 6.0 Hz, 2H), 4.02 (t, J= 7.8 Hz, 2H), 6.57 (s, IH). 

f) 3-('^>i/:t='P'9-^-/-;>/ 2-'r;i';*-^j')i-:r5^;i/.5,6,7,8-T' h 7 1 KD-i^-=3p>' 

U >-2-;r> (l-O15)0-^fig 
5 l-:7^;i/-3-t h* D^$/ -5,6,7,8-7^ h 7 t H D.l.ff.dpy ij >.2.;r> (1-015-05) 
(10 mg, 0.045 minol)* DMF (1 ml) l:: ^ » b ^ 7j< IJS -fb "ih h U "i? A (60% oil 
suspension, 2.7 mg, 0.068 mmol)<£Jnx.^S-e 5 ^035: b < ^Jsf U feo ZlCD^^lr 
2--i7 D P^>V^;r^ity-;i/ (7.7 0.068 mmol)§inx.^mt 20 ^^Jf, 

(IN, 3 ml)?£iP;tS^^3::5^;i' (8 mDT'JfttU^x ia?a:felg7k (4 ml)t 
10 ^5fe^t^ il7k5ft^v^;^i/«i7A-^|g*ibMmS««bfco »e.nfe^M<£e^U:i!j'y;i/ 
^DN'h^^77^- (h;i'X>/S^^xg^;U){;T*tlSb> 3-('^ > >/-;i/ 
;i/;t^$/)l-:/5^;i'-5,6,7,8-r h ^ t H D-ifr-:^-y ij >-2-;t > (1-015) (12 
mg, 79%)&^^fei|&*i: b•C^f fee 

NMR (300 MHz, CDCI3): 8 0.94 (t, J= 7.5 Hz, 3H), 1.40 (sextet, J= 7.6 Hz, 
15 2H), 1.66 (quint, J'= 7.5 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.87 (quint, J = 
6.0 Hz, 2H), 2.58 (t, J= 6.0 Hz, 2H), 2.69 (t, J= 6.0 Hz, 2H). 4.02 (t, J= 7.8 Hz, 
2H), 7.16-7.26 (m, 2H), 7.24 (s, IH), 7.40 (dd, «/= 6.9 Hz, 2.4 Hz, IH), 7.48 (dd, 
J= 6.9 Hz, 2.4 Hz, IH). 

20 <%Mm 1-017 > 




a) l-(2-:/0^ 7 a:;^^;i/).3-^ Y^^y H> (1-017-0 l)CD^j5lS 
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2-034-02 tmUiZLX-^^Ltc (44%)o 

NMR (300 MHz, CDCI3): 8 3.22 (t. J= 7.3 Hz, 2H), 3.83 (s, 3H), 4.21 (t, J= 
7.6 Hz, 2H), 6.96. (t, J= 7.3 Hz, IH), 6.60 (m, 2H), 7.07-7.22 (m, 3H), 7.66 (d, J 
= 7.6 Hz, IH). 

6 b) l-(2.:3^n^7 x^.9^;i/)-3-t K P=¥i^-2-tf y H > (1-0 17-02) CD -&Jgg 
1-004-08 tmmzi^X-^miytc (100%)o 

iH NMR (300 MHz, CDCla): 6 3.23 (t, J= 7.3 Hz, 2H), 4.23 (t, J= 7.3 Hz, 2H), 
6.02 (t, J= 7.0 Hz, IH), 6.57 (dd, J= 7.0, 1.2 Hz, IH), 6.78 (dd, J= 7.3, 1.8 Hz, 
IH), 7.08-7.14 (m, 2H), 7.18-7.23 (m, IH), 7.56 (dd, J= 7.0, 1.2 Hz, IH). 

10 c) 3-(^>^/:^■^•t^^/-;^ 2.W';i/:^-=3p5')-i-(2-:^D^7i;|.5^;u)-3-t KD^i/- 
2.tf u K> (i-on)(D^m 

1-015 trnm^i^x-^mLtz ao%)o 
<^Mm i-oi8> 



15 




a) 3-.?< h^i^ 6,7- J? b Hd K[2,l,a]-f V^py U >.4-:r> (l-018-01)©^fig 
l-{2--^U=^7 hdp'> 2-t;U (1-017-01) (100 mg) CD DMF 

(4.0 ml) -^mf;, Pd(dba) • CHCl3(30 mg), Et4NCl (54 mg), 

U'i7A (67 mg) <£in.ifco 120 'c-c 3 B#H^if b fe^, mm^m^L, mmiz 

^^pvh^77^ - (h;i/x>/5'-fe h> = 1/1) -cffiiJ-rsci J:t J; D 3-;^ h 
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dF-J/ 6,7-2^ t HDl^U H[2,l,a]'f V:^r>' U >-4-:t> (1-017-02) (50.6 mg, 69%) 

iH NMR (300 MHz, CDCI9): 6 2.97 (t, J= 6.4 Hz, 2H), 3.88 (s, 3H), 4.34 (t, J- 
6.3 Hz, 2H), 6.64 (d, J= 7.9 Hz, IH), 6.74 (d, J= 7.9 Hz, IH), 7.23-7.34 (m, 3H), 
5 7.64-7.67 (m, IH). 

b) 3-t K D ^2/-6,7-i' b KPK'J K[2.1,a]'f V^y U>-4-;i-> (l-018-02)CD-& 

1-004-08 ilPl^lCUT-^fiSbfe (98%)o 

^H NMR (300 MHz, CDCI3): 8 3.00 (t, J= 6.6 Hz, 2H), 4.35 (t, J= 6.6 Hz, 2H), 
10 6.71 (d, J'= 7.8 Hz, IH), 6.93 (d, J= 7.8 Hz, IH), 7.24-7.34 (m, 3H), 7.64-7.68 
(m, IH). 

d) Z-{,^y^}-A^^^)~)V 2-f ;U:t^e/)-6,7-$?b Hnt!U K[2.1,a]'f V^^-y U > 

-4-;ry (i-oi8)®^fig 

1-004 Ut^fiKbfc (47%)o 

15 

<^IJ(5^J 2-004> 

O^N-^Me toluene S^N^^Me S^N-^Me 

/iBu "Bu /,Bu 

1-004-07 2-004-01 2-004-02 



NaH/DMF S N Me 

nBu 
. 2-004 

a) 5, 6->*^^;i/-3-^ h^pj/ 2-?;r-bU K> (2-004-01)0^^)4 

l.rf-;i/5, 6-S^P<f-;i/-3-P< h^2^2-b>J K> (1-004-07) (222mg);Rt>*D - y 
20 >KIII(502mg)fc b;i/x>(8ml)4in^®aibs ^Ig^JlEtl's jBSiESff ^ fe. 7 
nW4k. SJ5&?i^t>fc:^;^^-;i/(25inl)<&]&n^ ^©je#b^ mH^s t«JE®5fe 
bfco ^ji(0.80g) <£D-yN--:i7 7AB-C$/U*'r;i/;b7Ai7D-v' h(h;i/x>.T 
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•fe h >(4:l))%ff l--ff-)V 5,6.i?p<f-;i/.3-p< h '> 2-f^;r-tf U K> (2- 
004-01) (177mg, 74.1%, ife^ lH-112°C)o 

iH NMR (300 MHz, CDClg): 6 1.00 (t, J = 7.2 Hz, 3H), 1.43-1.55 (m. 2H), 
1.70-1.95 (br s, 2H), 2.22 (s, 3H), 2.46 (s, 3H), 3.89 (s, 3H), 4.90 (br 8, 2H), 6.54 
5 (s, IH). 

b) N-l-Zr^}V M-)]/-Z-\LYu^^y-2-^-t-\^^) Y> (2-004-02) 
1-013-10 i; 1^1^ Id^f a fctck t)^ 2-004-01 (170mg)*»?> l-:/^;i/ 5,6-i^p{ 

^;i/-3-t K 0:^t/-2-f-;t-K U H> (2-004-02) (llSmg, 74.2%, Bl/^ 81-88'C). 

10 NMR (300 MHz, CDCI3): 6 1.02 (t, J = 7.2 Hz, 3H), 1.45-1.57 (m, 2H), 

1.70-1.90 (m, 2H), 2.21 (s, 3H), 2.45 (s, 3H), 4.72 (br s, 2H), 6.87 (s, IH), 8.44 
(br s, IH). 

c) i-7*f-;i/ 5,6-5^^ f-;i/-3-o-(^>X;a-^-y-v^-;i/ 2-f;i/)-2.f^^-i:fu k> (2- 

004) CD^fig 

15 ^Jfi«»J 1-004 i:l^ai3fT-5 ^ J: 2-004-02 (118mg)A* ?> l-^f-;!/ 5,6-5^ 

p< 5^;i/-3-o-(^>X;r^-y-y-;i/2-'f ;p)-2-5=-;r-t: k> (2-004) (84mg, 45.9%, 

HijjS 185-187°C)5£f#fco 
m(g«»l 2-OOl~^JIE0!l 2-013 tt. %m.m 2-004 i: Ha fc-^JSgbfeo 



20 <%m.^ 2-014> 

a) 2-3- ^*-3->'^'f K n dpi/ 6-pJ ^;i/tf U > (2-014-01) ©^fig 

HOs^ b/W HO.^ HO. 



2^)14-01 CH3 r 

2414-02 



PhNHCSNHPh 

EtaN/CHgCN S^N'^Me NaH/DMF S^N^Me 
Me IVie 

2-014 

5.;N-f KD:^i/ 2-^5^;i/tfUy>(l-014.01) (36.11g)fI^^V-^ (68.0g) j3 
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xxft. (.8iom\)^i\i ^xm^izxifinmMbtz^s ae^is (ii7g)s s^^hi^^)^ 

h (I17g)43<fcl>'7jc (810ml)J; D^c2)M<£ 35 ^Sb-CTiSTLfeo SJiSmic^/fm 
bt < *SMe©ig^5£53i> S{ff^*iU-C 2-3- H a-M-f KDdpi/ 6-^5=-;Hi 
'J$^> (2-014-01) (34. Ig, 43.9%, itj^ 187-190*C)Stf fco 
5 iH-NMR (300MHz, CDCI3+CD3OD): 8 2.45 (s,3H). 6.45 (d, J= 6.9 Hz, IH), 
7.02 (dd, J= 6.6, 1.5 Hz, IH) 

b) 3->'^'f H D:SF-S/ 2-3- K 1,6-S^.^ ti 'J i^- "i? A 3-S?H (2-014-02) CD 

^=7 7.^(0^*^\Z. 2-3- K S-ZN-I' Yn^^y 6-^f-;l/t? U > 835mg j3 J; ti^ 3 
10 - > 3ml <&Xris 130*C-C 4 ?>{:: 180'CT? 1 I^^SJfStfco 

tt«aiSgaU 1.42g03-'N'f HD:^-^>2-3-H l,6-S;p<9^;i/-1^U5^-e'A 3- 
5^ K (2-014-02) <£tffco 

c) 1, 6-i^.><5^;i/.3-/N'f KP^S/ 2-f^:4-ti'J K> (2-014-03) 

3-A-f HDdp?/ 2-3 -K l,6-S^;>(f-;i'.l^ <J A S-J'H (2-014-02) 

15 (852mg) {3 h U > 457mg*5j:VT-fe h-h U;H0mlJ;t)^i:i)^g?a[l3> 

1, 3-$?7 xr:;i/5^;r^^ 517mg ^iflX. 2^^jl-J!Ebfco S^&^> JSItbJ^ U *y 
;i/^D-7 h(ii-'s=3M?->-|f^x^;i/tC-r?Sai)?&fTV> 279mg© 1, 6-i^^^;i/-3-/N 
K D :^ 2-5^ 1 U F > (2-014-03) <&f#}t » 

»H NMR (300 MHz, CDCI3): 8 2.47 (s,3H),4.12 (s,3H), 6.53 (d, = 8.1Hz, IH), 
20 6.95 (d, J = 8.1Hz, IH), 8.35 (br s, IH). 

d) 3-(^>y3|-^'9-l/-;i/2-f ;i':tdpJ/)-l,6-i?;><^;U-l-e"-l^Ui^*>-2-5^;?hi/ (2- 
014) ©-^fig 

1.6-i^^5^;i/-3-;N'f HP dpi/ 2-f:;tl^'; H> (2-014-03) (157 mg)<£ DMF 
(3ml){3j§A»b 60%7JcJ|'fb:^ h 'J "^A 52mg SiP^tT^MCt 7 
25 iI©MJf&^$t: 2.^^ P P'<>\;:t=^'tfV^-;i/ (184mg)<& DMF(0.5ml) IClTilfelr^ii. 

if^;Kc-Cilit)3gl/ffi/±lbs i/U;<jy;i/^ pv ht:ti|?liib'f vrp/iy-;i//i^ 
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l,6-i^A^)\^'lff-\^Ui^>-2-^:t> (2-014) (182 mg, 66.8%, HlJiS 245-247'C) 



2-015. 2-018. 2-026> 



nrBuOy^ Lawesson-s reagent . " ^^yjl BBra/CHaCb , " °Y^ 
n-feu n-Bu 



1-014 



2-026 2-018 



NaH/DMF "^^^ 

a) i-i/f^;!/ 3-:/5^;i/-6-;>{ ^;v-2-i-:t\^^) H y (2-026)®^^ 

i-:/^;u 3-:/5^;i/-2-t:u K > (1-014) (8.91 g)ti|g;lt h ^i^^^i > (200 mi) 1::^*=' 
LP-V>SCIil (19.41 g)*iD^^^^gKTiS»!tb-C 3.5 ^fflSJsS^ *fco SJ©^ 
10 ^^'y'-;!' (80ml)?feiP^-C^Sfc-Cs 1.5 I^K^i^ USii5lSSaai1-So SI^S* 

3-:75";i'-6-p<5^;i/-2-^;rt:u K> (2-026) (12.97 g)<&ff. HSit^Sc: < iJsccD 

iH-NMR (SOOMHz, CDClg): 6 0.94 (t, J= 7.6Hz, 3H), 0.99 (t, J= 7.5Hz, 3H), 
15 1.46 (m, 4H). 1.87 (m, 4H), 2.50 (s,3H), 3.98 (t, J= 6.9Hz, 2H). 4.75 (brs, 2H), 
6.40 (d. J= 7.8Hz, IH), 7.80 (d, J= 7.8Hz,lH) 

b) l-:/f^;i/ H D:^*/ 6-;>(f-;i'-2-^:tl^ 'J K > (2-018)0 fig 

i.:/f-;u 3-:^f-;i/.6-^^;i/-2.f^3|-tf>J K> (2-026) (i2.97g)§|g*Hi'fb;^ 5^ 1/ 

> (200ml)t?§*'U 1 mmol/ml0H*'^b4-^'>^-^'^b;^^l/>•^?^ (5.6 ml)<& IQ) 
20 o < t) i:in^. MMfc:-c &mmmnRJl&-^'ttco 15Oml0**{3aEirab 

5 :^(150 g)©* ^ Sii b^ e>t^PD/tt;UA{3T^ajbfco :r l/>i^fe0^Ebtli 

<^t vx 3-A-f HD^->> 6-.?< 5^;^-2-5^J^^^ ij h> (2-018) (5.439 g, 
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73.4%)*#feo 

^H-NMR (300MHz, CDCI3): 8 1.02 (t, J= 7.8 Hz), 1.50 (m,2H), 1.85 (m,2H), 
2.51 (8,3H), 4.66 (br s,2H). 6.49 (d. J= 7.8 Hz, IH), 6.91 (d, J" = 7.8 Hz, 
lH),8.44(br8. IH). 

c) l-yf-;i/ 3-(^>X;^df 2--f ;i/)-:^dF-i/-6-;^ f-;L'-2-5^5M:r U K> 

(2-O14)0^fi!t 

i.:rg^;i/ s-A'f Hndf-j/ 6-p<f-;i/.2-^;tif U K> (2-018) (113 mg)&|&*» 

DMF (1.1 lnl)CY^5{PL^ dCit't: 60%*fS<b:f- h U'i?A(36 mg);&inxT^?MH 
T 30^«i}2|Jtfco2-i7PD'^>y;t=¥1tl/-;i' (112mg)Sj6n^ 2 1^^ 40 ^SJ© 

Ufco S*^?X7jc (20mi)tjn^i^^x^;i/(30mi)t;:T 2iiJflaiU Mmm\%n 

o V m-rMMLs J^-7";^J: ^)Si^fflLT 1-^5^ ;u 3-(^>X^^-9-^y-;i/ 2- 

'f;i')-;r^^>-6-^f^;i'.2-5^:tl^ U K> (2-014) (H7 mg, itj^ 125-127.6"C)^# 

fee 

2.O15~^fl60y 2-029 tt> *Jlg«»J 2-014 KlJpSa b fe*SfcT-&J5g t fco 



<^}StfJ 2-0 34 > 




a) 1-7" 9^ 3- pi hdpJ/2-l^'; K> (2-034-02) ©-^fig 

3-^ h^ix 2(liO-t:'J h'> (2-034-01) (5.0 g) O DMF (40 ml) ^^SC, 
t!7jc^jb:^ h U 'i'A (60%wt, 2,2 g) 5&iD^fco 20 :9-gSff bfc^, 1-3- K 
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>(i5.5g) &*p^, ^ 4o^mnLrzo 7k;&iD^sjiSSf^±bfc^, ^m^'s 

5 *fiKt)^;b7 A<> □ v hy77^- ( h;i/J^>/THr b > =4/1) "CJlil^-r 5 CI t 

tJ; t) i.:rf-;i/.3-^ 2-t;u F> (2-034-02) (6.7 g, 93%) ^m^^nh U 

iH NMR (300 MHz, CDCls): 6 0.93 (t, J= 7.2 Hz, 2H), 1.30-1.42 (m, 2H), 
1.68-1.78 (m, 2H), 3.81 (s, 3H), 3.97 (t, J= 7.2 Hz, 2H), 6.09 (t, J= 7.2 Hz, IH), 
10 6.59 (dd, J= 7.2, 1.5 Hz, IH), 6.88 (dd, J= 7.2, 1.5 Hz, IH). 

b) l-:/f-;i/.3-^ h dpi'lf U S^>-2-9^:t> (2-034-03) O^fig 

l-r5=-;i/-3-p< h:3ri/2-t:U K> (2-034-02) (6.4 g) Oh;i/3:> (150 ml) m 

mz.u-vymm (i6.8g) ?&iD^, innftiisitbfeo zmmmn\^tz'4k., ^m-ep< 

^y-^P (100 ml) %in^, $e>{i 30^jKJ!|ibfeo ^ffiTt!?S«^*S*bfem, 
15 7k, 2iVS^K:tf-;W?&*DitW«ffi*^ifb, 7j<ffl%l^i|xf-;i/T? 3 lllfftfflbfeo 

ito mm^mmT-QS^Ltz'^, m^titzm^mo^s^isy^^^^u^hif^y^- 

(b;i/3i>/7'-b h> = 4/1) -ellS-rsc J; t) l.:/f-;i/-3-.?< h dpi/ if U >■ 

2-^:t> (2-034-03) (5.6 g, 80%) S^fit^tlK bT#feo 
20 ^H NMR (300 MHz, CDCls): 8 0.98 (t, J= 7.3 Hz, 3H), 1.36-1.48 (m, 2H), 1.84- 
1.94 (m, 2H), 3.92 (s, 3H), 4.62 (t, J= 7.6 Hz, 2H), 6.61 (dd, J= 7.9, 6.2 Hz, IH), 
6.69 (dd, J= 7.9, 1.2 Hz, IH), 7.38 (dd, J= 6.2, 1.2 Hz, IH). 

c) i.:/^;v-3-t Kn:3pj'lfU>>*>-2-^;i-> (2-034-04)© -g-fig 
l-r^;i/.3.;>< h^^y\fVt^>'2-^t> (2-034-03) (1.4 g) IC If U > HIS^ 

25 (3.6 g) ^m^tzc 190 'CT? 40^8Si^bfc^, 7k, S Vi^Kx5^;i/§in^^^ffi 
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^Ztiz^\) l-y5=-;i/-.3.b H Ddpi/if ij ^:;>.2.f•:r> (2.034-04) (1.02 g, 78%) 

»H NMR (300 MHz, CDCls): 8 0.99 (t, J= 7.3 Hz, 3H), 1.43 (m, 2H). 1,91 (m. 
2H), 4.53 (t, J= 7.6 Hz, 2H), 6.66 (dd, J= 7.6, 6.7 Hz, IH), 6.97 (dd. J= 7.6, 1.2 

5 Hz, IH), 7.34 (dd, J= 6.7. 1.2 Hz, IH), 8.61 (br s, IH). 

d) i-:^f-;i'-3-t K ndps/.4.(jv,JV.i;^f-;i/7 ^ y y f-;i/)i^ 'J i^>-2.?^;r> (2- 

034-05) ©^fig 

i-:/^;i/-3-b KDdpj't; u i^>-2-^2f-> (2-034.04) (i.o g) 0 io%^7jccc4' 

y (20 ml) mm\Z , ^^11 N.N.N'.N'-t' ?i9-}i^9T K y > (1.70 g) 

10 ?&ipx.fc, 75 'c-n zimmmnLtz'^, mzT-^mi^^^^t^ztiz^y) i.-^ 

^)V-Z-\L Yn^i/.^.{N,N-V )f'9-)\^T % J i^y-2-f-:!lry (2-034-05) 

(1.3 g, 95%) =l:tfttltt!Hi: LTff fco 

^H NMR (300 MHz, CDCls): 8 0.99 (t, J= 7.3 Hz, 3H), 1.39-1.47 (m, 2H), 
1.86-1.93 (m, 2H), 2.29 (s, 6H), 3.48 (s, 2H), 4.51 (t, J= 7.3 Hz, 2H), 6.87 (d, J= 
15 6.7 Hz, IH), 7.32 (d, J= 6.7 Hz, IH). 

e) l.r5';i/.3.h H D:SrS/.4-^^;H; 1; i^>-2-5=-:r> (2.034-06)®^j5g 

i-:/f-;i/-3-b K Ddf-5<'-4.(JV;jv-5;,^f-;u7' $ y ^ 5^;i/)b U i;>-2-5=-:r> (2- 

034.05) (1.0 g) (Dm<bA9-ly> (20 ml) ^^SC^St' 3 - H p( ^ > (2.1 g) * 

' m^tzo immmiWLtz^, m&T-^mm^m^Ltco mmi^^L^ (20mi), 

20 w y ^-J\^t^7.y ^ > (1.6 g) siQjtfeo 75 'Ctf 20^Mm#bfc^, 

ETT?^§^«^*tfe, mz, mmz^^ (lomi), Rxy i^^yKmibi- v 

V^A±mm (8 ml) ^isa^, ^ 60 'CC 2 I^Hfll^bfeo SJET-^^S^g* 
= 4/1) -eittSj-rsc i:t^<k D l-:7f-;i/-3.b HDdi^j/.4-<><5^;i/biJS^>.2-'9^;r> 

25 (2-034-06) (0.57 g, 70%) ^fetS^KtlH i: Utfffeo 

iH NMR (300 MHz, CDCI3): 8 0.98 (t, J= 7.3 Hz, 3H). 1.36-1.48 (m, 2H), 
1.84-1.94 (m, 2H), 2.25 (s, 3H), 4.50 (t, J= 7.6 Hz, 2H), 6.55 (d, J= 6.7 Hz, IH), 
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7.25 (d, J= 6.7 Hz, IH), 8.67 (s, IH). 

f) z-{^y -t ^ ^ 'J — )\y 2-^ )\/t^i/)-i--:r=^)]/.A-:^=f-)\^\^\) *yy-2-=f--ty 

(2-034) ®-&Jt 

1-Zf9-)V-Z-\L Hnd[^J/-4-;>{^;i/Ky i?>.2.5^:t> (2-034-06) (50 mg) 0 
5 DMF (1.0 ml) , ^^BT7J<^'^b:^ h U "i^i^ (60%wt, 15 mg) ^in^feo 20 

^^Whti^, 2-^ UU^>^j7ir^'^'J-)V (85 mg) SiD^, $ 75 °CT* 17 

. 7^ - (h;i/x>'/7-fe h> =4/1) -eiltilf SCI J:»3 3-('>c>\/:t^-9-^>^-;i/ 

2-'f ;U;r^i^)-l-7'^;^-4-/f-;H^ i;i^>.2-5^;t> (2-034) (73 mg, 92%) § 



15 



<il5£^J 2-035 > 

0*^N-^ EtOH O N 3)NaOH/MeOH O'^fiT 

H H ' H 

2-034-01 2-035-01 2-035-02 

Lawessson's reaaent ^^^^ nBul/NaH MeO«^;?s^Me ^^^^ HO>^j^ 

toluene " ® ^' DMF S^^N"^ S'^N"'^ 

Abu U 

2-03M3 2-035^ 2.035^)5 



Me 



-Oy>^Me 

NaH/DMF S^N^ 
2-035 I 

nBu 



a) 5-{,N,N-l? ^ 5 y ^ ^;i/)-3-p< h :3pi/ 2(l.H)-l^ U K > (2-035-0 1)®-^!* 

3-;>< h:3p$^2(liO-':^ 'J K > (2-034-01) (5.0 g) © 10%^*^^ (150 ml) 

20 ^^^{3, ^'i^-ri N.N.N^N'-y'Yy ^9-))/i^TX y (54 ml) <£ijn^, iO^ji 

^Lfeo 48^^m#Ufe^, J^ET-C^iS^^g^feLff 
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V^^y ^ — nD4T;i/A/^^>'-;i//7jc =6/4/1) "Ciltg-r* 3 i: J: b 

5'{N.N'V }V7 X y A 5^;i/)-3-^ Y^i^ 2(1J?)- 1 U K > (2-035-01) (4.5 g, 

53%) *«|JKt;JCi: UT#fco 

NMR (300 MHz, CDCla): 8 2.21 (s, 6H), 3.17 (s, 2H), 3.87 (s, 3H), 6.86 (d, J 
5 = 1.8 Hz, IH), 6.90 (d, J= 1.8 Hz, IH). 

b) 3-.?< Y^iy 5-^^>»l/-2(liO-t:'J Yy (2-035-02)(Z)^;^ 
2-034-06 fig Ufe (71%)o 

iH NMR (300 MHz, CDCI3): 6 2.11 (d, J= 1.2 Hz, 3H), 3.84 (s, 3H), 6.62 (d, J 
= 2.1 Hz, IH), 6.80 (dd, J= 2.1, 1.2 Hz. IH). 
10 c) l--f^))/-Z-^ V^'y 5-.><5=-;i/-2-t:U H> (2-035-03)0 ^fig 
2-034-02 i: {3 b T^fig b (63%)o 

»H NMR (300 MHz. CDClj): 8 0.94 (t. J= 7.3 Hz, 3H), 1.29-1.42 (m, 2H), 
1.66-1.76 (m, 2H), 2.08 (d, J= 1.2 Hz, 3H), 3.80 (s, 3H). 3.92 (t. J= 7.3 Hz, 2H), 
6.45 (d, J= 1.2 Hz, IH), 6.65 (dd, J= 2.1, 1.2 Hz, IH). 
15 A) =}•)]/ -Z-^ Y^i/ b-^=f-)\/\f.^)Vy-2-=f--ty (2-035-04)CD-&fiSo 
2-034.03 tnmz\yX -^fig b (100%)o 

^H NMR (300 MHz, CDClg): 6 0.97 (t, J= 7.4 Hz. 3H), 1.35-1.48 (m, 2H), 
1.83-1.93 (m, 2H), 2.21 (s, 3H), 3.91 (s, 3H), 4.59 (t, J= 7.7 Hz, 2H), 6.55 (s, 
IH), 7.21 (s, IH). 

20 e) l-:r5^;i/-3-h KD^S/-5-^5^;i/b:Ui^>-2-f=-:t> (2-O35-O5)0^fia 
2-034-04 i: a ^tlbt-^ fiKbfc (76%)o 

^H-NMR (CDCla. 300 MHz): 8 0.99 (t, J= 7.3 Hz, 3H), 1.37-1.50 (m, 2H), 
1.85-1.95 (m. 2H), 2.19 (d. J= 0.9 Hz. 3H). 4.49 (t, J= 7.6 Hz, 2H), 6.86 (d, J= 
1.2 Hz, IH), 7.16 (dd, 1.9, 0.9 Hz, IH), 8.55 (s, IH). 

25 f) 3-(^>y:t:¥'9-^/— ;i/ 2--f ;u:r^i')-l-:/f-;i/-5.^ U J? >-2-5^;r > 

(2.035)CD-&S56 

l-:rf-;i/-3-b HDdri'-5-p<^;H:f y i;>.2-f-;r> (2-035-05) (300 mg) CD 
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DMF(6.0ml) ^WSykmihi- VV ^ A (60%wt. 79 mg) ^jta^fco 20 

^mWLtc^, ua^>'J:t^^'J-)V (432 mg) ^Mx., ^bizMUi: 2 

7^- (h;i/j^>/7-fe b > =4/1) -O^SS-rsc tt; J; t) 3-(^>y;t=3p-9-\/— ;i/ 
2-'f ;i/;j-:3pS')-i-:rf-;i/-4-^^;n;us?>-2-5';t> (2-035) (372 mg, 78%) 

10 t)!^lS[tfco 

^Slfi^J 2-030 ~*J|gfi?lJ 2-037 tt. 2-034> 2-035 i: HfiltC^fig U fco 

<IIJi^«J 3-003 > 

ONa 




NC-CO,Et NC-^CONHB — ^ ^^XA^, 

3-003-02 Oh/AcOH/D^.F ° ^ ^ 



BOH-H2O O^ISl'^Me BnNHa/DMF O^^N-^Me 

3-003 Et 



3-003-04 

a) JV.x5^;i/ t/T y T-b ^ ^ H (3-003-02) 
15 x.^)i/i^T ^ T-k^—Y (3-003-01) (11. 31g){rM?aMSiTs 70% 

iB^imL 32-37«c7?fTofco -to^t 9 ^Hsi^^s -m^utumLtzo s 
B^ s^B^gs^JEg3febfco #enfc?ieiefti4^i[(ii.93g){cx-x;i/(20mi) 

20 K (3-003-02) (9.05g, 80.7%, HI;S 54-59*0) Sfljfeo 

NMR (300 MHz, CDCI3): 6 1.20 (t, J = 1.2 Hz, 3H), 3.31-3.40 (m, 4H), 6.22 
(br s, IH). 
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b) l-xf-;i/ S-t/T y ^;i/.2-t: U K > (3-003-03) 
2-^f^;^-3-:^^V>^t?:^-;^ :^hUe7Am (3.18g)i: N-x.^Jl^ t/T^T'b 

^5 h* (3-003.02)(2.243g)* DMF(20ml)fc5gatx SmflSJ^fTx RK(1.49ml)s 
i^VNTli'^'J $^>(0.40inl)SilD^AiXx 135'C^tb?&*-ejK*^a«(E*ff o fco 5Btia 

^^i'•i7A-c•^*lm^ i6Es*bfeo f§e)nfeie^tt^ti(4.07g)5£n.'sdpi?-> 

(15ml)-e 3 ia^5fe?tbx 3-i/ry'-5.6-i^^^;i/-2-l:f U K> (3-003-03) 

(3.38g, 96%)S*ifi^^i: LTff fco 

NMR (300 MHz, CDCls): 8 1.33 (t, J = T.2 Hz, 3H), 2.13 (s, 3H), 2.43 (s, 
10 3H), 4.19 (q, J = 7.2 Hz, 2H), 7.59 (s, IH). 

c) i-i^'^w 3-*;v^^5^-5,6-i?^5^;v-2-t;'J h'> (3-003-04) 

l.x^;i/ 3-i^T y -5,6-i^p< 5^;i/-2-tf U K> (3-003-03) (3.37g)$: 80% x ^ y — 
;^(65ml){::^§»Pb^ 7jc^<b*'Je'A (7.96g)^£*P;t^ M^^^SEffs 102'CJE&^&«f f 

15 (50ml)&»n^s Mi:a^lSL7j<Ji?&*?^Tx (13ml)*An^A 

n^ «faiUfeiigsS5®iu^%7K-ei5fe^u^ i-x^;v 3-*;l/;l^^i/-5,6.i^^5^;^.2- 
h:y K> (3-003-04) (2.734g, 73.3%, 164-165*C.)S||±feieS h bTfifco 
NMR (300 MHz, CDCI3): 8 1.38 (t, «7'= 7.2 Hz, 3H), 2.20 (s, 3H), 2.49 (s, 
3H), 4.28 (q, J = 7.2 Hz, 2H), 8.28 (s, IH), 14.73 (br s, IH). 

20 d) i-xf-;i/-2-;r^V-5,6-i/*^^;i/-i,2-i;b Kn If U 3-*;i/7ji>m ^>if}V 

T$ H (3-003) 

1- X ^ ;P 3- * ;W JJ^ ^ -5,6- J? .X 5" ;i/ -2- 1 U K > (3-003-04) (195mg) S 
DMF(3inl)tS^ b^ ^ (0.17ml) s V y U )]/ 3^9" )VT K > 

(0.35ml)s di-^^-C^^'J h V7'/-)V l-Y h U D U ^ -^^^x ij? 
25 df.-9-7;i/;rDJnX7 3i-f J>(PyBOP,624mg)5feiP;iAns ^?g8S#*ffofeo 11^ 

F^m^ SiS?S<&S^^x^;i.-t?#f^b. m^7j<ii?iS-e 2|W1^5t?fb> ,Mv^TfiW7Jc^§ 
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^(0.40g)SS^y:;by;i/:!b7i»^DT h(30g, ^ d d ;jx;i/i*)t:ff V^^ 1.3i9^;i/.2- 
;r=^V-5,6-i^;^5^;i/.l,2-S^t KD tUi^> 3-*;i/:i^>^ ^>$;;b7'^ K (3- 
003)0 ilSa(259mg, 91.1%)?&f9s ffifli^ ^ V >/n.'S=3P"9->"eWiiSS L> «l6$fti^ 
ffi(207ing, 72.9%. Mj^ 117«C)*f9feo 
5 USE^SIJ 3.001~|IS&^J 3-036 (is mMM 3-004 tm^iZ-^^Ltzo 

<^JI^'9 3-067^ 3.068s 3-069> 




a)2.b Hndp5/-3^i/M j/5^;i/x;^7^;i/ (3-067-02)© -^fiR 



10 2.h HDd[^>>-3f->® (3-067.01) (50 g) ®;»<^>'-;i/ (500 ml) jg^gtfcs M 

(15 ml) s Wh)]^:i^> (100 ml) ^JP^fco 7^ - > >^ ^ - 3iS!E 

15 ?gi^?£^^JET-e®S-r5C: iiict t) 2-b KDdp>>-n^>'^^^;i/ji;^x;v (3- 
067.02) (46 g, 84%) S Sfe®^ Ut ^fco 

NMR (300 MHz, CDClj): 6 3.92 (s, 3H), 6.45 (dd, J= 7.3, 6.4 Hz, IH), 7.78 
(dd, J= 6.4, 2.4 Hz, IH), 8.29 (dd. J= 7.3, 2.4 Hz, IH). 
b) 2-t H D^*/.5-3- H::iZ39^>BI ^ f^;i/x;^x;i' (3-067.03) fig 

114 



wo 02/053543 PCT/JPOl/11427 



2-t \fU^i^-::2^>Wt ^ 9- )V 3L 7. )]/ (3-067-02) (20 g) OJi<b^5=-V> 
(500 ml) mmiZ, mux- N-3-\('i)-^i^>-i K K (NIS, 38 g)SJP^^ AnflJi»S 

bfeo lemrsmnLtz'^s ^m^w^Lmmizmm^^^j^^ (200 mi) ^mt. ^ 

5 i/-5-3- Hn3f->^ j><^;i/x;;^x;i/ (3-067-03) (30g, 81%) <&S6Hft:i:U 

xmtzo 

NMR (300 MHz, CDCls): 8 3.97 (s, 3H), 8.33 (brs, IH), 8.43 (d, J= 2.4 Hz, 

IH). 

c) i-:/5^;i/-5-3- Y 2-t^v-\,2-V\L HDif 'J 3-*;i/7t^>^ 

10 ;i/ (3-067-04) 

2- 034-02 i: PI ^ {CUT fig t:fe (89%)o 

'H NMR (300 MHz, CDCI3): 8 0.96 (t, J= lA Hz, 3H), 1.31-1.44 (m, 2H), 
1.69-1.79 (m, 2H), 3.90 (s, 3H), 3.94 (t. J= 7.4 Hz, 2H), 7.71 (d, J= 2.8 Hz, IH), 
8.24 (d. 2.8 Hz, IH). 
15 c) l-::^f-;i/-5-3— H 2-:t -1,2-5^ t l*PtrUi^> 3-3fj;i/5n>^ (3-067-05)® 

3- 003-04 i: 1^1^ t: bT^fi^Lfe (89%)o 

»H NMR (300 MHz, CDCI9): 8 0.99 (t, J= 7.4 Hz, 3H), 1.35-1.47 (m, 2H), 
1.74-1.84 (m, 2H), 4.05 (t, J= 7.5 Hz, 2H), 7.83 (d, J= 2.7 Hz, IH), 8.63 (d, J= 
20 2.7 Hz, IH), 14.13 (s, IH). 

d) l-:/^;U-5-3— H 2-:;^- ^rV -1,2-5^ t HpKU 3-*;i/>J^>i? ^y^J)]/TK 
Y (3-067)CD-&fift 

3-003 hnm\Z LT^fiKbfe (82%)o 

HJIB^^J 3-037> 3-038 ttx 115109 3-067 i: Ufeo 

25 e)i-::^^;i/-2.3}-:^v-5-7 3:::^;i/-i,2-i;h Haif';s;> 3-j[7;i/7t?>i? ^^^ve^^i/T 

5 K (3-068)0 ^fiio 
l-:/=^)l-b-B- Y 2.;t^V.l,2-i^t h*PtU^:^> 3-*;i/:il^>^ 
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K (3-067) (100 mg) 0 DMF (2.0 ml) mmz^ ^WlX' Pd(PPhs) 4 (20 mg). y a: 

-)U^^':7m (89 mg), RV^^miJ U 0 2^7KM (2M, 0.24 ml) ^isa^fco 90 'C 

nfem^J5!4tl?£;9-m?SM^nv biJ^^^-f- (h^l/x^/THz h > = 7/1) T-iit® 
r 5 CI i: t: J: t) i-:^f-;i/-2-:t^v-5.7x-;i/.i,2->i?t H oi; u 3.*;i/5}?> 

m (3-068) (77 mg, 88%) ^^ftH^tlH b tff feo 

f) i-75^;i/-2-;r^ v-5.7 x::^;i/ji5^x;i/.i,2-i^ t H p t: U 3-*;i/*>M 
10 K (3-069)0 -^fig 

i-7'5=-;i/-5-3- 1< 2-3^*y-l,2-i^b kp >; 3-*;u5i^>i? 'Oi'ji/T^ 

K (3-067) (78 mg) ® DMF (2.0 ml) ^WiiZ^ FdCUPPhg) 2 (15 mg). 7 

x-;i/7'l2^l'>' (89 mg). CuKllmg). ^fcU^ h U xf-;i/7 $ > (48 mg) 

filto 90 'CC i8^ia8IJ$bfc^> fiasi^<bT>^x'>A*?§mi:iS^mx^;i/% 
15 *P^^«iffi§^l!ibfeo 7k*iSi^^x5^;i/-c 3 natHbfcm. -^fc-ii-fe^tfli^B* 

la«:t^7J<■^p»J^56v^^ ^7Kssiiv^^>>>>i7A-e^j^bfco 

®*b, ^e>nfcffi^fi!StfS^m»JBi57PT (h;Px>/7'Hr h> = 

7/1) t?)liili-rsil J; t) l-:?'f-;p.2.;t^V-5-7xx;i/x^-;v.l,2-s;b KP 

t U 3-*;i/d^>K ^yiP)]/7lY (3-068) (65 mg, 89%) ^jfi^^tJSilbT 
20 feo 

nmm 3.039-' sijig^y 3-044 hnn&m 3-06i'-^js^j 3.066 \t. ^mm 3-o67. 

3-068 i: fc^figbfco 



<%Mm 3-101 > 
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a) 2-t Ka:^Pi/.l-(2-y^a^ 7 3i;^^;i/)r:zif->K :^=}-}\/x.7.'t)\/ (3-101-01) 

2-034-02 i: IC U T -^Wk b fc (59%)o 

NMR (300 MHz, CDCla): 6 3.25 (t, J= 7.2 Hz, 2H), 3.93 (s, 3H), 4.23 (t, J= 
7.2 Hz, 2H), 6.09 (t, J= 7.5 Hz, IH), 7.08-7.23 (m, 4H), 7.56 (dd, </= 8.1, 2.1 Hz, 
IH), 8.15 (dd, J= 7.5, 2.4 Hz, IH). 

b) 4-2r^V-6.7-y t K D U K[2,l,a]'f V^s^y U >-3-*;i/Jj?>^ :^^)\/:^7.7- 
;i/ (3-101-02)© fig 

1-018-01 i: L t fe (42%)o 

^H NMR (300 MHz, CDCls): 6 3.01 (t, J= 6,7 Hz, 2H), 3.93 (s, 3H), 4.35 (t, 
=6.7 Hz, 2H), 6.76 (d, J= 7.6 Hz, IH), 7.32 (dd. J= 7.3, 1.2 Hz, IH), 7.39 (ddd, 
J= 7.6, 7.3, 1.5 Hz, IH), 7.46 (ddd, J"= 7.9, 7.6, 1.2 Hz, IH), 7.78 (dd, J= 7.9, 

1.5 Hz, IH), 8.25 (d, J= 7.6 Hz. IH). 

c) 4-;i-^V-6,7-t^ t KntU K [2,l,a]'f v >J >-3.*;i/:i^>^ (3-101-03)® 

4-^^:^[^V-6,7-$^t KDbfU H[2,l,a]'f V^>' U >-3-jt7;i/7j?>^ )\/:^7.7- 
;i/ (3-101-02) (252 mg) (DVi^^'^y (2.0 ml) ^^g^C, MMT? 2 ^^2KK'^b:^ 
bU>>A*j§?R (2,0 ml) *JP^feo l«piaiR#bfe^> S/i6t«*x-.x;i/T?i5fe# 
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e,7-i? t K O ij h- [2,l,a]'f V^J V >-3.*;W7t?>K (3-101-03) (209 mg, 88%) 

NMR (300 MHz, CDCI3): 8 3.10 (t, J= 6.7 Hz, 2H), 4.42 (t, J= 6.7 Hz. 2H), 
7.05 (d, J= 7.6 Hz, IH), 7.36 (d, J= 7.3 Hz, IH), 7.41-7.56 (m, 2H), 7.84 (d, J= 

5 7.3 Hz, IH), 8.56 (d, J= 7.6 Hz, IH), 14.40 (s, IH). 

d) 4-:zi-^V-6,7-i^b KD If U K [2,l,a]'f V^>' U >-3-*;Uj}^>^ 7x^f-;i/T 
^ K (3.101)CD-&fi£ 

4-21- -6,7- b FDlfU h'[2,l,a]'f U >-3-*;i/7t^ >^ (3-101-03) (76 

mg) ©DMF(2.0ml) S?t^c:^ ^MT* i-if-;i/-3.(3-i?^ $ ^ rn if;i/) * 

10 $ JgiKm(EDC, 83 mg) Y U ^t/^y h V 7 (HOBt, 58 

mg)^ > (80 mg) ^in;ifco 18l^^88#Lfe^> 0.5^^^ 

3Ii^flmLfe^^ ■&t)■B•fc5^^^a<&2K^ la«:feii7Jc•c•J(iife^5fcv^il2kmlKv^^ 

15 HJ;?) 4-;r^V-6,7-'>* t KD If U K[2,l,a]W' V=^ry U >-3-*;i/;t?>K 7x^5^ 
H (3-101) (84 mg, 74%) i: LTfffco 



<*li«»l 4-002> 

I) 8002. DMF (cat) 

H i 11 J 



O^N-^'Sx^ EtOH O^N^"^^ il) Phenethylamine Js, JL J 



U U CH2CI2 4-002 ° J B„ 

1-015-02 4.002-01 

20 a) l-::^f-;i/-2-:t^V-l,2,5,6,7,8-'^^-y-t H D-dpy U >-3-*;i/7i?>K (4-002- 

l.:^f^;i/.2-:*-^V-l,2,5,6,7,8-^dp-y-i: Kn-f v^r>' U >-3-*;W3jf 
xj^r;!/ (1-015-02) (263 mg, 1 mmol)* x^' (6 ml)fc: 2kSi'^b:^ 

hUr^A*?^?^ (2M, 0.6 ml, 1.2 mmol)<S:Jnx> ^l^-e 30 ^tiJi|i Ufc o S^fe^St 
25 (0.4N, 6 mD^1X\^mm^^)\^ (25 ml)faai, TKMtt ^ ^ {^I^iS-^ Jfi^f 
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Ufe^, il^Kx5^;U (25 ml)-?? t^iitt^- bT^7kaKv^;t. «J7 A T? 

:t dp V -1.2,5,6.7,8-^ ^-y-t HD-dpy U > -3-* ;P stt >K (4-002-01) (220 mg, 

5 NMR (300 MHz, CDCI3): 6 1.00 (t, J= 7.5 Hz, 3H), 1.46 (sextet, J= 7.5 Hz, 

2H). 1.68-1.73 (m, 2H), 1.77 (quint, J= 6.0 Hz, 2H), 1.92 (quint, J= 6.0 Hz, 2H), 
2.65 (t, J= 6.0 Hz, 2H). 2.80 (t. J= 6.0 Hz, 2H), 4.10 (t, J= 7.8 Hz, 2H), 8.22 (s, 
IH), 14.82 (s, IH). 

b) l-r?-;i/-2-3)-dr V-l,2,5,6,7,8-^^+M; K P-^^ U > -3-* >^ 7 i ^ 
10 JV-T^ K (4-002)CD-&J^ 

l-r^;i/-2.;^-:^ V-l,2,5,6,7,8-'s^-y-t HP-:^^ U > -3- jb 4? > ^ (4-002- 
01)(100mg, 0.38mmol)<£: h;l/J^> (10 ml){Ci§P m'fb9^:t-;i' (83^1,1.14 

mmoi)tmmM(D DMF<&io^. 75°c "c 30 rs-Mjss^-^feo z(D ^mwi^mmmm 

^s6Sli'fb^f-v> (5 mi){c:^ga¥Lfe^. * > (143 jii, i.i4 

15 mmol);&*P;l^ST- lO'^mnt^o SUS^fi^lC^JS^ (IN, 10 ml)?&in 

(30ml)-eam^. (10ml)t?iJ6#. ^7Jc^iS^V^^^S/';7A-C♦^j^U 

5iJE«iie&bfeo n btitcmm^i^ V iJ^ h 7 - (h;i/x>/|^Kj: 

^;i/){3riiiigbN x-'r;i/A»6SMSbT l-:/^;^-2-;^^:^^v-l,2,5,6.7,8-'^:^1^- 

Tc^D-^J U >-3-*;i/:^>^7 x;?.^;!/-/- 5 H (4-002) (100 mg, 74%)<£efe 

20 J^^JlbTlffco 

»H NMR (300 MHz, CDCI3): 8 0.99 (t. J= 7.5 Hz, 3H), 1.45 (sextet, J= 7.5 Hz, 
2H), 1.63 (quint, J= 7.5 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 (quint, J= 
6.0 Hz, 2H), 2.62 (t, J= 6.0 Hz, 2H), 2.74 (t. J= 6.0 Hz. 2H), 2.93 (t, J= 7.8 Hz, 
2H), 3.66 (dt, J= 9.0 Hz, 6.0 Hz, 2H), 4.03 (t, J= 7.8 Hz, 2H), 7.20-7.33 (m, 5H), 

25 8.25 (s. IH). 10.05 (br t, J= 6.0 Hz, IH). 

mmm 4-ooi~^m 4-310 mmm 3-002 1 mmiz-^f^ b fco 
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n-Bu CH2CI2 lyBu 



4-501-05 

a) 3-^ UU.2.t/^ D's^Jp-fe y-l.;t> (4-501.03)CD-&J5£ 

1,3-i^ D^dp-9->i^;t> (4-501-01) (8.72 g, 77.6 mmol) Jig -fb > 
5 (400ml)t^ML^ ^ ^ >;^;i/3^-;i/i' P 'J H (6ml, 77.6minol)i:M^A U "i/A 
(32 g. 232 mmol)4i^i^ MT* 2 l^FJ jSjs? b fco Site?^ * il-fb 9^ 1/ > (1.4 1) 
i:7j< (4OOml)0ig^?^t3jP^^9-jftL:t«lgl*iaW:felg* (400 ml)7!i5E?t^. ^l* 
m^V^^^i>>;7AT?|g^b±^*:M*s 300ml Id ^fc S j^ffi^lli bfeo dO^i^ b 

-h<2f:(i)0ie<b.?<g=-b>^?Sf::J®^b'<>i^;i' h U3^5";i/T>^->l7A (25 g. 110 
10 mmol) i:5t<D>h U7;i/:tU (1.9 ml. 15.4 

mmol)*in;t> ^Jg-? 1.5 bfeo S/iS^SSiM-fb^t 5^ V > (0.81)i:zk (400 

m\)(om-^m^m^^m\y^mm\tmm-^m:^ (400 mi)-cisfe#^s iiTkss^v^ 

(h;i/i>/i^Kxf-;u)j::TllSlbT 3-^ d d -2-$' d /sdp-b >.i-;t > (4-501- 

15 03) (7.24 g. 72%)<&Mfi{ft^^tJgi: bTff fco 

NMR (300 MHz, CDClj); 6 2.09 (quint, 6.0 Hz, 2H), 2.40 (t, J= 6.6 Hz, 
2H), 2.69 (td, J= 6.0 Hz, 1.5 Hz, 2H), 6.23 (t, J= 1.5 Hz, IH). 

J7-\l^ K Y-2'i/^U^^-ky-l--ty (4-501-04)© -^fiK 
2-i^7y THr ^' ^ H (4.42 g, 52.8 mmol)* i/^ 7 A (50 ml)tZ^|? b> 7jC^ 
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{bi- hV^l^ (60% oil suspension, 2.1 g, 52.8 mmol)<&in ^MM-T 5^mWiL< 
i^WLtzo C:0^?${:: 3-<> O n.2-i/^ 0'\:3r-fe>-l-3}-> (4-501-03) (6.24 g, 48 
mmo\)0^Jif'y-( AmWL i60ml)^%^KM^. MUt! 2.5mmi^nL. $ 5> {3 2- 
i/T >^T-^^ ^ K (1.6 g, 19.2 mmol)i:zk^'fb:J- h U "J? A (60% oU suspension, 
5 0.16 s, 19.2 mmol)^in^MU-C 1.5 ^m^WLtzo Eit^mzi^mm (IN.lOOml) 

^M^mmx.^)v (soomD-c-jfiffiufco e>t:fejtiT-m*f ufc^^ if^x 
(3oomi)r-fflai> ^mmit'^-Lxmyif.^m-rir^i^^A-ct&mLms.mm 

;!/){:: •c*tS^L^ ^^"^ytf fjWmBLX 3->>7yT-fe^?^ H-2-$/i' a^^^r-b >- 
10 l-:t> (4-501-04) (6.5 g, 76%)<& a SMS i: Utf^feo 

»H NMR (300 MHz, t/^DMSO) : 8 1.71 (quint, 6.0 Hz, 2H), 1.79 (quint, 
6.0 Hz, 2H), 2.78 (t, J= 6.0 Hz, 2H), 6.90 (s, IH), 6.90 (s, IH), 11.16 (br d. J= 
1.5 Hz, 2H). 

c) 3,8-i^5}-:J|r V-2,3.5,6,7.8-'s^'9-t K D-'f V:^^^ U >.4:*;i/5}?- b U;i/ (7- 
15 010)®^fi^ 

3-i^7'yT-fe'^ 5: K-2-i'^ D^df-fe>. !-;*•> (4-501-04) (1.25 g, 7 mmol)<& 
DMF (25 ml)izmmL N. N'-i? ^ A T ^ Y ^ f- )VT ^ - )]/ (1.1 ml, 

8.4mmol)§iinx.^ST? 70l$^jlJtbfco S.Ji&m^Z^i^Wt (IN. 100 ml) in ^» 

^x5=-;i/ (3oomi)-eJfiffl bfeoTicjitt^ e>i3:fe^-e^lffLfcm> (3oo 

Sbv h;i/x>*»e)|fi©SU-r 3,8-5?:t^V-2,3,5.6,7,8-^:^-y-t H P-f V=^y 
U >-4-*;i/5i^- hU;i/ (7-010) (0.92 g, 70%)$:^|ie*gSi: UTfffc. 
^H NMR (300 MHz, CDCls + (a small amount of CDgOD)) : 8 2.17 (quint, J= 
25 6.3 Hz, 2H), 2.63 (t, J= 6.3 Hz, 2H), 3.09 (t, J= 6.3 Hz, 2H), 8.34 (s, IH). 

d) 2- :^5=-;i/-3,8-i>*3|- dp V -2,3,5,6,7,8-^ :3p-y-t Kn-'f Vdr^ 'J >-4-:*;i/4^- b 

(7-Oll)0^J5it 
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3.8-i^:t^V-2,3,5,6,7.8-'s^-y-b K D.^ V^y U > -4-* ;V3j?r: h U ;w (7. 
010) (770mg, 4.1 mmol)S: DMF (15ml){w^^U> l-B-YZ^^y (0.51ml, 4.5 
mmol) hlS/^MWli- h U 'J' A (60% oil suspension, 180 mg, 4.5 nnnol)S:Jn ^> 
•C 31^^^*^ L/feo SJiB^t#*iK (IN, 60 ml)<&iOX.Sf^J^5^;i/ (150ml)t?ift 

5 mks Min:tJS7jc (50ml)t^56^^ ft?*gs^-e^'^,i^<^A-ei£j^u^jE^g^-r?)o 

b^ 2-:/f-;i/-3,8-5^;^-dpV-2,3.5,6,7,8-'V^-y-t HD--f V^py U >.4-* ;i//J^r: h 

(7-011) (610 mg, 61%) <&eeies tut ^feo 

iH NMR (300 MHz, CDClj): 8 0.97 (t, J= 7.5 Hz, 3H), 1.38 (sextet. J= 7.5 Hz, 
10 2H), 1.76 (quint, J= 7.5 Hz, 2H), 2.15 (quint, J= 6.3 Hz. 2H), 2.61 (t, J= 6.3 Hz, 
2H), 3.06 (t, J= 6.3 Hz, 2H). 4.03 (t, J= 7.5 Hz, 2H), 8.39 (s. IH). 

e) 2-r5^;i/-3-:^drV -2,3.5,6.7,8-^ ^i^-h H D-'f V^>' U >-4-* h U ;i/ 
(7-012)© ^fig 

2-:/f^;i/-3,8-i?;*-:^V-2,3,5,6,7,8-^^1tt HD-'f V^^ U >-4-*;i/7K- b U 
15 ;U (7-011) (100 mg, 0.41 mmol)* THF (7 ml)izmM b> Jjf n > h U 7 U K 
I5^;i/x-7';i/tl|^: (0.21 ml, 1.64 mmol)i:2K^'fb i^T^ * •i7^:M- U »> A (90 
mg, 1.44 mmol) in ^> ^Mt- 30^mf^bfeo E^&mt^Slj^^;!^^:^ h U A 
7jc^1« (50 mD^Ua ^mm:r.^ fV (60 ml)-^ Jftaj^> fiaffi:^^* (30 ml)T?iJ!c?^, 

20 h^^^-f- (h;u3^>'/@^MJi5^;i/)K:-CiliSL> 2- :^f-;i/-3-:t =^7-2,3,5,6,7,8- 

'^dp-y-t D-W V=^r>' U >-4-jb;i/;}?^ h U ;i/ (7-012) (70 mg, 74%)Sefi«J* 

»H NMR (300 MHz, CDCI3): 8 0.96 (t, J= 7.5 Hz, 3H), 1.37 (sextet, J= 7.5 Hz, 
2H), 1.67-1.86 (m, 6H), 2.54 (t, J= 6.3 Hz, 2H), 2.87 (t, J= 6.3 Hz, 2H), 3.93 (t, 
25 J= 7.5 Hz, 2H), 7.22 (s, IH). 

f) 2->'f-;i/-3-;t^ V-2,3.5,6.7,8-^^-9-h K D--1' U >-4-*;i/4?>gg (4- 
501-05)©-&fig 
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2-:r5^;l/-3-:t^ V-2,3,5,6,7.8-'^d[^-9-h b' D.-f V^J U >-4.*;i/5}<- h u;i/ 
(7-012) (260 mg, 1.13 mmol)^7jC (6ml)/ x.^ J -)\/ (26 ml){w^P L^ 2K^{b 
*U«>A (444mg. 7.91mmol)*init 24^BgAa»a?iEbfco S^S^a*?Xi^> 
^ (2N, 8 inl)*?iSTL/x l^®x^;i/ (70 ml)-ejfitBmx ilTKaKve^;^ J/ -^7 AT! 

-2,3,5,6,7.8-^ =^•t^t KD-'f V^^ U >-4-*;i/#>^ (4-501-05) (197 mg, 70%) 

NMR (300 MHz, CDClj): 8 0.97 (t, 7.5 Hz, 3H), 1.37 (sextet, J= 7.5 Hz, 
2H), 1.70-1.82 (m, 6H), 2.56 (t, J= 6.0 Hz, 2H), 2.87 (t, J= 6.0 Hz, 2H), 3.95 (t, 
10 J= 7.5 Hz, 2H), 7.27 (s, IH). 

g) 2-:?*f-;i/-3-;r^V-2,3,5,6,7,8-^^-9-t K P-'f V^J U >-4-*;l/J}? >^'>i> 
^ H (4-501)®^ fig 

2- -3-^ :^PV -2,3,5,6,7,8-^ ^-y-t YU-^V^J U > -4-* ;i/ Jjf > ^ (4- 
501-06) (5 mg, 0.02 mmol)§ h;i/i.> (1 ml)^::^^L^ Jfi-fb 5^:^-;!/ (4.4 (il, 
15 0.06 mmol)i:ftll^g® DMF $^JO;l^ 75«C 30 ^SJS^ -Brfe o C©S*?I^<&M 
miiilib>a^*^<b^5^l/> (lml)}3^^Lfe^s^>5^;i/7 $ > (6.2jil,0.06 
mmol)S*DxMa-e lO^ffiJ^bfeoSlB^ftt^^il^ (IN, 3 ml);&to^if 
(8 ml)T?aHi^s fiaW:fe^7jC (4 ml)-??J5fe?ts ^Rl2lcMK Vi^;^ -^7 bME 

^ii^bfeoff e)nfeBS^i'';*'!;';v^:7DT h^^7^- (h;i'X>/i^sgif^;i/) 

20 K:-C)W®bx 2->'^;U-3-;i-^V-2,3,5,6,7,8-^^r1^-t KD--r V^yj >-4-3!j;i/3lf 

y®^>i;;V7'^ K (4-50l)(5mg, 74%)§fia»*i:bTfifeo 

^H-NMR (CDCI3, 300 MHz): 6 0.95 (t, J= 7.5 Hz, 3H), 1.37 (sextet, J= 7.5 Hz, 
2H), 1.66-1.77 (m, 6H). 2.57 (br t, J= 6.3 Hz, 2H), 3.27 (br t, J= 6.3 Hz, 2H), 
3.92 (t, J= 7.6 Hz, 2H), 4.60 (d, J= 5.7 Hz, 2H), 7.12 (s, IH), 7.23-7.40 (m, 6H), 
26 9.58 (br t, 5.7 Hz, IH). 

^Jg^WJ 4-502- ^iS«?IJ 4-504 (i^ ^;Kg«^J 4-501 l^l^fZ^fiS b fco 
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<^MM 5-004 > 



O^N"^Me BnOH / EI^N O A 

S-017 nBu 



/,Bu /1,4.Woxane O N Me 



5404^1 



s-oo^ M04 Abu 

a) 3-'^>i?;i';t=5ps/A;i/7}f-;i/75>'.i->^f-;i/5,6.$^^5^;i/-2-t:i; h> (6-oi7) 

5 3.*;i/4?^i/-6,6-i'p<f-;i/-2.b: u H> (5-004-01) (2.233g)ifei';r^ 

•t^>(50ml)^::Sfi?t^ h >(4.2ml)> i^V\t:i^7xr:;V7^;^7j>U;i/T 

'<>i^;l/7;^3-;l/(l.lml)&^^^^ l^at:inflftm#4iSl^fco 4 ffSP^ms SJ^^^S 

(3.56g)* U * 7 A D T h (P -v'-S-* 7 A B, h ;V i > - T -b h > 

(29:l))SfTV^. 3-'<>5^;i/;r^5/*;i/3j^-;i/7 ^ ^ -i-:7f-;i/ 5,e-i^^f-)l-2-}^ u 
K> (5-017)^M63^ffl(2.477g, 75.4%, lllji^ 65-66*C)-elf feo 

b) 3-7§^-i-:/5";i/6,6.i^^f-;i/-2.t:u K> (5-004-02) 

15 3-^>*J)V:t^iyia}V7fs-)]/T ^ ^ 5,e-t^y-^)\/-2-\^V I'y (5-017) 

(2.487g)$P< ^ y -;i/(25ml)lw^ffPb 10%^^ 7 AMlg(373mg)CD2k(2.5ml)ll 

U H > (5-004-02) (1.438g, 97.8%, Wk^ 94-97'C)S^feJga 
20 m NMR (300 MHz, CDCls); 6 0.97 (t, e/" = 7.2 Hz, 3H), 1.37-1.49 (m, 2H), 
1.60-1.71 (m, 2H), 4.08 (d, J^ = 7.8 Hz, 2H), 6.42 (s, IH). 

c) i\r-i-:rf-;i/ 3-(4-7;i/:^ d'^>^/'1';1')7'^ ^ -5,6-i?^f-;i/-2-tr u K> (s- 

124 



wo 02/053543 



PCT/JPOl/11427 



004) 

3-7 ^ ^;i'-2-t^ U H> (5-004-02) (117mg) & U > 

(lml){;:^«Pt> ^^^«SEff ^3k^^m^^T^ 4-7)V:ta^>^J-fJ]yi7aV K(0.08ml) 
Ox h7h Kn77>(lml)^?SS 10 ^TfSSTUs -tOtSfliWi^feffofco 3lit 

J«iES*b;feo ^e>nfe!eS14SiS(202mg)§«<b^f-l/>n.^=^'9->-e# 

;i/-2-t ij K > (5-004) (103mg, 54.2%, 129-130°C)&f#fe:o 

10 ust^^j s-ooi-^asijij 5-017 it. mum 5-001 tmmz-^mi^tzo 

<MM&i 5-018 > 



16 trU S^>-2-:t> (6-018) 

2.:/a* 7 i-.;i/'f VJ^T^- b(80mg)$r h7 t i/(2ml)(::^§«|L 

^II^^SEffs ^MMJ^Ts S-T^ y-l-yf-;i/ 5,6-i>^5=-;i/-2-lf U H> (5-004-02) 
(78mg)©x h7t Kn77>(2ml)S^S^& 10 ^fflST l/-l!fe^fi&g U „ SB 

■2-;t> (5-018) (142mg, 89.9%, 197-8°C) §f#fc„ 

mmm 5-019 {±x nmm 5-018 hpiaic-^fifeufeo 

<^Mm6-00U 6-005. 6-007> 




a) 4-('<>V^:t=5p1f 2-^ ;V;r^i^)-l-^>$^;V 3-;< V^i^ 5,6-t^^^)V-lH- 
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I) SCX:i2/DMF(cal.) 

HOgC 



iv) BnOH, A n-Bu 

4-002-01 



AcOH • H2N 
Pd-C/Ha/AcOH 



MeOH ° r ^ BaN « " "J 

n-Bu 6-001 ^.Bu 

6-001-01 



Benzyl Isocyanate \ — y ^f**^!]^ 1 



DMAP/CH2CI2 Ci* .. 

A-Bu 

a) (l-:/5";V-2-:t='P V-l,2,6,6,7,8-'\^1J-t: H a-^y U >-3-'f * >^ 

'^>5^;i/x:^x;i/ (e-oo?) o-^jsR 

l.:r5^;i/.2.;t=^r V-l,2,5,6,7,8-'v=^"9-b HD-dpy U >-Z-i3 (4-002- 
5 01) (lOOmg, 0.38 mmol)S b;i/:3i> (5 ml)tr L^ (57 (xl, 0.76 

mmol)i:ffliS«0 DMF SJDX.> 75''C 30 ^S^S^-frfco CI 0SJiSmS«KilSI 
U^ (6ml){cSSIbfe^^ 7S^<b:^^U'5A (29 mg. 0.42 mmol) 

•k^Wi (0.6 mi)*jn^^S"e i6^jft#bfeo s^S^Stc* (5 mi)^in^W®?x^ 
s;;i/t;u3-;V' (46 (U, o.44 inmoi)Sin*$ &fc: i20"C -e 2 s 

^BIS^i'U*'5^;i/^5' DV hy7 7'f- (h;i/x>/if^x5^;i/)l;TigSLs (1-r 
5^;i/-2-3i-^V-l,2,5,6,7,8-'v:^r-t^b KD-dpy U V-S-'f ^ > 

X X ;i' (6-007) (90 mg, 63%) e 6 iSt^ ti H t -c fe 0 

16 NMR (300 MHz, CDClg): 8 0.96 (t, J= 7.6 Hz, 3H), 1.41 (sextet, J= 7.6 Hz, 

2H), 1.63 (quint, J= 7.5 Hz, 2H), 1.70 (quint, J= 6.0 Hz, 2H), 1.83 (quint, J = 
6.0 Hz, 2H), 2.53 (t, J= 6.0 Hz. 2H), 2.63 (t, J= 6.0 Hz, 2H), 4.01 (t, J= 7.8 Hz. 
2H), 6.19 (s, 2H), 7.29-7.41 (m, 6H), 7.76 (s, IH), 7.86 (br s, IH). 

b) S-T-^ y-l-:7f-;i'-5,6,7,8-7" h V t KD-l^-dp^ U >-2.:r>if^^ (6-001- 
20 01) (0-^^ 
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/>^>i?;i/ai;^7';U (6-007) (100 mg, 0.28 mmol)Sp< ^ y-^W (7ml)C^«|bx 
S^if (16|il,0.28mmol)i:>''?5 5^'> (10%, 30 mg)Sinx.s7jcm#ffl^T 1.5 

5 m^^^'^yt^'bn^Bbx S-TK y-i-:/f-;i/-6,6,7,8-x b Ya-lH-^yf ij 
>-2-:t>S^^3^ (6-001-01) (60 mg, 76%)^&&m^il LXntzo 

NMR (300 MHz, CDClj): 6 0.98 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J= 7.5 Hz, 
2H), 1.67 (quint, J= 7.6 Hz, 2H), 1.76 (quint, J= 6.0 Hz, 2H), 1.88 (quint, J = 
6.0 Hz, 2H), 2.05 (s, 3H), 2.58 (t, J= 6.0 Hz, 2H), 2.67 (t, J= 6.0 Hz, 2H), 4.04 
10 (t, J= 7.8 Hz, 2H), 8.27 (s, IH). 

c) JV-(l-:?"f-;i/-2-:t^V -1,2,5,6, 7,8-'^^-9-t HD-dpy V > -3- ^ )vyy<> :X T S. 
K (6-001)0^ fig 

3-T ^ y -l-T'^;!/ -5,6,7,8-7" h 7 h K P-l.H'-^y U >-2-:;i- >if (6-001- 
01) (5 mg, 0.018 mmol)^feffi'fbp<f-U> (1 ml)C;?§®ts ^>'J^ U ^) K 
15 (2.3 [il, 0.02 mmol)i: V V x.^)VT ^ > (5.6 nl, 0.04 mmol)*Jnx.x ^l^-^ 10 ^ 
^#Lfeo (O.IN, 3 ml)&iP^Sf^if-;i/ (lO mi)-c}flm^s tS 

(3mi)-f^5t?tx jR7jcMKvi^;^>>'>A-ei£*ibiim©Mbfeo #e.nfc 

J' U^y^i/^/ D V w - (h;i/x>/|^Kxf-;v)K:Ti»SU JV-(l- 

:/9^>)l/-2-3|-:3pV-l,2,5,6,7,8-^^1ft h-D-dpy ij >.3-l';i/)-'^>XT^ h* (6- 
20 001) (4.9 mg, 83%)^ Q^m^mM t. bX^tco 

^H NMR (300 MHz, CDCI3): 5 0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, J= 7.5 Hz, 
2H), 1.66 (quint, J= 7.5 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.87 (quint, J= 
6.0 Hz, 2H), 2.60 (t, J= 6.0 Hz, 2H), 2.69 (t, J= 6.0 Hz, 2H), 4.06 (t, J= 7.8 Hz, 
2H), 7.43-7.56 (m, 3H), 7.94 (d, J= 6.9 Hz, 2H), 8.31 (s, IH), 9.26 (br s, IH). 

25 mmm G-oo2^mMm 6-004: it. usi^y o-ooi iiPi^t-^gSLfco 

d) l-^>iy}]y 3-(l-:/f-;i/-2-;r='PV.l,2,5,6,7,8-'v^-y-t H D-^y* >; V-S-'f ;i/)- 
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'i7l/T (6-005)® -&fiK 

3-5^5. y-l-rf-;i/-5,6,7,8.x ^ V b \^a.lH-^^ V >-2-;t>P^Jtg (6-001) (5 
mg, 0.018 mmol)$^<bp<5=-V > (1 ml) tl L s '^>i^;i/'f V i'T:?"- h (2.5 
|xl, 0.02 mmol) t 4-5^ ^ 5 t U ^ > (2.4 mg, 0.02 mmol)$in ^ s ^fit 

5 4^p^JS#bfe„ (O.IN, 3ini)Sin^it^xf-;v (iomi)-cJfitBm> 

V-ytC^mf^^LX 3-(l-:^5^;W-2-:t^V-l,2,5,6.7,8-'v=3pl^ t KD- 

>-3-^';i/)-«i7 1/7 (6-005) (5.0 mg, 79%)^&&m^t LT^fco 
10 NMR (300 MHz, CDClj): 8 0.92 (t, J= 7.5 Hz, 3H), 1.32 (sextet, J= 7.5 Hz, 

2H), 1.57-1.65 (m, 2H), 1.69 (quint, J= 6.0 Hz, 2H), 1.82 (quint, J= 6.0 Hz, 2H), 
2.55 (t, J= 6.0 Hz, 2H), 2.59 (t, J= 6.0 Hz, 2H), 3.90 (t, J= 7.8 Hz, 2H), 4.46 (d, 
J= 6.0 Hz, 2H), 5.72 (br s, IH), 7.24-7.32 (m, 5H), 7.95 (s, IH), 8.00 (br s, IH). 

15 <mMm 7-004 > 




1-004-04 

7-004 



a) i-(2-:/D^-7 xri;i/).3-(i-:;^^;i/-5,6-i^p<f-;i/-2-;^:^rV-i,2-i; t Kp bU 

> 3->( )]/)-^ ]y T (7-004) 
1-^>$^;1/ 5,6-i^;>( g^;i/-4-b f Ddp$/-3-^ h^i/ 2-bU K> (1-004-04) 
20 (259mg)& DMF(3ml)H?§^ b> ^^^'^ftffs ^Tamj^T> 60%7K^^b:H h U "i? A 
(48mg)S — ^ICiPA An> 10 2-^ D;i//^>X;t^t>-^y^-;b(261mg)© 

DMF(0.5mi)?§?g%iP;t> 5 i^SJg^^^-iife^fiSfcM u fc„ Sj;Btl^^S^7jcfti{:: 

i^JE§5febyS:of#6.tl*:ieH^'l4a«6(278mg,73.9%)ST-fe h>^^Uli54ft^ 
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(7-004) (144mg, 38.3%, illjfe 154~155'C) ^^^T" U XAgi: LT^fco 
. NMR (300 MHz, CDCI3): 8 2.07 (s, 3H), 2.28 (s, 3H), 3.88 (s, 3H), 5.42 (br 
6 8, 2H), 7.19-7.54 (m, 9H). 



<IIJI5^J 7-008> 



o 

"°2°Y^ HMDS/TMSa MesSiO-'^Y==^ DIBAL . " °'^^]^ 

O^^N"^ toluene MesSIO-^N^ ^luene O N 

H 7-008-01 7-008-02 

3-0S7-01 

n-Bul/KzCOs "^O' 



A-Bu ^ A-Bu NaH/OMF o^N^ 



DMF 

7-OOWb" 7-O0M4 7-008 l,.gy^j 

3-b KPdp>>^f-;i/.2(i/0-t^ 'J K> (7-008-01)® -^fiS 
10 2-t KD^i<'-3f->K (3-067-01) (5.0 g) CD (70 ml) 

■^'^^■y-p^f-^l/i^i'^lf >(HMDS. 19 ml)^;Rtr^ DD h U ^ ^ ;b i> ^ > (TMSCl, 

0.23 ml) ^mx-tm^^mx^tzo 2nmn\^tz^. m^^miiLmm\zv))y3^y 

(lOOmi) <&*n^feo i>j{z:> Tk^'fbi^'f V :?'f-;i/7';i/$ -ii7 A piBAL, 2M 

>^?S> 90 ml) S -78 •C-CiDX.4i©^tgj!f Lfe^vP^^y An^TEjiKSf^ 

ETtW*1-i>c: i:(iJ: D 3-h F d ^>>^ g^;i/-2(i^-K U H > (7-008-01) (2.6 

g, 59%) ^^^mwhi^xntzo 

20 iH hfMR (300 MHz, CDCI3): 8 4.50 (s, 2H). 6.43 (t, J"= 6.7 Hz, IH), 7.33-7.36 
(m, IH), 7.64-7.67 (m, IH). 

b) i-T'^jiz-a-t H D ^;i/-2-t: >; K> (7-oo8-02)c?)^fi!4 

3-b )* D ^;U.2(l.H)-t: U H > (7-008-01) (0.63 g) O DMF (15 ml) ^Wl 
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iZ.^U-^mmi^V'^A (lAg),iSXrf l-B-\iy^> (1.86 g) *An^fco70 "C 
= 2/1) -eiliiSl-rs d J; t) l-7'f-;i/.3-t K n dp>>^ 5^;i/-2-,l^ U K > (7-008- 

02) (0.56 g, 61%) ^m^^nty^x'^tco 

NMR (300 MHz, CDCI3): 6 0.96 (t, J= 7.3 Hz, 3H), 1.32-1.45 (m, 2H), 
1.69-1.79 (m, 2H), 3.95 (t, J= 7.6 Hz, 2H), 4.57 (s, 2H), 6.20 (t, J= 6.7 Hz, IH), 
10 7.24 (dd, J= 6.7, 1.2 Hz, IH), 7.28-7.31 (m, IH). 

c) 3-{^>^J:t^V-'J-}V 2-'f ^;i/)-i.:r^;i/-2-ii y Y> (7-008-03) 

2-034-03 UT^JSgUfc (50%)o 

d) i-:/5^;i/-3-^ D D ^ ^;i/.2-b: ij K > (7-008-04)cd-&j^ 

15 i-r^;i/-3-t Kadpi/^^;i/-2-t U K> (7-008-03) (169 mg) (DMihpi^U 

y (4.0ml) ^Mt.^MT*J®<bf-2f-;i/ (122 mg) ^io^feo ii^^mif 
^^&@5fe-r-5 c: J: D i-^^^^iz-S-i? d n ^ 5^;i/-2-K.'; H > (7-008-04) a 

NMR (300 MHz, CDCI3): 8 0.96 (t, J= 7.3 Hz, 3H), 1.32-1.45 (m, 2H), 
20 1.69-1.79 (m, 2H), 3.96 (t. J= 7.3 Hz, 2H), 6.19 (t, J= 6.7 Hz, IH), 7.27 (dd, J= 
6.7, 2.1 Hz, IH). 7.49 -7.53 (m, IH). 

e) 3-('^>y;i-df^-tJ-y-;u S-'f ^;i/)-i-:/5^;i/-2-KU K> (7- 

008)<Z)-&fig 
2-035 i: (w b -C -^fig b fc (97%), 

25 

<*IS^J 7-009 > 
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5 



O^tjl NaH/DMF o^N^ 
"•^ 7-009 n-8u 



7-008-03 

m 

2-035 i: ma (C L/-C^fi)4L/fc (50%)o 
<SgJt«»J 7-O13->'*i(g0y 7.017> 

I^N-"^ THF . o^N-^ toluene s^N'''^ ^^^^ S^N^ 



NC, 



y • y IN Y 

n-Bu n-Bu Lou n-Bu 



7-011 7-013 7-ni4 7-016 

N 





EtOH S^N ADDP/PMes ^ S'^N 



/Imidazole /THF jj^^j /,-Bu 



7-016 

a) 2-rf-;i/-8-t K D ^^.3-:i-^V-2,3,5,6,7,8-'^dr-!?- 1 H D-'C VdF->' U >.4.* 
;i//J^- h (7-013)O^fig 
10 2.yf-;i/-3,8-S?:t^V-2,3,5,6,7,8-'v:^-b-h 1* D.-f V^^* U >-4-*;U7K- b U 
;i/ (7-011) (10 mg, 0.04 mmol)* THF (1 ml){C^«? b> 7}(.m'^ht^ <^ Mi- h U "J? A 
(2.1 mg, 0.056 mmol)^£ in ^JS-C 10 ^MJ^I^ b o (lN,3ml) 

t:m^^m:^^)\^ (10 mi)-r-aai^s isin:tm7jc (5 mi)-c-iJ6jf > mikmrn-^i^^ 

15 2-:^5^;i/-8-t K Ddf^i'-3-3r-:¥V-2,3,5,6,7,8-^^1^-b Vu-^^^^ 'J>-4.*;i/ 
tK- b i;;L' (7-013) (7.4 mg, 76%)?£ S fiig^ Utfifeo 

NMR (300 MHz, CDClj): 8 0.97 (t, J= 7.5 Hz, 3H), 1.38 (sextet, J= 7.5 Hz, 
2H), 1.76 (quint, J= 7.5 Hz, 2H), 2.15 (quint, J= 6.0 Hz, 2H), 2.61 (t, J= 6.0 Hz, 
2H), 3.06 (t, J= 6.0 Hz, 2H), 3'45-3.58 (m, IH), 4.03 (t, J= 7.5 Hz, 2H), 8.39 (s, 

20 IH). 
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b) 2-:/f-;i/-3-^:t^V-2,3,5,6,7,8-'^^-lJ-t HD-^f v^Jpy V >-4-*;V7j^= h u 

;i/ (7-O14)0^J5g 

2.-7*5^;i/-3-;t^V-2.3,5,6,7,8-^^-y- 1 KD-^' V:^^ U > -4-:^ Jl/TiT^- V U ;i/ 
(7-012) (80 mg, 0.35 mmol)S 31 > (8 ml){3 jgJSP 0-V>lSII (169 mg, 
5 0.42 mmol)4iP^^ 12 i^^infSljiSlE Ufco ^fi* ■e^^4P^N (14 ml) 

^ u-^ VVyy ^ - (h;i/3iv/i^®:ii5^;i/)K:-r)!tiMUx 2-:/5^;i/-3-^:t:^ v- 

2.3,5,6.7,8-'v^1tt KD.-f V:^^ U >- 4- :^ h U ;i/ (7-014) (63 mg, 73%) 

10 iH NMR (300 MHz, CDCI3): S 0.98 (t, J= 7.5 Hz, 3H), 1.41 (sextet, J= 7.5 Hz, 
2H), 1.75-1.90 (m, 6H), 2.60 (t, J= 6.3 Hz, 2H), 2.87 (t, J= 6.3 Hz, 2H), 4.81 (t, 
J-= 7.5 Hz, 2H), 7.50 (s, IH). 

c) 2-::^5^;i/-3-f^;?t-:^ V-2,3,5,6,7,8-'N^-y- 1 H D-f V^>' U >-4-*;i/3}t7';i/x 
t K (7-O15)0-^JE!)o 

15 2-:/^;i/-3-5';r^V-2,3,5,6,7,8-^:^-y-t a if- V > ■4-ij JUtT^- h V )\/ 
(7-014) (220 mg, 0.89 mmol)$ (20 ml)(3S^Us fk^Ts ^^-fbt'-f 

vy5^;i'7';i/§:::>i7A (IM h;i/Ji>^§fa, 1.7 ml, 1.7 mmol)SiP;i 30^ji}tU 
fco SJiS?«i{I^mK (IN, 5 ml)^iD^i^^:i:f-;i/ (10 ml)T^fi^i^^^ fiSffitfe^g* 

(iomi)7?^5fe^> ^i7jcai?v^^'>i^A-^$g*gL/^Eigj^-r5o #e>nfca«^i' 

20 'j^y;!/^ Dv h ^-f- (h;l/x>/i^^i5^;^){z-c)l*SL/^2.:r5^;^-3-5^2|- 

^V-2,3,5,6,7,8-'s=^r-»f t KD-'f V^^ U >-4.*;i/7}^7;i/7^ t H (7-015) (44 mg, 

20%)<&^^§fi^^i: btlffe. 

iH NMR (300 MHz, CDCI3): 8 0.99 (t, J"= 7.5 Hz, 3H), 1.44 (sextet, J= 7.5 Hz, 
2H), 1.74 (quint, J= 3.3 Hz, 4H), 1.87 (quint, J= 7.5 Hz, 2H), 2.62 (br t, J= 6.3 
25 Hz, 2H), 2.95.(br t, J= 6.3 Hz, 2H), 4.51 (t, J= 7.5 Hz, 2H), 7.53 (s, IH), 10.60 
(8, IH). 

d) 2-:/5^;i/.4-t HD:^i/^5^;i/.5,6.7,8-x h5 t Yti.2H-^ V^J U >-3-?-3)- 
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> (7-016)© ^fife 

Y (7-015) (10 mg, 0.04 mmol)§p<^y-;U (2 ml){C^«? zlc^-fb* h 
(4.6mg, 0.12mmol)<&in^^iat 10 1/ &o (IN. 4 

5 mi)*][in^w^:tf-;i/ (lOmD-eJstBms taw:fem7k (5 mi)-5?5fc#s liTkm^v^ 

b K n .2jy--f V ^ ';>-3-^;4-> (7-016) (9 mg, 90%)*^1ie«J*J: bXff fco 
»H NMR (300 MHz, CDCI3): 5 0.99 (t, 7.2 Hz, 3H), 1.43 (sextet, J= 7.2 Hz, 
10 2H), 1.71-1.95 (m, 6H), 2.66 (br t, J= 6.3 Hz, 2H), 2.83 (t, J= 6.3 Hz, 2H), 4.58 
(br t. J= 7.2 Hz, 2H), 4.79 (s, 2H). 7.61 (s, IH). 

e) 4-(^>'J:!ir^V-'J — )\^ 2-^ )l^t^^)V)-2-y^)l/-5,6,7,8-7- h5 b HD.2.H'- 
V=^^ y >-3-5^2t-> (7-017)©-&fia 

2-:/^;u-4-b Kn dp -5.6,7,8-7^ h 7b KD-2j?-'f V:^>' U >-3-^2|-> 

15 (7-016) (14 mg, 0.056 mmol)* THF (1 ml)^3^^ilb^ 2-?t ^ h ^>'J>ir^V- 
'J-)V (16.3 mg, 0.11 m^lol)^ l,l'-(r * ;i/?K-;l/)i'* b'^ 'J > (28.1 mg, 
0.11^lmol)^ -i^V'J—iV (7.6 mg, 0.11 mmpl)^ :^ 9- )\^t^Xy ^ > (1Mb 
0.11 ml, 0.11 mmol)$-€n^njD;?.> M^-C 18 I^P^MJf U fco 

m^ms.mmv (2mi)<£ip^*faiu-c < s^^tj^&^js^x 

20 P V h ^5 7 ^ - (h;i':r:>/P^Ji9^;i/)CT)WSiU> 4-(^ > ^-f- 

i/-;!/ 2-'f;i/^;t.>« 9^ ;i/)-2-:^^;i/ -5,6,7,8-7^ b KD.2^-'f v*>' U>-3-f- 

(7-017) (6.5 mg, 30%)SgJS?Sei|f&?S i: UTff fco 
^H NMR (300 MHz, CDCI3): 6 0.99 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J= 7.5 Hz, 
2H), 1.70-1.95 (m, 6H), 2.62 (t, J= 6.3 Hz, 2H), 3.01 (t, J= 6.3 Hz, 2H), 4.58 (t, 
25 J= 7.5 Hz, 2H), 5.05 (s, 2H), 7.15-7.30 (m, 2H), 7.42 (dd, J= 7.2 Hz, J= 1.8 Hz, 
IH), 7.48 (br s, IH), 7.60 (dd, J= 7.2 Hz, J= 1.8 Hz, IH). 
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<mmm 7.oi8> 




7-012 • 7-018 

■ a) 2-:/^;i/-3-;t='PV-l,2,3,4,5,6,7,8-;t^^ t KD-'f V =^ V >-4-*;i/7}?:^ h U 
5 ;i/ (7-018)©^^ 

2- 1^^;!/ -3-;*- -2,3,5,6,7,8- 'v:^i^-b K D.-f v^^' U >-4-*;i/sl?= b U;i/ 

(7-012) (100 mg, 0.43 mmol)<& h;i/3:> (10 ml)K:?§Pbx Ski^TN 7k^ftl$^-< 

v:^5^;i/T;i'^-'i7A (im VJ^^yMi^, 0.8 mi, 0.8 mmoi)?&ip^ lo^mnv 
feo Kismt^JiM (IN, 5 mi)S:iia^fi^^3^5^;i/ (10 mi)'e»m^x ^m-ki^Hf^ 

-l,2,3,4,5,6,7,8-;ti^t5' t Kn--f V='P>' U >-4-:«7;i/^v- h U -(P (7-018) (70 mg, 
70%)<& e 1: LTff fee 

NMR (300 MHz, CDCI3): 6 0.93 (t, J= 7.5 Hz, 3H), 1.32 (sextet, J= 7.5 Hz, 
15 2H), 1.42-1.59 (m. 5H), 1.88 (s, IH), 1.97-2.08 (m, 2H), 2.20-2.32 (m, IH), 
2.54-2.66 (m, IH), 3.06-3.19 (m, 2H), 3.33-3.43 (m, 3H). 
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wo 02/053543 



PCT/JPOl/11427 



^1 







No. 


R2 






R« 


^H-NMR (CDCI3) 


1-001 


H 


Me 


Me 


Me 


2.16 (8, 3H), 2.33 (s, 3H), 
3.62 (s, 3H), 7.17-7.26 (m, 
2H), 7.34 (8, IH), 7.34-7.43 
(m ,1H). 7.46-7.50 (m. IH). 


1-002 


H 


Me 


Me 


Et 


1 Q9 /+ T"— T 9 TJf» OXX\ OIK 
l.OZ \Z, d i ,^ XlZ, OJtl^ Z«10 

(s, 3H), 2.36 (s, 3H), 4.19 (q, 
J = 7.2 Hz, 2H), 7.19-7.26 

^xu, £ta.)f f »o*t \9i ^J^)} (,0X3' 

7.42 (m ,1H), 7.46-7.49 (m, 
IH). 


1-003 


H 


Me . 


Me 


nPr 


0.98 (t, J = 7.2 Hz, 3H), 
1.65-1.78 (m, 2H), 2.15 (s, 
3H), 2.34 (s, 3H), 4.03-4.08 

7.33 (s, IH), 7.38-7.41 (m, 
IH). 7.46-7.49 (m, IH). 


1-004 


H 


Me 


Me 


nBu 


0.95 (t, J = 7.5 Hz, 3H), 
1.35-1.48 (m, 2H), 1.62-1.72 
(m ,2H), 2.15 (s, 3H), 2.35 
(s, 3H), 4,10 (t, c/= 7.8 Hz, 
2Hn 7 lQ-7 25 2V(\ 7 3.^ 
(s, IH), 7.38-7.42 (m, IH), 
7.46-7.49 (m. IH). 


1-005 


H 


Me 


Me 


Bn 


2.14 (s, 3H), 2.25 (s, 3H), 
5,42 (br 8, 2H), 7.17-7.51 
(m. lOH). 


1-006 


H 


Ok 


H 


nBu 


0.94 (t, J = 7.4 Hz, 3H), 
1.35-1.48 (m, 2H), 1.76-1.86 
(m, 2H), 4.06 (t, 7 A Hz, 
2H), 7.22-7.28 (m, 3H), 7.34- 
7.51 (m, 7H), 7.81 (d, 2.6 
Hz. IH). 


1-007 


H 




H 


nBu 


0.96 (t, J = 7.3 Hz, 3H), 
1.35-1.48 (m, 2H). 1.75-1.86 
(m, 2H), 4.05 (t, V= 7.3 Hz, 
2H), 7.10-7.17 (m, 2H), 
7.22-7.24 (m, 3H), 7.37-7.44 
(m, 3H), 7.48-7.52 (m, IH), 
7.76 (d, 2.7 Hz. IH). 


1-008 


H 


Ck 


H 


nBu 


0.97 (t, J = 7.3 Hz, 3H), 

1.36- 1.49 (m, 2H), 1.79-1.87 
(m, 2H), 4.08 (t. J= 7.3 Hz, 
2H), 7.23-7.27 (m, 2H). 

7.37- 7.44 (m, 2H), 7.45-7.62 
(m, IH), 7.50 (d, c/= 2.7 Hz, 
IH), 7.75-7.78 (m, IH), 7.81 
(d, J'= 2.7 Hz, IH), 8.61 (d, 
«/= 3.7 Hz. IH). 8.74 (s, IH). 



136 



wo 02/053543 



PCT/JPOl/11427 



*2 



No. 






R* 


R« 


^H-NMR (CDCI3) 


1-009 


H 




H 


nBu 


0.97 (t, J = 7.4 Hz, 3H), 
1.38-1.48 (m, 2H), 1.75-1.86 
(m, 2H), 4.05 (t, J= 7.4 Hz, 
2H), 6.92 (s, IH), 7.23-7.52 
(m, 6H). 7.67-7.69 (m. 2H), 
7.71 (d, J= 2.7 Hz, IH), 7.89 
(d. J= 2.7 Hz, IH). 


1-010 


Me 


H 




nBu 


0.94 (t, J= 7.5 Hz, 3H), 1.39 
(sextet, J = 7.6 Hz, 2H), 

3H), 2.37 (s, 3H), 3.99 (t, 
7.8 Hz, 2H), 5.95 (s, IH), 
7.18 (ddd, J= 7.5, 7.5, 1.8 
Hz), 7.23 (ddd, J = 7.5, 7.5, 
1.8 Hz, IH), 7.40 (m, IH), 
7.47 (m, IH). 


1-011 




H 


Me 


nBu 


0.94 (t, J= 7.5 Hz, 3H), 1.37 
(sextet, J = 7.6 Hz, 2H), 
1.68-1.78 (m, 2H), 1.73 (d, J 
=r 1.0 Hz, 3H), 3.32 (s, 2H), 
3.94 (t, 7.5 Hz, 2H), 4.82 
(s, IH), 4.88 (s, IH), 6.13 (d, 
J= 7.2 Hz, IH), 7.17 (d, 
7.2 Hz, IH), 7.19 (ddd, J = 
7.5, 7.5, 1.5 Hz, IH). 7.23 
(ddd, J = 7.5. 7.5. 1.5 Hz, 
IH), 7.40 (m, IH), 7.48 (m, 
IH). 
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ma 



No. 


mm 


^H-NMR (CDCI3) 


1-012 


^ Me 


2.16 (s, 3H), 2.36 (s, 3H), 7.20-7.29 
(m, 2H), 7.40-7.44 (m. 1H9, 7.68-7.61 
(m, IH), 7.83 (s, IH). 


1-013 


nBu 


0.95 (t, J = 7.2 Hz), 1.35-1.48 (m, 
2H), 1.60-1.72 (m, 2H), 2.15 (s, 3H), 
2.39 (s, 3H), 4.11 (t, J= 7.8 Hz, 2H), 
7.22-7.29 (m, 2H), 7.41-7.44 (m, IH), 
7.67-7.61 (m, IH), 7.81 (s. IH). 


1-014 


' nBu 


0.96 (t, J= 7.2 Hz, 6H), 1.30-1.60 (m, 
4H), 1.60-1.75 (m, 2H), 1.76-1.90 (m, 
2H), 2.31 (s, 3H), 3.89 (t, J= 6.9 Hz, 
2HS 4 02 (t 8 1 Hz 2'R\ 5 88 (d 
7.8 Hz, IH), 6.52 (d, J= 7.2 Hz, 
IH). 


1-015 


^ nBu 


0.94 (t, e/= 7.5 Hz, 3H), 1.40 (sextet, 
J= 7.5 Hz, 2H), 1.66 (quint, 7.5 
Hz, 2H), 1.74 (quint, c/= 6.6 Hz, 2H), 
1.87 (quint, J= 6.0 Hz, 2H), 2.58 (t, 
6.0 Hz, 2H), 2.69 (t, 6.0 Hz, 
2H'^ 4 02 ^t J" =5 7 8 Hz 2H'i 7 16- 
7.26 (m, 2H), 7.24 (s, IH), 7.40 (dd, J 
= 6.9 Hz, 2.4 Hz, IH), 7.48 (dd, «/ = 
6.9 Hz. 2.4 Hz. IH). 


1-016 


nBu 


0.96 (t, J= 7.5 Hz, 3H), 1.42 (sextet, 
J= 7.5 Hz, 2H), 1.60-1.76 (m, 4H), 
1 81 fauint = 6 0 Hz 2Hi 2 43 

6.0 Hz, 2H), 2.61 (t, 6.0 Hz, 
2H), 4.01 (t, J= 7.8 Hz, 2H), 5.07 (s, 
2H), 6.43 (s, IH), 7.28-7.39 (m, IH), 
7.34 (d, J= 7.5 Hz, 2H), 7.45 (d, 
7.5 Hz, 2H). 


1-017 


Br 


3.23 (t, J= 7.5 Hz, 2H), 4.24 (t, c/ = 
7.5 Hz, 2H), 6.10 (t, J= 6.9 Hz, IH), 
6.99 (dd, J= 1.8, 6.9 Hz, IH), 7.08- 
7.29 (m, 5H), 7.42-7.45 (m, IH), 
7.49-7.52 (m, 2H), 7.56 (dd, 1.2, 
7.8 Hz, IH). 


1-018 




3.03 (t, */= 6.1 Hz, 2H), 4.34 (t, J- 
6.1 Hz, 2H), 6.74 (d, J= 7.9 Hz, IH), 
7.19-7.45 (m, 6H), 7.50 (d, «7 = 6.4 
Hz, IH), 7.61 (d, J= 7.9 Hz, IH), 
7.73 (d, 7.3Hz, IH). 


1-019 


n-Bu 


0.96 (t, 7.5 Hz, 3H), 1.41 (sextet, 
«/= 7.5 Hz, 2H), 1.58-1.73 (m, 4H). 
1.81 (quint, J= 6.0 Hz, 2H), 2.45 (t, 
e/= 6.0 Hz, 2H), 2.61 (t, 6.0 Hz, 
2H), 3.18 (t, 7.5 Hz, 2H), 4.00 (t, 
«/= 7.8 Hz. 2H), 4.07 (t, «/= 7.5 Hz, 
2H). 6.34 (s, IH). 7.21-7.33 (m. 5H). 



wo 02/053543 



PCT/JPOl/11427 



g4 



No. 






iH-NMR (CDCI3) 


2-001 


Me 


Me 


2.28 (s, 3H). 2.49 (s. 3H), 4.17 (s. 3H), 
7.19-7.24 (m. 2H). 7.40 (s, IH), 7.43-7,49 

(m, 2H). 


2-002 


Me 


Et 


1 46 (t J= 7 2 Hz 3H^ 2 25 Ca 3H') 2 Bfi 
(s, 3H), 4.92 (br s, 2H), 7.18-7.24 (m, 2H), 
7.37 (s, IH), 7.42-7.49 (m. 2H). 


2-003 


Me 


nPr 


1.04 (t, 7.2 Hz, 3H), 1.89 (br s, 2H), 

2 2^ (r 2 fi2 ^'s .^TT"! 4 71 (hr q 2H^ 

7.19 7.26 (m, 2H), 7.36 (s, lH),7,42-7.49 
(m, 2H). 


2-004 


Me 


nBu 


0.99 (t, 7.2 Hz, 3H), 1.42-1.54 (m, 2H), 
1.83 (br s, 2H), 2.25 (s, 3H), 2.53 (s. 3H), 
4 80 rbr s 2H'i 7 18-7 26 (m 2H'i 7 36 fa 
IH), 7.42-7.49 (m, 2H). 


2-005 


Me 


iBu 


0.97-0.99 (m, 6H), 2.27 (s, 3H), 2.61 (s, 
3H), 2.51-2.66 (m, IH), 3.81 (br s, IH), 
5 64 (br 8 IH) 7 20-7 24 (m 21D 7 39 (s 
IH), 7.42-7.48 (m, 2H). 


2-006 


Me 


nPent 


0.92 (t, J- 7.2 Hz, 3H), 1.36-1.48 (m, 4H), 
1.85 (br s, 2H), 2.25 (s, 3H), 2.53 (s, 3H), 
4.76 (br s, 2H), 7.18-7.26 (m, 2H), 7.36 (s, 
IH), 7.42-7.49 (m, 2H). 


2-007 


Me 


nHexyl 


0.89 (t, 7.2 Hz, 3H), 1.30-1.50 (m, 6H), 
1.84 (br 8, 2H), 2.26 (s, 3H), 2.62 (a, 3H), 
4.79 (br s, 2H), 7.17-7.26 (m, 2H), 7.35 (s, 
IH), 7.42-7.49 (m, 2H). 


2-008 


Me 


Bn 


2.24 (8, 3H), 2.38 (s, 3H), 6.27 (br s, 2H), 
7.14-7.52 (m, lOH). 


2-009 


Et 


Me 


1.23 (t, J= 7.8 Hz, 3H), 2.50 (s, 3H), 2.61 
(q, 7.8 Hz, 2H), 4.17 (s, 3H), 7.19-7.24 
(m, 2H), 7.42 (s. IH), 7.42-7.49 (m, 2H). 


2-010 


Et 


Et 


1.23 (t, 7.5 Hz, 3H). 1.47 (t, 7.2 Hz, 
3H), 2.57 (8. 3H), 2.59 (q, 7.5 Hz, 2H), 
4.92 (br 8, 2H), 7.18-7.24 (m, 2H), 7.39 (8, 
IH). 7.43-7.49 (m, 2H). 


2-011 


Et 


nPr 


1.04 (t, J== 7.2 Hz, 3H), 1.22 (t, J== 7.5 Hz, 
3H), 1.89 (br s, 2H), 2.54 (s, 3H), 2.59 (q, J 
= 7.5 Hz, 2H), 4.72 (br s, 2H), 7.18-7.24 
(m. 2H), 7.38 (s, IH), 7.42-7.49 (m, 2H). 


2-012 


Et 


nBu 


0.99 (t, e/= 7.2 Hz, 3H), 1.22 (t, 7.6 Hz, 
3H), 1.42-1.54 (m, 2H), 1.83 (br s. 2H), 
2.55 (s, 3H), 2.59 (q, J= 7.5 Hz, 2H), 4.77 
(br s, 2H), 7.20-7.24 (m, 2H), 7.38 (s, IH), 
7.42-7.49 (m, 2H), 


2-013 


Et 


Bn 


1.22 (t, J= 7.5 Hz, 3H), 2.40 (s. 3H), 2.57 
(q, J= 7.5 Hz, 2H), 6.26 (br s, 2H), 7.13- 
7.51 (m, lOH). 



wo 02/053543 



PCT/JPOl/11427 



^5 



No. 






iH-NMR (CDCls) 


2-014 


ay 


Me 


2.55 (s. 3H), 4.10 (s, 3H), 6.57 (d, J 
= 7.8 Hz, IH), 7.20-7.26 (m, 2H), 
7,40-7.50 (m, 3H). 


2-015 


ay 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.47 
(sextet, J = 7.5 Hz, 2H), 1.84 
(m ,2H), 2.58 (s, 3H), 4.69 (br s, 
2H), 6.52 (d, J= 7.8 Hz. IH), 7.20» 
7.26 (m. 2H). 7.30-7.50 (m. 3H). 


2-016 


ay^ 


nBu 


0.82 (t, J ^ 7.5 Hz, 3H), 1.32 
(sextet, J= 7.5 Hz, 2H), 1.47-1.52 
(m, 2H), 2.46 (s, 3H), 4.37 (br s, 
2H), 4.80 (s, 2H), 7.06 (d, J= 9.0 
Hz, IH), 7.26-7.35 (m, 3H), 7.38- 
7.44 (m, IH). 7.60-7.67 (m. IH). 


2-017 


Ac 


nBu 


0.99 (t, J = 7.5 Hz, 3H), 1.47 
(sextet, J = 7.5 Hz, 2H), 1.83 (m, 
2H), 2.38 (s, 3H), 2.54 (s, 3H), 4.70 
(br s, 2H), 6,44 (d, J=7.S Hz, IH), 
7.04 (d, J-= 7.5 Hz, IH). 


2-018 


H 


nBu 


1.02 (t, J = 7.8 Hz, 3H), 1.60 
(sextet, t/= 7.8 Hz, 2H), 1.80-1.90 
(m, 2H), 2.51 (s, 3H), 4.66 (br s, 
2H), 6.49 (d, J= 8.1 Hz, IH), 6.91 
(d. J== 7.8 Hz, IH), 8.44 (br s, IH). 


2-019 


O 


nBu 


0.96 (t, J = 7.5 Hz, 3H), 1.41 
(sextet, 7.5 Hz, 2H), 1.70 (m, 
2H). 2.43 (8, 3H), 2.52 (s, 3H), 4.61 
(brs, 2H), 6.38 (d, 8.1 Hz, IH), 
7.26-7.35 (m, 3H), 7.97 (d, J= 8.7 
Hz, IH). 




J13U-0U2- 


ni5u 


1.01 (t, J = 7.5 Hz, 3H), 1.49 
(sextet, J = 7.2 Hz, 2H), 1.82 (m, 
2H), 2.57 (s, 3H), 3.48 (dd, J= 3.0, 
1.5 Hz, 3H), 4.70 (brs, 2H), 6.47 (d, 
J= 7.8 Hz, IH), 7.31 (dd. 7.8, 
1.8Hz. IH). 


2-021 


or 


nBu 


0.98 (t, J = 7.2 Hz, 3H), 1.46 
(sextet, J= 7.5 Hz, 2H), 1.81 (m, 
2H), 2.51 (8, 3H), 4.00 (s, 2H), 4.67 
(brs, 2H), 6.39 (d, J= 7.8 Hz, IH), 
6.98 (d, J= 7.8 Hz, IH), 7.10-7.50 
(m, 5H). 


2-022 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.47 
(sextet, J = 7.2 Hz, 2H), 1.85 (m, 
2H), 2,54 (8, 3H), 2.90-3,00 (m, 
2H), 3.10-3.20 (m, 2H), 4.70 (brs, 
2H), 3.10-3.20 (m, 2H), 4.70 (brs, 
2H), 6.42 (d. J= 8.1 Hz, IH). 6.97 
(d, </= 8.1 Hz, IH), 7.18-7.34 (m, 
5H). 
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S6 



No 






^H-NMR (CDCI3) 


2-023 




nBu 


0.92 (t, J= 6.9 Hz, 3H), 1.37 (m. 
4H), 2,41 (8, 3H). 4.17 (brs, 2H), 
4.47 (8, 2H), 6.99 (d, J= 9.0 Hz. 
IH). 7.00-7.30 (m. 5H). 


2-024 




nBu 


0.94 (t, c/ — 0.9 Jtlz, 3x1), 1.40 
(sextet, c/ = 7.8 Hz, 2H), 1.70 
(m ,2H), 2.48 (s, 3H), 2.89 (s, 6H), 
4.60 (br s, 2H), 6.27 (d, J= 8.1 Hz, 
IH), 6.97 (dd, 8.1, 1.2 Hz, IH), 
7.21 (d, 7.8 Hz, IH), 7.51 (dd, J 
= 8.1, 7.8 Hz, IH), 7.61 (dd, J= 8.4, 
7.8 Hz, IH), 8.28 (dd, J= 7.2, 0.9 
Hz, IH), 8.61 (t, «/= 8.4 Hz. 2H). 


2-025 




nBu 


1.02 (t, J = 7.5 Hz, 3H), 1.50 
(sextet, 7.5 Hz, 2H), 1.80-1.85 
(m ,2H), 2.51 (s, 3H), 4.67 (br s, 
2H), 6.51 (dd, J= 5.1, 4.8 Hz, IH), 
6.57 (d, 7.8 Hz, IH), 7.38 (d, 
8.1 Hz. IH). 7.70-7.85 (m, 2H). 


2-026 


nBu 


nBu 


0.90-1.03 (m, 6H), 1.4-1.6 (m, 4H), 
1.8-1.9 (m, 4H), 2.50 (s, 3H), 3.98 
(t, J= 6.9 Hz, 2H), 4.76 (bra, 2H), 
6.40 (d, J= 8.1 Hz, IH), 6.60 (d. J= 
7.8 Hz. IH). 


2-027 




nBu 


0.91 (t, 7.2Hz, 3H), 1.25-1.44 
(m, 4H,), 1.25-1.44 (m, 4H), 2.40 (s, 
3H), 3.75 (s, 3H), 4.18 (brs, 2H), 
4.44 (s,2H), 6.73 (A2B2-type, J = 
8.7Hz, 2H), 6.98 (d, t/=9.3Hz, IH), 
7.09 (A2B2-type. J = 8.4Hz, 2H), 
7.25 (d. J= 9.0Hz. IH). 


2-028 


EtOjC- 


nBu 


0.99 (t, J- 7.2 Hz, 3H), 1.40 (t, 
7.2 Hz, 3H), 1.47 (sextet, 7.5 
Hz. 2H). 1.84 (m, 2H), 2.55 (s, 3H), 
4.35 (q, J'= 7.5 Hz, 2H), 4.69 (brs, 
2H), 6.45 (dd, 7.5, 0.6 Hz, IH), 
7.12 (d. c/= 7.5 Hz, IH). 


2-029 


0 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.48 
(sextet, J - 7.2 Hz, 2H), 1.85 (m, 
2H), 2.57 (s, 3H), 4.73 (brs, 2H), 
6.48 (d, J= 7.8 Hz, IH). 7.18 (d, */= 
7.5 Hz, IH). 7.20-7.70 (m, 3H), 
8.20-8.30 (m. 2H). 
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No. 










^H-NMR (CDCls) 


2-030 


H 


H 


H 


iPr 


1.46 (8, 3H), 1.48 (s, 3H), 6.31- 
6.45 (m, IH), 6.76 (t, J= 7.0 Hz, 
IH), 7.03-7.29 (m, 3H), 7.43-7.29 
(m, 3H), 7.43-7.54 (m, 2H). 7.74 
(dd. 1.5. 7.0 Hz. IH). 


2-031 


Me 


H 


H 


nPr 


1.00 (t, J = 7.3 Hz, 3H), 1.83- 
2.02 (m, 2H), 4.48 (t, J=^ 1,1 Hz, 
2H), 6.56 (d, J = 6.6 Hz, IH), 
7.20-7.28 (m, 2H), 7.43-7.49 (m, 
2H). 7.57 (d. c/= 6.6 Hz. IH). 


2-032 


-CHjOMe 


H 


H 


nPr 


0.96 (t, e/= 7.3 Hz, 3H), 1.35- 

1.47 (m, 2H), 1.81-1.91 (m, 2H), 
3.43 (s, 3H), 4.48-4,56 (m, 3H), 
6.89 (d, J = 6.7 Hz, IH), 6.97- 

7.48 (m, 4H), 7.68 (d, 6.7 Hz, 
IH). 


2-033 


H 


H 


H 


nBu 


0.98 (t, «7= 7.3 Hz. 3H), 1.37- 
1.49 (m, 2H), 1.83-1.94 (m, 2H), 
4.57 (t, 7.6 Hz, 2H), 6.66- 
6.70 (m, IH), 7.22-7.27 (m, 2H), 
7.43-7.51 (m, 3H), 7.68 (dd, 
1.5, 6.4 Hz, IH). 


2-034 


Me 


H 


H 


nBu 


0.95 (t, J = 7,3 Hz, 3H), 1.34- 
1.46 (m, 2H), 1.79-1.90 (m, 2H), 
^.29 (s, 3x1), 4.51 (t, J = 7.4 Hz, 
2H), 6.55 (d, J = 6.6 Hz, IH), 
7.20-7.28 (m, 2H), 7.43-7.48 (m, 
2H). 7.59 (d, e/= 6.6 Hz, IH). 


2-035 


H 


Me 


H 


nBu 


0.97 (t, J = 7.3 Hz, 3H), 1.36- 
1.46 (m, 2H), 1.82-1.92 (m, 2H), 
4.54 (t, J= 7.6 Hz, 2H), 7.19- 
7.27 (m, 2H), 7.40-7,52 (m. 4H). 


2-036 


H 


Br 


H 


nBu 


0.99 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J = 7.6 Hz, 2H), 1.83- 
1.93 (m , 2H), 4.53 (t, 7.5 Hz, 
2H), 7.21-7.30 (m, 2H), 7.42-7.52 
(m, 2H), 7.64 (d, 2.1 Hz, IH), 
7,79 (d, ^= 2,1 Hz, IH). 


2-037 


H 




H 


nBu 


1.00 (t, J = 7.3 Hz, 3H), 1.45 
(sextet, J = 7.3 Hz, 2H), 1.86- 
1.97 (m, 2H), 4,57 (t, J= 7.6 Hz. 
2H), 7.22-7.28 (m, 2H), 7.34-7,44 
(m, 3H), 7.44-7.52 (m, 4H), 7.61 
(d, .;'= 1.8 Hz. IH), 7.89 (d, 
1.8 Hz, IH). 
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S8 

O 



No. 






^H-NMR (CDCI3) 


3-001 




Me 


2.20 (s, 3H), 2.39 (s, 3H), 3.62 (s, 
3H), 4.65 (d, 6.0 Hz, 2H), 7.21- 
7.38 (m, 5H), 8.37 (s, IH), 10.28 
(br s, IH). 


3-002 




Me 


2.19 Cs. 3H). 2.38 fs. 3H') 2 93 J 
= 7.2 Hz, 2H), 3.62 (s, 3H), 3.65- 

3.72 (m, 2H), 7.21-7.33 (m, 5H), 
8.34 (s, IH). 9.99 (br s, IH). 


3-003 






1.32 (t, e/= 7.2 Hz, 3H), 2.18 (s, 
3H), 2.42 (s, 3H), 4.20 (q, J = 7.2 
Hz 2H) 4 G4 (d </ = 6 0 Hz 2H'i 
7.24-7.38 (m, 5H), 8.35 (s, IH), 
10.30 (br s. IH). 


3-004 




Et 


1.33 (t, 7.2 Hz, 3H), 2.18 (s, 
3H^ 2 42 (a 3H^. 2 93 «/" = 7 5 
Hz, 2H), 3.64-3.71 (m, 2H), 4.21 (q, 
7.2 Hz, 2H), 7.18-7.33 (m, 6H), 
8.32 (s. IH), 10.03 (br s. IH). 


3-005 




nPr 


1.03 (t, 7.8 Hz, 3H), 1.65-1.78 
(m, 2H), 2.19 (s, 3H), 2.42 (s, 3H), 
4.07 (t, e/= 8.1 Hz, 2H), 4.65 (d, 
6.0 Hz, 2H), 7.24-7.38 (m, 5H), 
8.36 (s. IH), 10.30 (br s, IH). 


3-006 


U 


nPr 


1.05 (t, J= 7.5 Hz, 3H), 1.67-1.80 
(m, 2H). 2.19 (s, 3H), 2.42 (s, 3H). 
2.92-2,97 (m, 2H), 3.64-3.72 (m, 
2H), 4.09 (t, J= 7.8 Hz, 2H), 7.20- 
7.35 (m, 5H), 8.33 (s, IH), 10.05 
(br s, IH). 


3-007 




iPr 


1.60 (s, 3H), 1.63 (s, 3H). 2.17 (s, 
3H), 2.40 (s, 3H), 4.64 (d, J = 6.0 
Hz, 3H), 7.24-7.34 (m, 5H), 8.31 (s, 
IH), 10.31 (br s, IH). 


3-008 




iPr 


1.62 (s. 3H), 1.64 (s, 3H), 2.17 (s, 
3H), 2.40 (s, 3H), 2.93 (d, 7.8 
Hz, 2H), 3.62-3.69 (m, 2H), 4.64 
(br s, IH), 7.18-7.33 (m, 5H), 8.28 
(s, IH). 10.04 (br s, IH). 


3-009 




nBu 


0.98 (t, e/= 7.2 Hz, 3H), 1.38-1.51 
(m, 2H), 1.61-1.71 (m, 2H), 2.18 (s, 
3H), 2.41 (s, 3H), 4.10 (t, J= 8.1 
Hz, 2H), 4.64 (d, J=G.O Hz, 2H), 
7.21-7.38 (m, 5H), 8.35 (s, IH), 
10.30 (br s. IH). 


3-010 




nBu 


1.00 (t, J= 7.2 Hz, 3H), 1.40 (m, 
2H), 1.61-1.72 (m, 2H), 2.93 (t, J = 
7.2 Hz, 2H), 3.63-3.70 (m, 2H), 
4.11 (t, J= 7.8 Hz, 2H), 7.18-7.32 
(m, 5H), 8.32 (s. IH), 10.03 (br s, 
IH). 
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^9 

0 

I. 



No. 






^H-NMR (CDCI3) 


3-011 




nHexyl 


0.89 (t, J- 7.2 Hz, 3H), 1.30-1.50 
(m. 6H), 1.60-1.75 (m, 2H). 2.18 (s, 
3H), 2.41 (s, 3H), 4.09 (t, 7.8 
Hz, 2H), 4,64 (d, J= 5.7 Hz, 2H), 
7.23-7.38 (m. 5H). 8.35 (s, IH). 


3-012 




nHexyl 


0.91 (t, cA= 6.9 Hz, 3H), 1.32-1.45 
(m, 6H), 1.63-1.70 (m, 2H), 2.18 (s. 
3H), 2.40 (s, 3H), 2.93 (t, J = 7.6 
Hz, 2H), 3.63-3.70 (m, 2H), 4.10 
(t, 7.8 Hz, 2H), 7.18-7.32 (m, 
5H), 8.31 (s, IH). 10.04 (bra, IH), 


3-013 


iX 


Bn 


2.19 (s, 3H), 2.31 (s, 3H), 4.64 (d, J 
= 5.7 Hz, 2H), 5.44 (br s, 2H), 
7.07-7.38 (m, lOH), 8.44 (s, IH), 
10.24 (br s. IH), 


3-014 




Bn 


2.18 (s, 3H), 2.31 (s, 3H), 2.93 (t, J 
= 7.5 Hz, 2H), 3.64-3.71 (m, 2H), 
5.45 (br s, 2H), 7.08-7.36 (m, lOH), 
8.41 (s. IH), 9.98 (br s, IH). 


3-015 




Ph 


2,00 (s, 3H), 2.22 (s, 3H), 4.58 (d, J 
= 5.7 Hz, 2H). 7.16-7.32 (m, 7H), 
7.49-7.58 (m, 3H), 8.49 (s, IH), 
10.02 (br s, IH). 


3-016 




Ph 


2.00 (s, 3H), 2.22 (s, 3H), 2.88 (t, J 
= 7.8 Hz, 2H), 3.59-3.66 (m, 2H), 
7.16-7.29 (m, 7H), 7.51-7.61 (m, 
3H), 8.46 (s. IH), 9.82 (br s, IH). 
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m. 1 0 

0 



n 


Bu 


No. 






iH-NMR (CDCI3) 


3-033 


u 


nBu 


0.93 (t, J= 7.2 Hz, 3H), 0.98 (t, e/ = 
7.2 Hz, 3H), 1.32-1.61 (m, 6H), 
1.61-1.69 (m, 2H), 2.41 (s, 3H), 2.48 
(t, e/= 7.8 Hz, 2H), 4.09 (t, 7.8 

rlz, 4.d4 ^u, e/ — O.U JtlZ, 

7.23-7.38 (m, 5H), 8.36 (s. IH), 10.30 
(br s, IH). 


3-034 




nBu 


0.93 (t, J= 7.2 Hz, 3H), 1.00 (t, 
7.2 Hz, 3H), 1.30-1.64 (m, 6H), 
1.63-1.72 (m, 2H), 2.42 (s, 3H), 2.48 
(t, J = 7.8 Hz, 2H), 2.93 (m, 2H), 
3.62-3.70 (m, 2H), 4.10 (t, = 7.8 
xlz, ^xiA /.ID-/.0Z (m, Oll^ O.OZ \S, 
IH), 10.04 (br s, IH). 


3-035 




nPentyl 


0.90 (t, 6.9 Hz, 3H), 0.98 (t, J = 
7.2 Hz, 3H), 1.30-1.53 (m, 8H). 
1.62-1.69 (m, 2H), 2.47 (s. 3H), 2.48 

^t, e/ — /.O xlz, iSllA 4.0y ^t, J — 7.0 
Hz, 2H), 4.64 (d, J 5.7 Hz, 2H), 
7.23-7.38 (m, 5H), 8.35 (s, IH), 10.31 
(br s, IH). 


3-036 




nPentyl 


0.90 (t, 6.9 Hz, 3H) , 1.00 (t, 
7.2 Hz, 3H), 1.28-1.39 (m, 4H), 

2.42 (s, 3H), 2.47 (t, 7.5 Hz, 2H), 
2.93 (t, J = 7.2 Hz, 2H). 3.63-3.70 
(m, 2H), 4.10 (t, J = 7.8 Hz, 2H), 
7.20-7.32 (m, 5H), 8.32 (s, IH), 10.04 


3-037 




I 


0.98 (t, 7.3 Hz, 3H), 1.38-1.50 
(m, 2H), 1.61-1.71 (m, 2H), 2.71 (s, 
3H), 4.16 (t, J= 7.9 Hz, 2H), 4.63 (d, 
5.8 Hz, 2H). 7.22-7.37 (m, 5H), 
8.78 (s. IH), 10.4 (br s. IH). 


3-038 


or- 


I 


1 00 Ct J = 1 S Hz SK). 1 39-1 51 
(m, 2H). 1.59 (s, 3H). 1.61-1.71 (m, 
2H), 2.71 (s, 3H), 2.92 (t, J= 7.6 Hz, 
2H), 3.62-3.69 (m. 2H), 4.17 (t, 
7.9 Hz, 2H), 7.19-7.33 (m, 5H), 8.74 
(s, IH), 9.77 (br s, IH). 


3-039 






1.00 (t, 7.3 Hz, 3H), 1.41-1.53 
(m, 2H), 1.68-1.78 (m, 2H), 4.15 (t, J 
= 7.6 Hz, 2H), 4.65 (d, J= 5.8 Hz, 
2H), 7.22-7.45 (m, lOH), 8.46 (s, 
IH). 10.25 (br s. IH). 


3-040 


0^ 




1.02 (t, e7= 7.3 Hz, 3H), 1.43-1.55 
(m, 2H), 1.69-1.79 (m, 2H), 2.41 (a, 
3H), 2.94 (t, 7.9 Hz, 2H), 3.65- 
3.72 (m, 2H), 4.16 (t, J= 7.6 Hz, 2H), 
7.19-7.45 (m. lOH), 8.43 (s, IH), 9.98 
(br s. IH). 
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m 1 1 

o 



nBu 



No. 






iR-NMR (CDCI3) 


3-044 




CF3 


1.02 (t, J = 6.7 Hz, 3H), 1.42-1.54 
(m, 2H), 1.66-1.74 (m, 2H), 2.61 (s, 
3H), 2.93 (t, J= 7.3 Hz, 2H), 3.64- 
3.69 (m, 2H). 4.14 (t, 7.9 Hz, 2H). 
7.20-7.33 (m, 5H), 8.69 (s, IH). 9.61 
(brs. IH). 
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PCT/JPOl/11427 



mi 2 

0 



nBu 



No. 






^H-NMR (CDCls) 


3-061 


n-Hexyl 


0 

^^K\^ (ChysCHa 
In 
H 


0.86-0.91 (m, 6H), 0.95 (t, J = 
7.3 Hz, 3H), 1.26-1.47 (m, 16H), 
1.54-1.65 (m, 4H), 1.73-1.83 (m, 
2H). 3.38-3.45 (m, 4H), 4.07 (t, 
e/ = 7.3 Hz, 2H), 6.72 (t, J = 5.5 
Hz, IH), 8.40 (d, J = 2.7 Hz, 
IH), 8.83 (d, 2.7 Hz, IH), 
9.69 Ct, J- 5.5 Hz, IH). 


3-062 






1.02 (t, e/= 7.3 Hz, 3H), 1.33- 
1.45 (m, 2H), 1.72-1.82 (m, 2H), 

4.06 (t, c/= 7.6 Hz, 2H), 4.58 (d, 
J= 5.5 Hz, 4H), 6.81 (br s, IH), 
7.24-7.36 (m, lOH), 7.42 (d, J- 

2.7 Hz, IH), 8.78 (d, 2.7 Hz, 
IH). 10.00 (br s. IH). 


3-063 




H 


0.97 (t, J= 7.3 Hz, 3H), 1.33- 
1.46 (m, 2H), 1.72-1.82 (m, 2H), 
2.88-2.94 (m, 4H), 3.63-3.72 (m, 
4H), 4.06 (t, J = 7.6Hz, 2H), 
7.20-7.34 (m, lOH), 8.37 (d, / = 
2.7 Hz, IH), 8.65 (d, </= 2.7 Hz, 
IH). 9.52 (br s. IH). 


3-064 




0 

^j^.(Chi2)3CH3 

(CHgjaCHa 


0.91-0.96 (m, 6H), 0.93 (t, J = 
7.3 Hz, 3H). 1.32-1.44 (m, 4H), 
1.54-1.66 (m, 6H). 1.7M.81 (m, 
2H), 3.38 (br s, 4H), 4.02 (t, J= 
7.3 Hz, 2H), 4.64 (d, cr= 5.8 Hz, 
2H), 7.23-7.39 (m, 5H), 7.85 (d, 
t/= 2.7 Hz, IH), 8.58 (d, J= 2.7 
Hz, IH), 10.04 (t, J = 5.5 Hz, 
IH). 


3-065 


or 




0.96 (t, J= 7.3 Hz, 3H), 1.15- 
1.49 (m, 6H), 1.64-1.81 (m, 6H), 

1 OA O OK OTT\ Q Q7 Q QQ 
l.S^O-iS.UD {TO., ^Tl), 0*0 f'O.au yTa., 

IH), 4.05 (t, J = 7.3 Hz, 2H), 
4.64 (d, J'= 5.8 Hz, 2H), 6.10 (d, 
e/= 7.9 Hz, 2H), 6.92-7.38 (m, 
5H), 8.38 (d, J= 2.7 Hz. IH), 
8.72 (d, J= 2.7 Hz, IH), 10.05 
(t, 5.8 Hz, IH). 


3-066 




0 

^l^.(CH2)5CH3 


0.89 (t, J= 6.7 Hz, 3H), 0.97 (t, 
J= 7.3 Hz, 3H), 1.27-1.45 (m, 
8H), 1.54-1.63 (m, 2H), 1.73- 
1.82 (m, 2H), 2.93 (t, J = 7.6 
Hz, 2H), 3.38-3.46 (m, 2H), 
3.65-3.72 (m, 2H), 4.06 (t, J = 
7.6 Hz, 2H), 6.44 (t, 5.5 Hz, 
IH), 7.20-7.34 (m, 5H), 8.39 (d, 
</= 2.7 Hz, IH), 8.74 (d, J= 2.7 
Hz, IH), 9.78 (t, 5.5 Hz, 
IH). 
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«1 3 

O 



nBu 



No. 






^H-NMR (CDCI3) 


3-067 




I 


0.96 (t, J= 7.3 Hz, 3H), 1.31-1.44 
(m, 2H), 1.68-1.78 (m, 2H), 3.95 (t, J 
= 7,3 Hz. 2H), 4.62 (d, 7.3 Hz, 
2H), 7.23-7.36 (m, 5H). 7.70 (d, «/ = 
2.6 Hz, IH), 8.67 (d, J= 2.6 Hz, IH), 
10.03 (br s. IH). 


3-068 




X) 


0.98 (t, c/= 7.3 Hz, 3H), 1.36-1.48 
(m, 2H), 1.75-1.85 (m, 2H), 4.08 (t, J 
= 7.6 Hz, 2H), 4.67 (d, J = 5.8 Hz, 
2H), 7.22-7.50 (m, lOH), 7.69 (d, = 
2.7 Hz, IH), 8.87 (d, c/= 2.7 Hz, IH), 
10.25 (br s, IH). 


3-069 


(j 




0.98 (t, 7.6 Hz, 3H), 1.34-1.46 
(m, 2H), 1.72-1.82 (m, 2H), 4.01 (t. J 
= 7.6 Hz, 2H), 4.65 (d, J - 5.8 Hz, 
2H), 7.23-7.40 (m, 8H), 7.45-7.51 
(m, 2H), 7.73 (d, J= 2.7 Hz, IH), 
8.66 (d, c/= 2.7 Hz, IH), 10.03 (t, J= 
5.8 Hz, IH). 


3-070 


nBuO 


H 


0.95 (t, J= 7.5 Hz, 3H), 1.38 (sextet, 
J= 7.8 Hz, 2H), 1.73-1.79 (m, 2H), 
3.90 (s, 3H), 3.98 (t, J= 7.5 Hz, 2H), 
6.24 (d, J= 6.9 Hz, IH), 7.53 (dd, J 

= 6.7, 2.1 Hz, IH), 8.14 (dd, J= 7.5, 
2.4 Hz, IH). 


3-071 




H 


0.95 (t, e/= 6.9 Hz, 3H), 1.36 (sextet, 
t/= 7.8 Hz, 2H), 1.66-1.80 (m, 2H), 
3.96 (t, J= 7.2 Hz, 2H), 4.60 (d, c7 = 

6.0 Hz, 2H), 6.36 (t. J- 7.5 Hz, IH), 
7.20-7.40 (m, 5H). 7.46 (dd, 6.3. 

2.1 Hz, IH), 8.47 (dd, J - 7.2, 2.4 
Hz, IH). 


3-072 






0.99 (t, </= 7.3 Hz, 3H), 1.34-1.47 
(m, 2H), 1.72-1.82 (m, 2H), 2.93 (t, J 
= 7.3 Hz, 2H), 3.66-3.73 (m, 2H), 
7.20-7.34 (m, 5H), 7.83 (m, IH), 
8.69 (d, J= 2.7 Hz, IH), 9.62 (br s, 
IH). 


3-073 






0.99 (t, J= 7.3 Hz, 3H), 1.37-1.49 
(m, 2H), 2.95 (t, J = 7.3 Hz, 2H), 
3.66-3.73 (m, 2H), 4.07 (t, 7.3 
Hz, 2H), 7.19-7.31 (m, 6H), 7.34 (d, 
J== 2.4 Hz, IH), 7.42 (d, J= 8.5 Hz, 
IH), 7.65 (d, e/= 2.7 Hz, IH), 8.63 
(dd, J- 2.7, 0.6 Hz, IH), 9.89 (t, = 
5.8 Hz. IH). 
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PCT/JPOl/11427 



^1 4 

O 



nBu 



No. 




R» 


^H-NMR (CDCls) 


3-074 




xj5 


1.00 (t. 7.3 Hz, 3H), 1.38- 
1.50 (m, 2H), 1.70-1.87 (m, 2H), 
2.97 (t, «/= 7.3 Hz, 2H), 3,69- 
3.76 (m, 2H), 4.09 (t, J = 7.3 
Hz, 2H), 6.58 (bra. IH), 7,20- 
7.34 (m, 6H), 7.44-7.47 (m, 2H), 
8.63 (s. IH), 8.89 (d, 2.4 Hz, 
IH), 10.11 (t. J- 5.8 Hz. IH). 
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^1 5 



o 

nBu 



No. 






^H-NMR (CDClg) 


3-081 




Me 


0.98 (t, J = 7.2 Hz, 3H), 1.43 
(sextet, J= 7.5 Hz, 2H), 1.60-1.70 
(m, 2H), 2.46 (s, 3H), 4.05 (t, 
8.1 Hz, 2H), 4.27 (dd, J= 7.2, 6.6 

"Rfl- ^TJ\ A fid (f\ J— ^ 1 TTt 9TT'^ 
rxijf ±±x/f ^.oi ^u, e/ — u. / ±jL^f juLx/f 

7.20-7.40 (m, 5H), 8.41 (d, J= 7.5 

Hz. IH). 10.2 (br s, IH). 


3-082 




nPentyl 


0.93 (t, J= 7.2 Hz, 3H), 0.98 (t, J 
= 7.2 Hz, 3H), 1.37-1.50 (m, 6H), 
1.62-1.70 (m, 4H), 2.67 (t, c/= 7.8 
Hz, 2H), 4.05 (t, e/= 7.8 Hz, 2H), 
4.64 (d, c/= 6.0Hz, 2H), 6.27 (d, J 

— 7 A TTfy ITT^ 7 9ft 7 A(\ (m f^T\\ 

— 1,0 nz, •ixi^, 1 ,£t\3' 1 ,'k\j \uii on.)f 

BAA (d, J= 7.5 Hz, IH), 10.21 (br 
8, IH). 


3-083 




nPentyl 


0.93 (t, J= 6.9 Hz, 3H), 1.00 (t, J 
= 7.2 Hz, 3H), 1.38-1.49 (m, 6H), 
1.63-1.70 (m, 4H), 2.66 (t, J= 7.8 
Hz, 2H), 2.93 (t, 7.5 Hz, 2H), 
3.63-3.68 (m, 2H), 4.06 (t, J= 7.8 
Hz, 2H), 6.27 (d, J= 7.5 Hz, IH), 
7.17-7.32 (m, 5H), 8.40 (d, 7.5 
Hz, IH), 9.94 (br s. IH). 


3-084 


Cr 


nHexyl 


0.91 (t, c/= 7.2 Hz, 3H), 0.98 (t, J 
= 7.2 Hz, 3H). 1.30-1.50 (m, 8H), 
1.60-1.72 (m, 4H), 2.67 (t, J= 7.8 
Hz, 2H), 4.05 (t, 8.1 Hz, 2H), 
4.64 (d, c/r= 5.7 Hz, 2H), 6.28 (d, J 
= 7.8 Hz, IH), 7.20-7.40 (m, 5H), 
8.44 (d, J= 7.8 Hz, IH), 10.21 (br 
8, IH). 


3-085 




nHexyl 


0.91 (t, </= 7.2 Hz, 3H), 1.00 (t, J 
= 7.2 Hz, 3H), 1.31-1.49 (m, 8H), 
1.61-1.71 (m, 4H), 2.67 (t, e/= 7.8 
Hz, 2H), 2.93 (t, J= 7.2 Hz, 2H), 
3.63-3.70 (m, 2H), 4.06 (t, c/= 7.8 
Hz, 2H), 6.27 (d, 7.8 Hz, IH), 
7.18-7.33 (m, 5H), 8.41 (d, c/= 7.8 
Hz, IH), 9.94 (t, 5.1 Hz,lH). 



149 



wo 02/053543 PCT/JPOl/11427 
^16 



No. 




^H-NMR (CDClg) 


3-101 


o 


3.03 (t, J= 6.4 Hz, 2H), 4.35 (t, J = 

6.4 Hz, 2H). 4.68 (d, J = 5.8 Hz, 
2H). 6.94 (d, c/= 7.9 Hz, IH), 7.23- 
7.49 (m, 8H), 7.81 (d, 7.3 Hz, 
IH), 8.63 (d, «/=7.9 Hz, IH). 10.22 
(br s. IH). 


3-102 


0 


1.79-1.88 (m, 2H), 1.95-2.03 (m, 
2H), 2,88 (t, 6.4 Hz, 2H), 4.04 (t, 
c/= 6.1 Hz, 2H), 4.65 (d, J= 5.8 Hz, 
2H), 6,26 (d, c/= 7.3 Hz, IH), 7.20- 
7.38 (m, 5H), 8.46 (d, c/ = 7.3 Hz, 
IH). 10.19 (br 8. IH). 


3-103 


^^^^ N Til 

H J y 


2.97 (t, 7.3 Hz, 2H), 3.04 (t, 
6.4 Hz, 2H), 3.68-3.75 (m, 2H), 4.35 
(t J=! R d Hz 2H^ 6 92 = 7 Q 
Hz, IH), 7.19-7.35 (m, 5H), 7.37- 
7.43 (m, 3H), 7.80 (dd, 1.5. 7.3 
Hz, IH), 8.59 (d, 7.9 Hz, IH), 
9.93 (br 8. IH). 


3-104 




1.79-1.88 (m, 2H), 1.95-2.04 (m, 
2H), 2.87 (t, J- 6.4 Hz, 2H), 2.93 (t, 
7.3 Hz, 2H), 3.65-3.72 (m, 2H), 
4.04 (t, 6.4 Hz, 2H), 6.24 (d, J 
=7.3 Hz, IH), 7.18-7.33 (m, 5H), 
8.42 (d, c/= 7.3 Hz, IH), 9.90 (br s, 
IH). 


3-105 


0 Me 

O-^N Me 
nBu 


0.97 (t, J = 7.5 Hz, 3H), 1.42 
(sextet, J= 7.5 Hz, 2H), 1.60-1.70 
(m, 2H), 2.39 (s, 3H), 2.63 (s, 3H), 
3.91 (t, J= 7.9 Hz, 2H), 4.60 (s, 2H), 
6.05 (s, IH), 7.20-7.40 (m, 6H). 


3-106 


0 Me 

^ O^N'^Me 
nBu 


0.98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J= 7.5 Hz, 2H), 1.60-1.72 
(m, 2H), 2.39 (s, 3H), 2.61 (s, 3H), 
2.93 (t-like, 2H), 3.63 (t-like, 2H), 
4.00 (t, J= 7.9 Hz, 2H), 6.04 (s, IH), 
7.17-7.33 (m, 5H). 


3-107 


0 Me 
nBu 


0.97 (t, J = 7.5 Hz, 3H), 1.42 
(sextet, J= 7.5 Hz, 2H), 1.58-1.72 
(m, 2H), 2.08 (s, 3H), 2.41 (a, 3H), 
2.52 (s, 3H), 4.08 (t, 7.5 Hz, 2H), 
4.62 (s, 2H), 7.20-7.42 (m, 5H), 9.02 
(br 8, IH). 


3-108 


0 Me 

" O^N^Me 
nBu 


0.98 (t. J = 7.5 Hz, 3H), 1.43 
(sextet, J= 7.5 Hz, 2H), 1.58-1.72 
(m, 2H), 2.07 (s, 3H), 2.40 (s, 3H), 
2.44 (s, 3H), 2.93 (t, J= 7.5 Hz, 2H), 
3.67 (t, J=^ 7.5 Hz, 2H), 4.07 (t, J = 
7.8 Hz, 2H), 7.16-7.34 (m, 5H), 8.47 
(br s. IH). 



150 



wo 02/053543 



PCT/JPOl/11427 



No. 




^H-NMR (CDClg) 




U IN Ivl6 


1.00-1.28 (m,. 4H), 1.56-1.90 (m. 
7H), 2.18 (8, 3H), 2,39 (s, 3H), 4,00 

/Kv o OTT\ A Q.A fA 7"— fl n Ww 0"tT\ 
VDr 8, ibXl^ 4.d4 ^Cl, e/ — O.U £1Z, ^Xl^f 

7.20-7.40 (m, 5H), 8.35 (s, IH), 10.3 
(br 8, IH). 


3-110 




1.00-1.30 (m,. 4H), 1.58-1.90 (m, 
7H), 2.93 (t, c/= 7.5 Hz, 2H), 3.62- 
3.69 (m, 2H), 4.01 (br s, 2H), 7.18- 
7.35 (m, 5H), 8.32 (s, IH), 10.3 (br 
3, IH). 


3-111 


0 

O^N Me 
nPentyl 


0.92 (t, 7.2 Hz, 3H), 1.37-1.42 
(m, 4H), 1.60-1.75 (m, 2H), 2.18 (s, 
3H), 2.40 (s, 3H), 4.08 (t, 8.1 Hz, 
2H), 4.64 (d, 5.7 Hz, 2H), 7.20- 
7.40 (m, 5H), 8.35 (s, IH), 10.3 (br 
s. IH). 


3-112 


nPentyl 


0.94 (t, J= 7.2 Hz, 3H), 1.38-1.42 
(m, 4H), 1.60-1.75 (m, 2H), 2.18 (s, 
3H), 2.40 (8, 3H), 2.93 (t, c/= 7.8 Hz, 
2H), 3.60-3.70 (m, 2H), 4.10 (t. 
7.8 Hz, 2H), 7.20-7.36 (m, 5H), 8.31 
(a, IH). 10.03 (br s, IH). 



151 



wo 02/053543 



PCT/JPOl/11427 



«1 8 

nBu 



No. 


R' 


T 
1 


^H-NMR (CDCI3) 


4-001 






0.97 (t, </= 7.5 Hz, 3H), 1.43 (sextet, 
7.5 Hz, 2H), 1.62 (quint, J = 7.5 Hz, 
2H), 1.74 (quint, c/ = 6.0 Hz, 2H), 1.88 
(quint, J= 6.0 Hz, 2H), 2.62 (t, 6.0 
Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 4.03 (t, 
7.8 Hz, 2H), 4.64 (d, J- 6,0 Hz, 2H), 
7.23-7.38 (m. 5H), 8.28 (s, IH), 10.32 
(br t. 6.0 Hz. IH). 


4-002 






0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, «/= 
7.5 Hz, 2H), 1.63 (quint, J = 7.5 Hz, 
2H), 1.74 (quint, J = 6.0 Hz, 2H), 1.88 
(quint, J= 6.0 Hz, 2H), 2.62 (t, 6.0 
Hz, 2H), 2.74 (t, c/= 6.0 Hz, 2H), 2.93 (t, 
J= 7.8 Hz, 2H), 3.66 (dt, J= 9.0 Hz, 6.0 
Hz, 2H), 4.03 (t, c/= 7.8 Hz, 2H), 7.20- 
7.33 (m, 5H), 8.25 (s, IH), 10.05 (br t, J 
= 6.0 Hz, IH). 


4-003 




-CH,- 


0.99 (t, J = 7.5 Hz, 3H), 1.45 (sextet, J = 
7.5 Hz, 2H), 1.66 (quint, J = 7.5 Hz, 
2H), 1.73 (quint, 6.0 Hz, 2H), 1.87 
(quint, J - 6.0 Hz, 2H), 2.61 (t, J= 6.0 
Hz, 2H), 2.73 (t, c/= 6.0 Hz, 2H), 2.82 (t, 
J= 7.8 Hz, 2H), 3.60 (dt, t/= 9.0 Hz, 6.0 
Hz, 2H), 4.03 (t, c/= 7.5 Hz, 2H), 6.65 
(dd, c/= 6.3 Hz. 2.1 Hz, 2H), 7.05 (dd. J 

— 0.0 XIZ, ^.1 XIZ, ^Tl}t O.iSO ^8, J-Xl^, 

10.01 (br t. J= 6.0 Hz, IH). 


4-004 




-CH2- 


0.99 (t, J== 7.2 Hz, 3H), 1.44 (sextet, J- 

7.2 Hz, 2H), 1.65 (quint, J = 7.2 Hz, 
2H), 1.74 (quint, 6.0 Hz, 2H), 1,88 
(quint, c7= 6.0 Hz, 2H), 2.64 (t, 6.0 
Hz, 2H), 2.74 (t, c/= 6.0 Hz, 2H), 2.94 (t, 

7.5 Hz, 2H), 3.70 (q, c/= 6.9 Hz, 2H), 

4.03 (t, c/= 7.8 Hz, 2H), 7.20 (d, J= 4.8 
Hz, 2H), 8.22 (s, IH), 8.51 (br s, 2H), 
10.10 (br t, J= 6.0 Hz, IH). 


4-005 


a 


-CH2- 


1.01 (t, J- 7,5 Hz, 3H), 1.44 (sextet, J= 
7.5 Hz, 2H), 1.70 (quint, J = 7.5 Hz, 
2H), 1.76 (quint, J= 6.0 Hz, 2H), 1.91 
(quint, J= 6.0 Hz, 2H), 2.66 (t, J= 6.0 
Hz, 2H), 2.78 (t, 6.0 Hz, 2H), 4.09 (t, 
e/= 7,8 Hz, 2H), 7.09 (t, J= 7.5 Hz, IH), 
7.34 (t, J= 7.5 Hz, 2H). 7.77 (d, J- 7.5 
Hz. 2H). 8.34 (s. IH), 12.18 (br s. IH). 



162 



wo 02/053543 



PCT/JPOl/11427 



^1 9 

nBu 



No. 




1 


iH-NMR (CDCI3) 


4-006 


<:xr 


-CH2- 


u.t70 ^t, e/ — / .0 nZy orx)y i.^a ^ScXteu, «/ — 
7.5 Hz, 2H), 1.65 (quint, J = 7.5 Hz, 
2H), 1.74 (quint, / = 6.0 Hz, 2H), 1.88 
(quint, c/= 6.0 Hz, 2H), 2.62 (t, 6.0 
Hz, 2H). 2.74 (t, 6.0 Hz. 2H), 4.02 (t, 
c/= 7.8 Hz, 2H), 4.53 (d. J= 6.0 Hz, 2H), 
5.02 (s, 2H), 6.74 (d, J= 7.8 Hz, IH), 
6.81 (dd, J= 7.8 Hz, 1.8 Hz, IH), 6.86 
(d, c/= 1.8 Hz, IH), 8.27 (s, IH), 10.26 
(br t, 6.0 Hz, IH). 


4-007 




-CH2- 


0.98 (t, 7.5 Hz, SH), 1.44 (sextet, 
7,5 Hz, 2H), 1.63 (quint, J = 7.5 Hz, 
2H), 1.73 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, c/= 6.0 Hz, 2H), 2.62 (t, 6.0 
Hz, 2H), 2.74 (t. c/= 6.0 Hz, 2H), 4.03 (t, 
c/'= 7.8 Hz, 2H), 4.62 (d, J= 5.4 Hz. 2H). 

6.25 (dd, J= 3.0 Hz, 0,9 Hz, IH), 6.28- 
6.31 (m, IH), 7.35 (d, 0.9 Hz, IH), 

8.26 (s. IH), 10.25 (br t, 5.4 Hz. IH). 



153 



wo 02/053543 



PCT/JPOl/11427 



1^2 0 




nBu 



No. 




1 


iH-NMR (CDCI3) 


4-008 




-CHj- 


0.98 (t. J = 7.5 Hz, 3H), 1.43 
(sextet, J = 7.5 Hz, 2H), 1.62 
(quint, 7.5 Hz, 2H), 1.74 (quint, 
6.0 Hz, 2H), 1.88 (quint, c/= 6.0 
Hz. 2H), 2.62 (t, J = 6.0 Hz. 2H), 
2.74 (t, 6.0 Hz, 2H), 4.03 (t, 
7.8 Hz, 2H), 4.59 (d, J = 6.0 Hz, 
2H), 7.26 (s, 2H), 7.28 (s, 2H), 8.26 
(s. IH), 10.35 (br t, 6.0 Hz, IH). 


4-009 




-CH2- 


0.97 (t, J = 7.6 Hz, 3H), 1.43 
(sextet, J = 7.5 Hz, 2H), 1.64 
(quint, c/= 7.5 Hz, 2H), 1.74 (quint, 
6.0 Hz, 2H), 1.88 (quint, c/= 6.0 
Hz, 2H). 2.62 (t, J = 6.0 Hz, 2H), 
2.73 (t. J = 6,0 Hz, 2H). 3.78 (s. 
3H), 4.01 (t, 7.8 Hz, 2H), 4.57 
(d, cr= 6.0 Hz, 2H), 6.86 (d, c/= 9.0 
Hz, 2H), 7.29 (d, c/= 9.0 Hz, 2H), 
8.27 (8, IH), 10.24 (br t, e/ = 6.0 Hz, 
IH). 


4-010 




■0- 


0.98 (t, J = 7.6 Hz, 3H), 1,43 
(sextet, J = 7.5 Hz, 2H), 1.66 
(quint, J= 7.5 Hz, 2H), 2.82 (t, 
6,0 Hz, 2H), 4.01 (t, </= 6.0 Hz, 2H), 
4,02 (t, / = 7.5 Hz, 2H), 4.60 (s, 
2H), 4.64 (d, «/= 6.0 Hz, 2H). 7.24- 
7.38 (m, 5H), 8.22 (s. IH), 10.22 (br 
t, J' 6.0 Hz. IH). 


4-011 


or- 


-0- 


l.UU ^t, U — /.O ±12, «jJtl), 1.40 

(sextet, J = 7.6 Hz, 2H), 1.69 
(quint, 7.5 Hz, 2H), 2.83 (t, 

6.0 Hz, 2H), 2.93 (t, 7,6 Hz, 2H), 
3.67 (dt, c/= 9.0 Hz, 6.0 Hz, 2H), 

4.01 (t, 6.0 Hz, 2H), 4.03 (t. 
7.6 Hz, 2H), 4.60 (s, 2H), 7.18-7.36 
(m, 5H), 8.19 (s, IH), 9.96 (br t, J = 
6.0 Hz, IH). 


4-012 




-0- 


0.99 (t, J = 7,5 Hz, 3H), 1,45 
(sextet, J = 7.5 Hz, 2H), 1.67 
(quint, 7.5 Hz, 2H), 2.82 (t, t/ = 

6.0 Hz, 2H), 2.83 (t, J= 7,5 Hz, 2H), 
3.61 (dt, 9.0 Hz, 6.0 Hz, 2H), 

4.01 (t, «/= 6.0 Hz, 2H), 4.03 (t, </ = 
7.5 Hz, 2H), 4.59 (s, 2H), 6.71 (d, J 
= 7.5 Hz. 2H). 7.07 (d. 7.5 Hz, 
2H), 8.17 (s, IE). 9.92 (br t. 6.0 
Hz. IH). 



154 



wo 02/053543 



PCT/JPOl/11427 



^2 1 



0 

%^ 


CO 

nBu 


No. 




T 

1 


^H-NMR (CDCI3) 


4-013 






0.96 (t, J = 7.5 Hz, 3H), 1,41 
(sextet, c/= 7,5 Hz, 2H), 1.60-1.73 
(m, 2H), 2.78 (d, J = 4,2 Hz, 2H), 
2.84 (d, c/= 4.2 Hz, 2H), 3.48 (s, 
2H), 3.69 (s, 2H), 3.99 (t, J= 7.5 
Hz 2H) 4.63 (d. eT = 6.0 Hz. 2H). 
7.26-7.37 (m, lOH), 8.21 (s, IH), 
10.24 (br t. «/=6.0Hz, IH). 


4-014 






0.98 (t, J = 7,5 Hz, 3H), 1,43 
(sextet, J - 7.5 Hz, 2H), 1,65 
(quint, J= 7.5 Hz, 2H), 2.78 (d, 
4.5 Hz, 2H), 2.85 (d, J = 4.5 Hz, 
2H), 2.92 (t, c/=: 7.5 Hz, 2H), 3.48 
(s, 2H), 3.66 (dt. «/= 9.0 Hz, 6.0 Hz, 
2H), 3.69 (a, 2H), 4.01 (t, J= 7.8 
Hz, 2H), 7.23-7.38 (m, lOH), 8.18 
(s, IH), 9.99 (br t, J=^ 6.0 Hz. IH). 



155 



wo 02/053543 



PCT/JPOl/11427 



^2 2 

nBu 



No. 




Y 

. 1 


^H-NMR (CDClg) 


4-015 




1 


0.97 (t, J =: 7.5 Hz, 3H), 1.43 
(sextet, J - 7.5 Hz, 2H), 1.65 
(quint, 7,5 Hz, 2H), 2.77 (t, J = 
6.0 Hz, 2H), 3.19 (t, J = 6.0 Hz, 
2H), 3.86 (s, 2H), 4.01 (t, 7.8 
Hz, 2H), 4.64 (d, </= 6.0 Hz, 2H), 
7.23-7.38 (m, 5H), 8.24 (s, IH), 
10.27 (br t, t/= 6.0 Hz, IH). 


4-016 






0.99 (t, J = 7.5 Hz, 3H), 1.45 
(sextet, J = 7.5 Hz, 2H), 1.66 
(quint, c/= 7,5 Hz, 2H), 2.78 (t, J- 
6.0 Hz, 2H), 2.93 (t, J = 7.5 Hz, 
2H), 3.19 (t, 6.0 Hz, 2H), 3.67 
(dt, c/= 9.0 Hz, 6.0 Hz, 2H), 3.86 (s, 
2H), 4.02 (t, </= 7.8 Hz. 2H), 7.18- 
7.34 (m, 5H), 8.21 (a, IH), 10.01 (br 
t. cr=6.0 Hz. IH). 


4-017 






0.98 (t, J = 7.5 Hz, 3H), 1.44 
(sextet, J = 7,5 Hz, 2H), 1.66 
(quint, c7'= 7.5 Hz, 2H), 2.93 (br t, J 
= 6.0 Hz, 2H), 3.80 (br t, J-^ 6,0 Hz, 
2H), 4.02 (t, J= 7.8 Hz, 2H), 4.49 
(s, 2H), 4.62 (d, J = 6.0 Hz, 2H), 
7,23-7.36 (m, 5H), 7.43-7.51 (m, 
5H), 8.10 (s, IH), 10.16 (br t, J = 
6.0 Hz, IH). 


4-018 






0.98 (t, J ~ 7.5 Hz, 3H), 1.43 
(sextet, c/= 7.5 Hz, 2H), 1.55-1.90 
(m, lOH), 2.84 (quint, J = 6.0 Hz, 
IH), 2.91 (t, J= 7.5 Hz, 2H), 3.82 
(t, 6.0 Hz, 1/3 X2H), 3.91 (t, J = 
6.0 Hz, 2/3 X2H), 4.01 (t, J= 7.8 
Hz, 2H), 4.52 (s, 2/3 X2H), 4.59 (s, 
1/3 X2H), 4.65 (d, J= 6.0 Hz, 2H), 
7.24-7.39 (m, 5H), 8.31 (s, 2/3 X 
IH), 8,33 (s, 1/3 xlH), 10.20 (brt, J 
6.0 Hz. IH). 



156 



wo 02/053543 



PCT/JPOl/11427 



^2 3 

nBu 



No. 




1 


^H-NMR (CDCI3) 


4-019 




0 


0.98 (t, J= 7.5 Hz, 3H), 0.99 (t, J = 
7.5 Hz, 3H), 1.43 (sextet, = 7.5 
Hz, 2H), 1.66 (quint, J = 7.5 Hz, 
2H), 1.67 (quint. J = 7.5 Hz, 2H), 
2.37 (t, J= 7.5 Hz, 2H), 2.84 (t, 
6.0 Hz, 2/3 X2H), 2.89 (t, = 6.0 
Hz, 1/3 X2H), 3.77 (t, J= 6.0 Hz, 
1/3 X2H), 3.90 (t, 6.0 Hz, 2/3 X 
2H), 4.01 (t, c/= 7.8 Hz, 2H), 4.47 
(s, 2/3 X2H), 4.58 (s, 1/3 X2H), 4.65 
(d, 6.0 Hz, 2H), 7.24-7.39 (m, 
5H), 8.30 (s, 2/3 XIH), 8.33 (s, 1/3 
X IH), 10.19 (br t, «/= 6.0 Hz, IH). 


4-020 


0^ 


0 


0.98 (t, J = 7.5 Hz, 3H), 1.29 (s, 
9H), 1.43 (sextet, J= 7.5 Hz, 2H), 
1.65 (quint, 7.5 Hz, 2H), 2.85 (t, 
e/= 6.0 Hz, 2H), 3.90 (t, J= 6,0 Hz, 
2H), 4.00 (t, J=: 7.8 Hz, 2H), 4.62 
(8, 2H), 4.64 (d, J " 6.0 Hz, 2H), 
7.24-7.38 (m, 5H), 8.31 (s, IH), 
10.20 (br t, J= 6.0 Hz. IH). 



157 



wo 02/053543 



PCT/JPOl/11427 



S2 4 



O 




nBu 



No. 






^H-NMR (CDCls) 


4-021 


u 


0 


0,88 (t, J= 7.5 Hz, 1/3 X3H), 0.99 
(t, J = 7.5 Hz, 2/3 X 3H), 1,44 
(sextet, J = 7.5 Hz, 2H), 1.66 
(quint, </= 7.5 Hz, 2H), 2,86 (t, J = 
6.0 Hz, 1/3 X2H). 2.99 (t, J= 6.0 
Hz, 2/3 X2H), 3.69 (t, e/= 6.0 Hz, 
1/3 X2H), 4.02 (t, e/= 6.0 Hz, 2/3 X 
2H), 4.06 (t, c/= 7,8 Hz, 2H), 4.40 
(s, 1/3 X2H), 4.62 (s, 2/3 x2H), 4.63 
(d, e/= 6.0 Hz, 2H), 7.24-7.38 (m, 
7H), 8.11 (s, 2/3 XIH), 8.39 (s, 1/3 
X IH), 8,76 (d, J = 5.4 Hz, 2H), 
10.12 (br t, c/= 6.0 Hz, IH). 


4-022 


U 


0 


1.00 (t, J = 7.5 Hz, 3H), 1.46 
(sextet, J = 7.5 Hz, 2H), 1,67 
(quint, c/= 7.5 Hz, 2H), 2.91 (t, 
7,5 Hz, 2H), 2.92 (t, J = 6.0 Hz, 
2H), 3.66 (dt, c/= 6.3 Hz, 6.9 Hz, 

^rj.)t 4.Uil [Z, cf — O.U JtlZ, Ztl), 4.U4 

(t, J= 7.5 Hz, 2H), 4.48 (br s, 2/3 X 
2H), 4.68 (br s, 1/3 X2H), 7.20-7.32 
(m, 5H), 7.44-7.51 (m, 5H), 8.08 (br 
s, 2/3 xlH), 8.37 (br s, 1/3 XIH), 
9.89 (br t. J= 6.0 Hz, IH). 


4-023 






0.99 (t, J = 7.5 Hz, 3H), 1.44 
(sextet, J= 7.5 Hz, 2H), 1.60-1.88 
(m, lOH), 2.83 (t, «/= 6.0 Hz, 2H), 
2.89 (quint, c/= 6.0 Hz, IH), 2.93 (t, 
c/= 7.5 Hz, 2H), 3.68 (dt, J= 6.6 Hz, 
7.2 Hz, 2H), 3.82 (t, c/= 6.0 Hz, 1/3 
X2H), 3.91 (t, J=6.0Hz, 2/3 X2H), 
4.02 (t, J= 7.8 Hz, 2H), 4,52 (s, 2/3 
X2H), 4.58 (s, 1/3 X2H). 7.18-7.34 
(m, 5H), 8.27 (s, 2/3 X IH), 8.30 (s, 
1/3 XIH), 9.93 (br t, = 6.0 Hz, 
IH). 



158 



wo 02/053543 



PCT/JPOl/11427 



^2 5 

nBu 



No. 




I 


^H-NMR (CDCI3) 


4-024 




0 

■"N-^nPr 
1 


0.98 (t, 7.5 Hz, 3H), 0.99 (t, t/ = 
7.5 Hz, 3H), 1.45 (sextet, J= 7.5 
Hz, 2H), 1.66 (quint, c/ = 7.5 Hz, 
2H), 1.67 (quint, J = 7.6 Hz, 2H), 
2.37 (t, J= 7.5 Hz, 2H), 2.84 (t, 
6.0 Hz, 2H), 2.93 (t, J= 7.5 Hz, 
2H), 3.68 (q, c/= 6.9 Hz, 2H), 3.77 
(t, 6.0 Hz, 1/3 X2H), 3.90 (t, c/= 
6.0 Hz, 2/3 X2H), 4.03 (t, J= 7.8 
Hz, 2H), 4.47 (s, 2/3 X2H), 4.58 (s, 
1/3 X2H), 7.20-7.33 (m, 5H), 8.27 
(s, 2/3 XIH), 8.30 (s, 1/3 XIH), 9.81 
(br t, cr= 6.0 Hz, 1/3 X IH), 9.93 (br 
t, e/= 6.0 Hz, 2/3 XIH). 


4-025 




0 


1.00 (t, c/= 7.5 Hz, 3H), 1.30 (s, 
9H), 1.45 (sextet, J= 7.5 Hz, 2H), 
1.66 (quint, </= 7,5 Hz, 2H), 2.85 (t, 
J= 6.0 Hz, 2H), 2.93 (t, ^=7.5 Hz, 
2H), 3.68 (dt, J= 9.0 Hz, 6.0 Hz, 
2H), 3.90 (t, c/= 6.0 Hz, 2H), 4.01 
(t, J = 7.8 Hz, 2H), 4.62 (s, 2H), 
7.18-7.33 (m, 5H). 8.28 (s, IH), 9.94 
(br t, 6.0 Hz, IH). 


4-026 






0.88 (t, J= 7,5 Hz, 1/3X3H), 1.00 
(t, J = 7.5 Hz, 2/3 X 3H), 1.46 
(sextet, J = 7.5 Hz, 2H), 1.65 
(quint, c/= 7.5 Hz, 2H), 2.82-3.01 
(m, 4H), 3.66 (dt, c/ = 9.0 Hz, 6.0 
Hz, 2H), 4.04 (t, J = 6.0 Hz, 2H), 

4.07 (t, 7.8 Hz, 2H), 4.39 (br s, 
2/3 X 2H), 4.73 (br s, 1/3 x 2H), 
7.20-7.37 (m, 7H), 8.07 (s, 2/3 X 
IH), 8.35 (s, 1/3X1H), 8.76 (d, = 

4.8 Hz, 2H), 9.85 (br t, c/= 6.0 Hz, 
IH). 
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wo 02/053543 



PCT/JPOl/11427 



^2 6 



nBu 



No. 






^H"NMR (CDCls) 


4-051 




1 


0.97 (t, t/= 7.5 Hz, 3H), 1.41 (sextet, */ = 
7.5 Hz, 2H), 1.69 (quint, 7.5 Hz, 2H), 
2.19 (quint, J= 7.5 Hz, 2H), 2.85 (t, 
7.5 Hz, 2H), 3.00 (t, J= 7.5 Hz, 2H), 3.98 
(t, c/= 7.8 Hz, 2H), 4.64 (d, = 6.0 Hz, 
2H), 7.23-7.39 (m, 5H), 8.46 (s, IH). 10.31 
(br t, c/= 6.0 Hz, IH). 


4-052 




1 


0.98 (t, J= 7.5 Hz, 3H), 1.41 (sextet, J- 
7.5 Hz, 2H), 1.70 (quint, J= 7.5 Hz, 2H), 
2.19 (quint, = 7.6 Hz, 2H), 2,85 (t, </ = 
7.5 Hz, 2H), 2.93 (t, e/= 7.6 Hz, 2H), 3.00 
(t, 7.5 Hz, 2H), 3.67 (dt, 9.0 Hz, 
6.0 Hz, 2H), 3.99 (t, J = 7.8 Hz, 2H), 
7.18-7.34 (m, 5H), 8.43 (s, IH), 10.05 (br 
t, c/=6.0 Hz, IH). 


4-053 




3 


0.98 (t, e/= 7.5 Hz, 3H), 1.44 (sextet, 
7.5 Hz, 2H), 1.67-1.65 (m, 4H), 1.68 
(quint, e/= 6.0 Hz, 2H), 1.86 (quint, J = 
6.0 Hz, 2H), 2.71 (t, c/= 6.0 Hz, 2H), 2.94 
(t, J= 6.0 Hz, 2H), 4.15 (br t, J= 7.8 Hz, 
2H), 4.64 (d, «/= 6.0 Hz, 2H), 7.22-7.38 
(m, 5H), 8.33 (a, IH), 10.31 (br t, J= 6.0 
Hz, IH). 


4-054 




3 


0.99 (t, e/= 7.5 Hz, 3H), 1.46 (sextet, 
7.5 Hz, 2H), 1.60-1.67 (m, 4H), 1.69 
(quint, cA= 6.0 Hz, 2H), 1.86 (quint, c/ = 
6.0 Hz, 2H), 2.71 (t, c/= 6.0 Hz, 2H), 2,71 
(t, c/= 7.5 Hz. 2H), 2.72 (t, J= 6.0 Hz, 
2H), 3.66 (dt, 9.0 Hz, 6.0 Hz, 2H), 4,17 
(br t, c/= 7.8 Hz, 2H). 7.19-7.34 (m. 5H), 
8.29 (s, IH), 10.05 (br t. 6.0 Hz. IH). 


4-055 




3 


0.98 (t, </= 7.5 Hz. 3H), 1.44 (sextet. 
7.5 Hz, 2H), 1.58-1.65 (m, 4H), 1.69 
(quint, J = 6.0 Hz. 2H), 1,86 (quint. J 
6.0 Hz, 2H). 2.71 (t, 6.0 Hz, 2H), 2,94 
(t, J= 6.0 Hz, 2H), 4.15 (br t, J= 7.8 Hz, 
2H), 4.59 (d, J= 6.0 Hz, 2H), 6.99 (t, 
9.0 Hz, 2H), 7.32 (dd, 9.0 Hz, 6.0 Hz. 
2H). 8.32 (s, IH), 10.32 (br t, </= 6.0 Hz, 
IH). 


4-056 




3 


0.99 (t, c/= 7.5 Hz, 3H), 1.45 (sextet, «/ = 
7.5 Hz, 2H), 1,57-1.66 (m, 4H), 1,69 
(quint, J = 6.0 Hz, 2H), 1.86 (quint, J = 
6.0 Hz, 2H), 2.71 (t, c/= 6.0 Hz, 2H), 2.89 
(t, </= 7.5 Hz, 2H), 2.94 (t, c/ = 6.0 Hz, 
2H), 3.63 (dt, J= 9.0 Hz, 6.0 Hz, 2H), 4.16 
(br t, 7.8 Hz, 2H), 6.97 (t, </= 9.0 Hz, 
2H), 7.20 (dd, J = 9.0 Hz, 6.0 Hz, 2H), 
8.29 (s. IH), 10.04 (br t. 6.0 Hz, IH). 



160 



wo 02/053543 



PCT/JPOl/11427 



L 

nBu 



No. 


R' 


n 


^H-NMR (CDCI3) 


4-057 




3 


0.99 (t, J- 7,5 Hz, 3H), 1.45 (sextet, J- 
7.5 Hz, 2H), 1.57-1.68 (m, 4H), 1.69 
(quint, J - 6.0 Hz, 2H), 1.86 (quiat, J = 
6.0 Hz, 2H), 2.70 (t, 6.0 Hz, 2H), 2.84 
(t, J= 7,5 Hz, 2H), 2.94 (t, J= 6.0 Hz, 
2H), 3.63 (dt, J = 9.0 Hzi 6.0 Hz, 2H), 
4.16 (br t, c/= 7.8 Hz, 2H), 6.22 (br s, 
IH), 6.76 (d, J= 8.4 Hz, 2H), 7.06 (d, 
8,4 Hz, 2H), 8.29 (s, IH), 10.10 (br t, 
6.0 Hz. IH), 



161 



wo 02/053543 



PCT/JPOl/11427 



m2s 

o 



L 

nBu 



iu'aW 
No. 




n 


^H-NMR (CDClg) 


4-058 




3 


0,99 (t. «/= 7.5 Hz, 3H), 1.45 (sextet, J= 7.5 
Hz, 2H), 1.57.1.68 (m, 4H), 1.69 (quint, </ = 
6.0 Hz, 2H), 1.86 (quint, J= 6.0 Hz, 2H), 
2.70 (t, cA= 6.0 Hz, 2H), 2.81 (t, J= 7.5 Hz, 
2H), 2.93 (t, 6.0 Hz, 2H), 3.60 (dt, J = 
9.0 Hz, 6.0 Hz, 2H), 4.16 (br t, 7.8 Hz, 
2H), 6.40 (d, J= 8.4 Hz, 2H), 7.05 (d, J= 8.4 
Hz, 2H), 8.29 (s, IH), 10.00 (br J = 6.0 
Hz. IH). 


4-059 


HO ^ 


3 


0.98 (t, 7.5 Hz, 3H), 1.44 (sextet, J= 7.5 
Hz, 2H). 1.56-1.68 (m, 4H), 1.69 (quint, J = 
6.0 Hz, 2H), 1.87 (quint, 6.0 Hz, 2H), 
2.71 (t, J= 6.0 Hz, 2H), 2.94 (t, J= 6.0 Hz, 
2H), 4,16 (br t, c/= 7.8 Hz, 2H), 4.48 (d, J= 
6.0 Hz, 2H), 6.05 (br s, IH), 6.53 (br s, IH), 
6.74 (s, 2H), 6.87 (s, IH), 8.30 (s, IH), 10.35 
(br t, <7= 6.0 Hz, IH). 


4-060 




3 


0.99 (t, c/= 7.5 Hz, 3H), 1.45 (sextet, J= 7.5 
Hz, 2H), 1.56^.69 (m, 4H), 1.70 (quint, e/ = 
6.0 Hz, 2H), 1.87 (quint, J= 6.0 Hz, 2H), 
2.72 (t, J= 6.0 Hz, 2H), 2.95 (t, 6.0 Hz, 
2H), 4.18 (br t, 7.8 Hz, 2H). 4.70 (d, 
6.0 Hz, 2H), 7.43 (d, J= 8.1 Hz, 2H), 8.00 
(d, 8.1 Hz, 2H), 8.33 (s, IH), 10.44 (br t, 
6.0 Hz, IH). 


4-061 




6 


0.97 (t, J= 7.5 Hz, 3H), 1.26-1.34 (m, 4H), 
1.42 (sextet, J= 7.5 Hz, 2H), 1.46-1.60 (m, 
4H), 1.65 (quint, J = 7.5 Hz, 2H), 1.80 
(quint, J= 6.0 Hz, 2H), 1.87 (quint, J= 6.0 
Hz, 2H), 2.73 (t, 6.0 Hz, 2H), 2.93 (br t, 
c/= 6.0 Hz, 2H), 4.12 (br t, J= 7.8 Hz, 2H), 
4.64 (d, e/= 6.0 Hz, 2H), 7.23-7.41 (m, 5H), 
8.38 (s. IH), 10.36 (br t. 6.0 Hz, IH 


4-062 


0^ 


6 


0.98 (t, J- 7.5 Hz, 3H), 1.24-1.33 (m, 4H), 
1.46 (sextet, c7= 7.5 Hz, 2H), 1.47-1.58 (m, 
4H), 1.66 (quint, J = 7.5 Hz, 2H), 1.80 
(quint, J= 6.0 Hz, 2H), 1.86 (quint, J= 6.0 
Hz, 2H), 2.73 (t, c/= 6.0 Hz, 2H), 2.94 (t, J= 
7.5 Hz, 2H), 2.95 (t, J= 6.0 Hz, 2H), 3.67 
(dt, J= 9.0 Hz, 6.0 Hz, 2H), 4.14 (br J = 
7.8 Hz, 2H), 7.21-7.34 (m, 5H), 8.35 (s, IH), 
10.10 (br t, J= 6.0 Hz, IH). 



162 



wo 02/053543 



PCT/JPOl/11427 



«2 9 



=690 

nBu 



No. 


R' 


^H-NMR (CDCI3) 


4-101 




0.97 (t, e/= 7.5 Hz, 3H), 1.35-1.53 (m, 4H), 
1.44 (sextet, J= 7.5 Hz, 2H), 1.60-1.78 (m, 
6H), 2.64 (t, J= 6.0 Hz, 2H), 2.88 (t, J = 
6.0 Hz, 2H), 4.09 (br t, J = 7.8 Hz, 2H), 
4.64 (d, J= 6.0 Hz, 2H), 7.17-7.39 (m, 6H), 
8.34 (a. IH). 10.34 (br t, J= 6.0 Hz, IH). 


4-102 

*±- XV/A 


w 


0.99 (t, </= 7.5 Hz, 3H), 1.34-1.53 (m, 4H), 
1.46 (sextet, J'= 7.5 Hz, 2H), 1.62-1.80 (m, 
6H), 2.64 (t, J= 6.0 Hz, 2H), 2.89 (t, J = 
6 0 Hz. 21i) 2 94 ^t J= 7 5 Hz 21D 3 67 
(dt, J= 9.0 Hz, 6.0 Hz, 2H), 4.10 (br t, J*= 
7.8 Hz, 2H), 7.18-7.34 (m, 5H), 8.31 (s, 
IH), 10.07 (br t. c/= 6.0 Hz. IH). 


4-103 




0.99 (t, 7.5 Hz, 3H), 1.36-1.58 (m, 4H), 
1.46 (sextet, «/= 7.5 Hz, 2H), 1.59-1.74 (m, 
4H), 1.76 (quint, 6.0 Hz, 2H), 2.64 (t, J 
= 6.0 Hz, 2H). 2.89 (t, J" = 6.0 Hz, 2H), 
2.90 (t, J= 7.5 Hz, 2H), 3.64 (dt, </= 9.0 
Hz, 6.0 Hz, 2H), 4,09 (br t, <7 = 7.8 Hz, 
2H), 6.98 (t, J= 8.4 Hz, 2H), 7.21 (dt, c/ = 
9.0 Hz, 6.0 Hz, 2H), 8.30 (s, IH), 10.06 (br 
t, 6.0 Hz, IH). 


4-104 




0.99 (t, 7.5 Hz, 3H), 1.37-1.52 (m, 4H), 
1.46 (sextet, c/=7.5 Hz, 2H), 1.61-1.73 (m, 
4H), 1.76 (quint, J= 6.0 Hz, 2H), 2.64 (t, J 
= 6.0 Hz, 2H), 2.82 (t, J = 7.5 Hz, 2H), 
2.88 (t, 6.0 Hz, 2H), 3.61 (dt, J- 9.0 
Hz, 6.0 Hz, 2H), 4.09 (br t, cT = 7.8 Hz, 
2H), 6.64 (d, 8.4 Hz, 2H), 7.05 (d, 
8.4 Hz, 2H), 8.30 (s, IH), 10.02 (br t. J- 
6.0 Hz, IH). 


4-105 




0.99 (t, c/= 7.5 Hz, 3H), 1.36-1.52 (m, 4H), 
1.45 (sextet, J= 7.5 Hz, 2H), 1.60-1.72 (m, 
4H), 1.76 (quint, e/= 6.0 Hz, 2H), 2.63 (t, J 
= 6.0 Hz, 2H), 2.85 (t, J = 7.5 Hz, 2H), 
2.88 (t, J= 6.0 Hz, 2H), 3.63 (dt, «/= 9.0 
Hz, 6.0 Hz, 2H), 4.10 (br t, cT" = 7.8 Hz, 
2H), 6.76 (d, c/== 8.4 Hz, 2H), 7.08 (d, 
8.4 Hz, 2H), 8.31 (s, IH), 10.10 (br t, 
6.0 Hz, IH). 



163 



wo 02/053543 



PCT/JPOl/11427 



^3 0 



is 



No. 




R6 


^H-NMR (CDCI3) 


4-301 






1.36 (quint, 6.0 Hz, 2H), 1.49 
(quint, J= 6.0 Hz, 2H), 1.61-1.68 
(m, 2H), 1.69 (quint, e/= 6.0 Hz, 
2H), 2.66 (t, J= 6.0 Hz, 2H), 3.03 
(t, J= 6.0 Hz, 2H), 3.30 (s, 3H), 
3.67 (t, J= 5.4 Hz, 2H), 4.32 (t, J 
= 5.4 Hz, 2H), 4.64 (d, J= 6.0 Hz, 
2H), 7.26-7.40 (m, 5H), 8.36 (a, 
IH). 10.25 (br t. J= 6.0 Hz. IH). 


A O AO 

4-302 


u 


1 


1.38 (quint, </= 4.8 Hz, 2H), 1.49 
(quint, J= 4.8 Hz, 2H), 1.60-1.67 
(m, 2H), 1.70 (quint, J= 6.0 Hz, 
2H), 2,66 (t, c/= 6.0 Hz, 2H), 2.94 
(t, c/= 7.5 Hz, 2H), 3.03 (t, 
6,0 Hz, 2H), 3.31 (s, 3H), 3.67 
(dt, = 9.0 Hz, 6.0 Hz, 2H), 3.68 
(t, 5.4 Hz, 2H), 4.33 (t, J = 
5.4 Hz, 2H), 7.24-7.34 (m, 5H), 
8.33 (a, IH), 9.98 (br t, J ^ 6.0 
Hz, IH). 


4-303 






0.99 (d, J = 6.7 Hz, 6H), 1.32- 
1.82 (m, IIH), 2,64 (t, </= 6.3 Hz, 
2H), 2.87 (t, J = 6.3 Hz, 2H), 
3.98-4.20 (br s. 2H), 4.64 (d, J = 

5.8 Hz, 2H), 7.23-7.40 (m, 5H), 
8.34 (s, IH), 10.3 (t-like). 








(CDsOD): 1.24-1.57 (m, 2H), 
1.64-1.85 (m, 2H), 2.70 (t-like, 
2H), 2.94 (t-like, 2H), 3.06 (t, 

f ,0 XIZ, £tl±)t 4,4JL \tf d — f.O XlZ, 

2H), 4.61 (a, 2H), 7.22-7.40 (m, 
7H), 8.44 (A2B2, c/= 5.2 Hz), 8.26 
(d, c7= 0.9 Hz. IH). 


4-305 






1.32-1.82 (m, 14H), 2.38-2.53 (m, 
4H), 2.57 (t, «/= 7.6 Hz, 2H), 2.64 
(t, c/= 6.0 Hz, 2H), 2.94 (t, J = 
6.4 Hz, 2H), 4.26 (t-like, IH), 
4.64 (d, J = 5.8 Hz, 2H), 7.22- 
7.39 (m, 5H), 8.34 (a, IH), 10.29 
(d. e/= 5.8 Hz. 2H). 


4-306 






1,32-1.50 (m, 4H), 1.52-1.72 (m, 
4H), 2.17 (quint, 6.7 Hz, 2H), 
2.52-2.70 (m, 4H), 3.98-4.10 (m, 
2H), 4.10 (t, 6.7 Hz, 2H), 4.65 
(d, c/= 5,8 Hz, 2H), 6.98 (s, IH), 
7.10 (a, IH), 7.22-7.40 (m, 5H), 
7.54 (a, IH), 8.35 (a, IH), 10.19 
(t, J= 5.8 Hz, IH). 
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wo 02/053543 



PCT/JPOl/11427 



^3 1 



"'to 

is 







R5 


^H-NMR (CDCI3) 


4-307 






1.34-1.54 (m ,4H), 1.60-1.81 (m, 
4H), 1.82-1.94 (m, 2H), 2.28-2.50 
(m, 6H), 2.64 (t, J= 6.4 Hz, 2H). 
2.93 (t, </= 6.4 Hz, 2H), 3.70 (t, J 
= 4.5 Hz. 2H). 4. 17 (t. 7.5 Hz. 
2H), 4.64 (d, 5.8 Hz, 2H). 
7,20-7.39 (m, 5H), 8.34 (s, IH), 
10.29 (t-like, IH). 


4-308 






1.30-1.42 (m, 2H), 1.42-1.52 (m. 
2H), 1.60-1,80 (m, 4H), 2.64 (t. J 
= 5.9 Hz, 2H), 2.79 (t, 6.1 Hz, 
2H), 3.01 (t, c/= 7:7 Hz, 2H), 4.31 
(t, J= 7.7 Hz, 2H), 4.87 (t, J = 
0.0 xiz, iSJti;. /.i4-/.^o ^m, i^Jtlj. 
7.30-7.42 (m, 4H), 7.57 (ddd. J = 
6.0, 1.9, 1.9 Hz. 2H), 8.38 (s, 
IH), 8.51 (d-like, 2H), 10.3 (t, J 
= 5.8 Hz, IH). 


4-309 




So 


1.37-1.53 (m, 4H), 1.60-1.80 (m, 
4H), 2.66 (t, J= 6.1 Hz, 2H), 2.81 
(t. J= 6.4 Hz, 2H), 4.64 (t, J = 
5.8 Hz, 2H), 5.44 (br s, 2H), 
7.20-7.42 (m, 7H). 8.45 (s. IH). 
8.45-8.58 (m. 2H). 10.1 (t, J= 5.8 
Hz.lH). 


4-310 




So 


1.35.1.55 (m, 4H), 1.60-1.80 (m, 
4H), 2.68 (t, J= 5.9 Hz, 2H), 2.74 
(t. 6.1 Hz, 2H), 4.62 (t, J = 
5.8 Hz, 2H), 5.42 (br s, 2H), 6.97 
(A2B2, J= 6.1 Hz, 2H), 7.19-7.37 
(m, 5H), 8.47 (s, IH), 8.54-8.58 
(m. 2H). 10.1 (t-like, IH). 
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wo 02/053543 



PCT/JPOl/11427 



^3 2 



No. 


mm. 


^H-NMR (CDCI3) 


4-311 


Me O 
0 


IN N^— ✓ 

nBu 


0.99 (t, e/ = 7.4 Hz, 3H), 1.36-1.75 
(m, 12H), 2.62 (t, J = 5.9 Hz, 2H), 
2.88 (t, J= 6.3 Hz, 2H). 4.08 (brs, 
2H), 5.31 (m, IH), 7.14-7.42 (m, 
5H), 8.29 (s, IH), 10.35 (d, 7.6 
Hz, IH). 


4-312 


Me 0 


nBu 


0 99 ft J" = 7 4 Hz SK) 1 36-1 75 
(m, 12H), 2.62 (t, 5.9 Hz, 2H), 
2.88 (t, 6.3 Hz, 2H), 4.08 (brs, 
2H), 5.31 (m, IH), 7.14-7.42 (m, 
6H), 8.29 (s, IH), 10.35 (d, 7.5 
Hz, IH). 


4-313 


/r-\ Me MeO 
H ^ 


nBu 


0.98 (t, J= 7.1 Hz, 3H), 1.40-1.76 
(m, 12H), 1.42 (s, 6H), 2.64 (t, c/ = 

D.l/ XIZ, ^Cljf ^.00 \V>, cf Q.t> XIZ, 

2H). 3.19 (8, 2H), 4.07 (brs, 2H), 
7.16-7.26 (m, 5H), 8.33 (3, IH), 9.87 
(s. IH). 


4-314 


H 1 
0^ 


nBu 


0.98 (t, c/= 7.4 Hz, 3H), 1.39-1.76 
(m, 12H), 2.64 (t, c/= 5.9 Hz, 2H), 
2.89 (t, J= 6.3 Hz, 2H), 3.93 (dd, J 
= 11.4, 4.5 Hz, IH), 3.97 (dd, c/ = 
11.4, 0.9 xiz, ixi/t V'^^^f ^^)t 
5.31 (m, IH), 7.27-7.46 (m, 5H), 
8.31 (s, IH), 10.75 (d, J= 6.3 Hz, 
IH). 


4-315 




1 

nBu 


0,98 (t, J= lA Hz, 3H), 1.39-1.76 

(m, 12H), 2.64 (t, 5.9 Hz, 2H), 

9 ftp ft .7= R R 9TT^ (At\ J 
£itO\j e/ ' — 0.0 X1.A, uxXfy o.tjo ^uu, e/ 

= 11.4, 4.5 Hz, IH), 3.97 (dd, J = 
11.4, 6.9 Hz, IH), 4.10 (brs, 2H), 
5.31 (m, IH), 7.27-7.46 (m, 5H), 
8.31 (s, IH), 10.75 (d, </= 6.3 Hz, 
IH). 


4-316 




nBu 


(m, 12H), 2.63 (t, J= 5.9 Hz, 2H), 
2.89 (t, J= 6.0 Hz, 2H), 3.91 (d, c/ = 
5.7 Hz, 2H), 4.12 (brs, 2H), 5.54 (m, 
IH), 7.28-7.45 (m, 5H), 8.29 (s, IH), 
10.77 (d, J= 7.5 Hz, IH). 


4-317 


\=/ H i. 

0^ 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.32-1.76 
(m, 12H), 2.63 (t, «/= 5.9 Hz, 2H), 
2.89 (t, J- 6.0 Hz, 2H), 3.91 (d, J- 
5.7 Hz, 2H), 4.12 (brs, 2H), 5.54 (m, 
IH), 7.28-7.46 (m, 5H), 8.29 (s, IH), 
10.77 (d, J= 7.5 Hz. IH). 


4-318 


0>N^ 


OO 

nBu 


0.97 (t, 7.4 Hz, 3H), 1.38-1.75 
(m, 12H), 2.64 (t, 6.0 Hz, 2H), 
2.88 (t, J= 6.2 Hz, 2H), 2.99 (dd, J 
= 16.0, 6.6 Hz, 2H), 3.41 (dd, J = 
16.0, 7.5 Hz, 2H), 4.07 (brs, 2H), 
4.88 (m, IH), 7.15-7.24 (m, 4H), 
8.32 (s, IH), 10.17 (d, J= 6.0 Hz, 
IH). 
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PCT/JPOl/11427 



^3 3 



No. 


mm 


^H-NMR (CDCls) 


4-319 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.25-1.77 
(m, 12H), 2.18 (m, IH), 2.64 (t, / = 
6.0 Hz, 2H), 2.89 (t, J = 6.4 Hz, 
2H), 3.14 (m, IH), 4.10 (brs, 2H), 
7.16-7.30 (m, 5H), 8.33 (s, IH), 
10.12 (d, «/=3.6Hz. IH). 


4-320 


Me Me O 

nBu 


1.00 (t, J= 7.2 Hz, 3H), 1.30-1.56 
(m, 6H), 1.59 (8, 6H), 1,56-1.89 (m, 
6H^ 2 58 Ct J'= 6 0 Hz 2H^ 2 88 
(t, e/= 6.3 Hz, 2H), 4.00-4,23 (m, 
2H), 7.10-7.40 (m, 5H), 7,46 (d, 
8.4 Hz. 2H), 8.23 (s. IH). 


4-321 


nBu 


1.35-2.04 (m, 8H), 2.03-2.15 (m, 
2H), 2.64 (t, J= 6.0 Hz, 2H), 2.88- 
2.96 (m, 4H), 3.63-3.71 (m, 2H), 
3.78 (t, c/= 6.0 Hz, 2H), 4.05 (dd, J 

3H), 6.49 (dd, c/= 14,1, 6.6 Hz, IH), 
7.15-7.35 (m, 5H), 8.32 (s, IH), 
10,01 (brs, IH). 


4-322 


N3 

nBu 


1.35-2,04 (m. 8H), 2.03-2.15 (m, 

2.96 (m, 4H), 3.63-3.71 (m, 2H), 
3.78 (t, c/= 6.0 Hz, 2H), 4.05 (dd, J 
= 6,9, 2.1 Hz, 2H), 4.18-4.27 (m, 
3H), 6.49 (dd, J= 14.1, 6.6 Hz, IH), 
7 15-7 35 (m 5H) 8 32 IH^ 
10.01 (brs, IH). 


4-323 




1.20-1.90 (m, 8H), 2.13-2.28 (m, 
2H), 2.55-2.72 (m, 2H), 2.82-3.02 
(m, 2H), 3.62-3.78 (m, 2H), 4.20- 
4.38 (m, 2H), 4.64 (d, J = 6.3 Hz, 
2H). 7.18-7.43 (m, 5H). 8.36 (s. IH). 


4-324 




1.20-1.90 (m, 8H), 2.12-2.28 (m, 

3.02 (m, 4H). 3.60 3.7S (m, 4H), 
4.29 (t, J= 9.0 Hz. 2H), 7.10-7.40 
(m, 5H). 8.33 (s, IH). 


4-326 




1.37-1.80 (m, 8H), 2.02 (m, 2H), 
2.65 (t, c7= 6.3 Hz, 2H), 2.92 (t, J = 
6,6 Hz, 2H), 3.77 (t, J = 5.4 Hz, 
2H), 4.04 (dd, J= 6.9, 2.1 Hz, IH). 
4.16-4.26 (m, 3H), 4.65 (d, J= 6.0 
Hz, 2H), 6,48 (dd, J= 14.1, 6.6 hz, 
IH), 7,21-7.42 (m, 5H), 8.35 (s. IH), 
10.29 (bra, IH). 


4-326 




1.37 (m, 8H), 2.07 (m, 2H), 2.64 (t, 
J= 6.0 Hz, 2H), 2.64 (t, J= 6.0 Hz, 
2H), 2.90-2.96 (m, 4H), 3.63-3.71 
(m, 2H), 3.78 (t, 6.0 Hz, 2H), 
4.05 (dd, J= 6.9 Hz, 2.1 Hz, IH), 
4.18-4.27 (m, 3H), 6.49 (dd, J = 
14.1, 6.6 Hz, IH), 7.18-7.33 (m, 
5H), 8.32 (a. IH). 10.01 (brs. IH). 



wo 02/053543 



PCT/JPOl/11427 



*3 4 



No. 




^H-NMR (CDCI3) 


4-327 


HCX^ 


90 


1.38-1.81 (m, 8H), 1.88-1.96 (m, 
2H), 2.66 (t, e/= 6.3 Hz, 2H), 2.93 
(t, «/= 6.3 Hz, 2H). 3.52 (t, .7= 5.1 
Hz, 2H), 3.72 (brs, IH), 4.65 (d, J= 

6.3 Hz. 2H), 7.22-7.38 (m, 5H), 8.40 
(s, IH), 10.18 (brs. IH). 


4-328 


HO^ 


1.38-1.95 (m, lOH), 2.65 (t, J= 6.0 
Hz, 2H), 2.90-2.94 (m, 4H), 3.45- 
3.52 (m, 2H), 3.65-3,72 (m, 2H), 
3.91 (brs, IH), 4.34 (brs, 2H), 7.20- 
7.35 (m. 5H), 8.37 (s. IH), 9.88 
(brs. IH). 


4-329 


0 


no 

^N'N — / 
nBu 


0.96 (t, J= 6.9 Hz, 3H), 1.30-1.55 
(m, 6H), 1.55-1.82 (m, 6H), 1.97 
(ddd, J- 16.5, 12.9, 8.4 Hz, IH), 
2.60-2.73 (m, 3H), 2.84-2.96 (m, 
3H), 3.03 (ddd, J= 16.5, 9.3, 3.6 
Hz, IH), 3.93-4.20 (m, 2H), 5.67 
(q-like, IH), 7.10-7.35 (m, 3H), 7.38 
(m. IH), 8.37 (s. IH). 


4-330 


O 


1.25-1.28 (m, 14H), 2.65 (t, J= 6.0 
Hz, 2H), 2.80 (brs, 2H), 2.92 (t, = 
6.0 Hz, 2H), 4.22 (m, 2H), 4.65 (d, J 
= 6.0 Hz, 2H), 7.24-7.39 (m, 5H), 
8.36 (s, IH), 10.25 (brs, IH). 


4-331 




1.37-1.90 (m, 12H), 2.64 (t, J= 6.3 
Hz, 2H), 2.80 (m, 2H), 2.90-2.96 (m, 
4H), 3.68 (q, 6.3 Hz, 2H), 4.23 
(brs, 2H), 7.21-7.33 (m, 5H), 8.33 
(s, IH), 9.98 (brs, IH). 


4-332 




nBu 


1.00 (t. J= 7.5 Hz, 3H), 1.33-1.54 
(m, 6H), 1.55-1.79 (m, 6H), 2.63 (t, 
J= 6.0 Hz, 2H), 2.89 (t, «/= 6.3 Hz, 
2H), 2.98 (d, c/= 7.5 Hz, 2H), 3.66 
(dd, J= 10.1, 6.3 Hz, IH). 3.79 (dd, 
J= 10.1, 3.6 Hz, IH), 4.33 (m, IH), 
7.18-7.40 (m, 5H). 8.27 (s. IH). 


4-333 


0 

JL A 

\=A — 

H . 
0' 


nBu 


1.00 (t, e/= 7.5 Hz, 3H), 1.33-1.54 
(m, 6H), 1.55-1.79 (m. 6H), 2.63 (t. 

6.0 Hz, 2H), 2.89 (t, J= 6.3 Hz, 
2H), 2.98 (d, c7= 7.5 Hz, 2H), 3.66 
(dd, c7= 10.1, 6.3 Hz, IH), 3.79 (dd, 
J= 10.1, 3.6 Hz, IH), 4.33 (m, IH), 
7.18-7.40 (m, 5H). 8.27 (s, IH). 
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ms 5 



No. 




^H-NMR (CDCl.) 


4-501 


n-Bu 


0.95 (t, J = 7.5 Hz. 3H), 1.37 
(sextet, J= 7.5 Hz, 2H), 1.66-1.77 
(m, 6H), 2.57 (br t, J= 6.3 Hz, 2H), 
3.27 (br t, J= 6.3 Hz, 2H), 3.92 (t, J 
= 7.5 Hz, 2H), 4.60 (d, J= 6.7 Hz, 
2H), 7.12 (s, IH), 7.23-7.40 (m. 5H), 
9.58 (br t, J= 5.7 Hz, IH). 


4-502 


n-Bu 


0.95 (t, J = 7,5 Hz, 3H), 1.37 
(sextet, J= 7.6 Hz, 2H), 1.66-1.77 
(m, 6H), 2.56 (br t, 6.3 Hz, 2H), 
3.27 (br t, c/= 6.3 Hz, 2H), 3.92 (t, J 
= 7.5 Hz, 2H), 4.50 (a, 2H), 6.92 (s, 
2H), 6.75 (d, J= 8.4 Hz, IH), 6.83 
(d. J= 8.4 Hz, IH), 6.88 (s, IH), 
7.13 (s, IH). 9.58 (brs, IH). 


4-503 


O^N 
n-Bu 


0.95 (t, J = 7.5 Hz, 3H), 1.37 
(sextet, e/= 7.5 Hz, 2H), 1.65-1.77 
(m, 6H), 2.56 (br t, 6.3 Hz, 2H), 
3.27 (br t, c7= 6.3 Hz, 2H), 3.79 (s, 
3H), 3.91 (t, J= 7.5 Hz, 2H), 4.53 
(s, 2H), 6.86 (d, J = 8.4 Hz, 2H), 
7.12 (s, IH), 7.30 (d, J= 8.4 Hz, 
2H). 9.54 (br s. IH). 


4-504 


n-Bu 


0.95 (t, J = 7.2 Hz, 3H), 1.37 
(sextet, J= 7.2 Hz, 2H), 1.66-1.78 
(m, 6H), 2.56 (br t, J== 6.3 Hz, 2H), 
3.27 (br t, c/= 6.3 Hz, 2H), 3.92 (t, J 
= 7.2 Hz, 2H), 4.58 (s, 2H), 6.27 
(dd, J - 3.0 Hz, 0.9 Hz, IH), 6.30 
(dd, c^= 3.0 Hz, 1.8 Hz, IH), 7.13 (s, 
IH), 7.35 (dd, J= 1.8 Hz, 0.9 Hz, 
IH). 9.65 (br s, IH). 


4-506 


n-Bu 


0.97 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J= 7.5 Hz, 2H), 1.63-1.78 
(m, 4H), 1.87 (quint, J = 6.0 Hz, 
2H), 2.57 (t, J= 6.0 Hz, 2H), 2.73 
(t, J = 6.0 Hz, 2H), 3.90 (s, 3H), 
4.02 (t, J = 7.8 Hz, 2H). 7.92 (s, 
IH). 
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No. 


mm 


^H-NMR (CDCI3) 


4-506 


0 

ri_Dii 

rhou 


0.96 (t, 7.5 Hz, 3H), 1.42 (sextet, J 
= 7 5 Hz 2H) 1 60-1 77 (m 4H^ 1 84 
(quint, 6.0 Hz, 2H), 2.54 (t, J= 6.0 
Hz. 2H), 2.70 (t, 6.0 Hz, 2H), 2.88 
(s, 3H), 4.02 (t. J - 7.8 Hz, 2H), 4.75 
(s, 2H), 7,17-7.40 (m. 6H). 
(minor isomer): 6 0.95 (t, J = 7.5 Hz, 
3H), 1.41 (sextet, J = 7.5 Hz, 2H), 
1 60-1 77 (try 4H'i 1 83 Cnnint ,7= f5 0 
Hz, 2H), 2.50 (t, J= 6.0 Hz, 2H), 2.68 
(t. e7= 6.0 Hz, 2H), 2.97 (s, 3H), 4.01 
(t, e/= 7.8 Hz, 2H), 4.49 (s. 2H), 7.17- 
7.40 (m, 6H). 


4-507 


n-Bu 


0.89 (t, J= 7.5 Hz, 3H), 1.30 (sextet, J 
= 7.5 Hz, 2H). 1.92 (quint, J= 6.9 Hz, 

2.68, 2.76 (ABq, J'= 7.5 Hz, 2H), 3.93 
(s, 3H), 4.30 (t, J= 7.5 Hz, 2H), 7.31- 
7.41 (m, 3H), 7.56 (dd, 7.2 Hz, 2.4 
Hz, IH). 8.10 (s, IH). 




l>Bu 


0.91 (t, «/= 7.5 Hz, 3H), 1.30 (sextet, J 
= 7.6 Hz, 2H), 1.91 (quint, 6.6 Hz, 
2H), 2.66, 2.80 (ABq, J- 9.0 Hz, 2H), 

9 ft*? 9 7Q ^A"Rrt T— 7 K W» 9^^ d A9 

(t, J= 7.5 Hz, 2H), 7.38-7.46 (m. 3H), 
7.57 (d, J= 7.5 Hz, IH), 8.39 (s, IH), 
14.77 (br s, IH). 


4-509 


n-Bu 


0.88 (t, e/= 7.5 Hz, 3H), 1.27 (sextet, J 
= 7.5 Hz, 2H), 1.87 (quint, J'= 6.0 Hz, 
2H), 2.62, 2.78 (ABq, 9.0 Hz, 2H), 
2.64, 2.76 (ABq, 7.6 Hz, 2H), 4.35 
(t, */= 7.5 Hz, 2H), 4.68 (d, J= 6.0 Hz, 
2ro 7 21-7 41 (m 8H>. 7 53 fdd. J - 
6.9 Hz, 2.4 Hz, IH), 8.46 (s, IH), 
10.33 (br t, J'= 6.0 Hz, IH). 


4-510 


H X JL JL 


0.90 (t, 7.5 Hz, 3H), 1.29 (sextet, J 
= 7.5 Hz, 2H), 1.87 (quint, J= 6.6 Hz, 
2H), 2.62, 2.78 (ABq, 9.0 Hz, 2H), 
2.63, 2.76 (ABq, J= 7.5 Hz, 2H), 2.96 
(t, c/= 7.5 Hz, 2H), 3.66-3.74 (m, 2H), 
4.36 (t, J= 7.5 Hz, 2H), 7.19-7.37 (m, 
8H), 7.63 (dd, J- 6.9 Hz, 2.4 Hz, IH), 
8.42 (s, IH), 10.06 (br J ^ 6.0 Hz, 
IH). 
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1^3 7 



H 



nBu 



/L- Ji^ Mn 

No. 




4 

^H'-NMR (CDCI3) 


5-001 


Me 


0.98 (t, t/= 7.5 Hz, 3H), 1.37-1.50 (m, 2H), 1.60-1.70 
(m, 2H), 2.12 (s, 3H), 2.17 (s, 3H), 2.30 (s, 3H), 4.10 (t. 
J= 7.8 Hz, 2H), 8,20 (s, IH), 8.36 (br s. IH). 


5-002 


a 


1.00 (t, 7.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2.17 (s, 3H), 2.34 (s. 3H), 4.14 (t, J= 7.8 Hz, 
2H), 7.44-7.57 (m, 3H), 7.92-7.95 (m. 2H), 8.41 (s. IH), 
9.22 (br 8. IH). 


5-003 


T 


0.99 (t, «/= 7.2 Hz, 3H), 1.39-1.52 (m, 2H). 1.64-1.74 
(m, 2H), 2.16 (s. 3H), 2,34 (s, 3H), 4.13 (t, J= 7.8 Hz, 
2H), 7.15-7.24 (m, IH), 7.30 (dd, 1.8, 8.4 Hz, IH), 
7.47-7.54 (m, IH), 8.12 (dt, 1.8, 7.8 Hz, IH), 8.42 (s, 
IH), 9.75 (br s, IH). 


5-004. 




1.00 (t, J= 7.2 Hz, 3H). 1.40-1.52 (m, 2H), 1.63-1.74 
(m, 2H), 2.17 (8, 3H), 2.34 (s, 3H). 4.13 (t, J= 7.8 Hz, 
2H), 7.12-7.18 (m, 2H), 7.93-7.97 (m, 2H), 8.37 (s, IH), 
9.16 (br 8, IH). 






0.98 (t, «/'= 7.2 Hz, 3H), 1.38-1.50 (m, 2H), 1.64-1.72 
(m, 2H), 2.17 (8, 3H), 2.34 (s, 3H), 4.11 (t, 7.8 Hz, 
2H), 7.31-7.47 (m, 3H), 7.73 (dd, J= 2.1,7.2 Hz, IH), 
8.41 (8, IH), 9.13 (br s, IH). 


5-006 


Me 


0.98 (t, J= 7.2 Hz, 3H), 1.38-1.50 (m, 2H), 1.61-1.72 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 2.53 (s, 3H). 4.11 (t, 
./= 7.8 Hz, 2H). 7.20-7.26 (m, 2H), 7.32-7.37 (m, IH), 
7.54 (d, J= 7.8 Hz, IH), 8.39 (s, IH), 8.74. (br s, IH). 


5-007 


.-a 


1,00 (t, c/= 7.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2.17 (8, 3H), 2.34 (s, 3H), 2.42 (s, 3H), 4.13 (t, 
7.8 Hz, 2H), 7.35 (m, 2H), 7.74 (m, 2H), 8.41 (s. 


5-008 




0.99 (t, e/= 7.2 Hz, 3H), 1,40-1.52 (m, 2H), 1.64-1.74 (m, 
2H), 2.16 (8, 3H), 2.34 (s, 3H), 2,41 (8, 3H), 4.13 (t, . 
7.8 Hz, 2H), 7.27 (d, J= 8,1 Hz, 2H), 7.84 (d, J= 8.1 
Hz. 2H). 8.40 (s. IH). 9.20 (br s. IH). 


5-009 




1.00 (t, 1.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2.17 (8, 3H), 2.35 (s, 3H), 4.13 (t, 7.8 Hz, 
2H), 7.20-7.27 (m, IH), 7.41-7.48 (m, IH), 7.63-7.70 (m, 
2H), 8.38 (8, IH). 9.19 (br s, IH). 


5-010 




0.98 (t, 7.2 Hz, 3H), 1.38-1.50 (m, 2H), 1.62-1.73 
(m, 2H), 2.20 (8, 3H), 2.36 (s, 3H), 4.12 (t, e/= 7.8 Hz, 
2H), 7.46-7.59 (m, 3H), 7.79 (dd, 1.2, 7.2 Hz, IH), 
7.88 (dd, 1.5, 7.2 Hz, IH), 7.95 (d, J= 8.1 Hz, IH), 8.46 
(dd, J= 1.5. 7.5 Hz, IH). 8.50 (8.1H), 8.95 (br s. IH). 


5-011 




1.01 (t, J= 7.2 Hz, 3H), 1.42-1.54 (m, 2H), 1.66-1.76 
(m, 2H), 2.19 (8, 3H), 2.36 (s, 3H), 4.16 (t, 7.8 Hz, 
2H), 7.53-7.62 (m, 2H), 7.88-8.03 (m, 4H), 8.47 (8, 2H), 
9.41 (br 8, IH). 
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H 



nBu 



No. 




^H-NMR (CDCI3) 


5-012 


cr 


0.96 (t, 7.2 Hz, 3H), 1.35.1.47 (m, 2H), 
1.67-1.67 (m, 2H), 2.09 (s, 3H). 2.28 (s, 3H), 
3.72 (s, 2H), 4.05 (t, J- 7.8 Hz, 2H), 7.28-7.40 
(m, 5H), 8.22 (s, IH), 8.40 (br s, IH). 


6-013 




0.98 (t, J = 7.2 Hz, 3H), 1.37-1.49 (m, 2H), 
1.60-1.70 (m, 2H), 2,12 (s, 3H), 2.31 (s, 3H), 
2.69 (t, J= 7.5 Hz, 2H), 3.04 (t, 7.5 Hz. 
2H), 4.09 (t, c/= 7.8 Hz, 2H), 7.17-7.34 (m, 
5H). 8.23 (8. IH). 8.35 (br s. IH). 


5-014 


CO2H 


0.92 (t, e/= 7.2 Hz, 3H), 1.31-1.39 (m. 2H), 
1.61-1.62 (m, 2H), 2.11 (s, 3H), 2.33 (a, 3H), 
4.05 (t, J= 7.8 Hz, 2H), 7.54-7.64 (m, 3H), 7.83 
(d, 7.5 Hz, IH), 8.14 (8, IH), 8.99 (8, IH), 
13.06 (br s, IH). 


5-015 


nBuO- 


0,94 (t, J = 7.5 Hz, 3H), 1.35-1.49 (m, 4H), 
1.60-1.70 (m, 4H), 2.11 (s, 3H), 2.29 (s, 3H), 
4.09 (t, e/= 7.8 Hz, 2H), 4.15 (t, J= 6.6 Hz, 
2H). 7.73 (br s. IH). 7.85 (br s. IH). 


5-016 




0.99 (t, J= 7.2 Hz, 3H), 1.39-1.51 (m, 2H), 
1.62-1.73 (m, 2H), 2.11 (s, 3H), 2.31 (s, 3H), 
4.13 (t, 7.8 Hz, 2H), 7.16-7,41 (m, 5H), 7.88 
(s, IH), 8.09 (br 8, IH), 


5-017 


BnO- 


0.97 (t, e/= 7.2 Hz, 3H), 1.36-1.48 (m, 2H), 
1.59-1.69 (m, 2H), 2.11 (s, 3H), 2.29 (s, 3H), 
4.08 (t, J- 7.8 Hz, 2H), 5.19 (8, 2H), 7.26-7.41 
(m, 5H). 7.83 (s, IH)^ 7.86 (8. IH). 


6-018 


a: 


0.90 (t. / = 7.2 Hz, 3H), 1.27-1.40(m, 2H), 
1.57-1.67(m, 2H), 2.14(8, 3H), 2.31(s, 3H), 
4.09(t, J = 7.8 Hz, 2H), 6.91-6.97(m, IH), 
7.28-7.34(m, IH), 7.49(br a, IH), 7.50-7.64(m, 
IH), 8.08-8.11(m» IH), 8.10(s, IH), 8.38(br a, 
IH). 


5-019 


a" 


1.00 (t, e/= 7.2 Hz, 3H), 1.39-1.51 (m, 2H), 
1.61-1.71 (m, 2H), 2.15 (a, 3H), 2.35 (s, 3H), 
4.15 (t, 7.8 Hz, 2H), 6.98-7.03 (m, IH), 
7.25-7.30 (m, 2H), 7.41-7.45 m, 2H), 8.03 (a, 
IH). 


6-020 


u 


0.98 (t, 7.2 Hz, 3H), 1.42-1.75 (m, 4H), 2.12 
(a, 3H), 4.27 (t, c/ = 7.8Hz, 2H), 7.48-7.61 (m, 
3H), 8.04-8.09 (m, 3H),8.98 (s, IH), 10.36 (br 
a. IH). 
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No. 




^H-NMR (CDCI3) 


5-101 


i>N H 

nBu 


0.97 (t. «/*= 7.2 Hz, 3H), 1.36-1.49 (m, 
2H), 1.60-1.70 (m, 2H), 2.04 (s, 3H). 
2.22 (s, 3H). 4.08 (t, J= 7,5 Hz, 2H), 
4.61 (s, 2H), 6.27 (s, IH), 7.30-7.35 (m, 
2H), 7.48-7.62 (m. IH), 7.69-7.72 (m, 
IH). 


5-102 


nBu 


0.98 (t, 7.2 Hz, 3H), 1.37-1.49 (m, 
2H), 1.59-1.69 (m, 2H), 2.18 (s, 3H), 
2.38 (s, 3H), 4.10 (t, c/= 7.8 Hz, 2H), 
7.23-7.43 (m, IH), 7.42-7.43 (m, 4H), 
8.86 (s, IH). 


5-103 


nBu 


0.92 (t, J= 7.2 Hz, 3H), 1.25-1.37 (m, 

2.23 (s, 3H), 3.97 (t, J= 7.8 Hz, 2H), 
7.35 (s, IH), 7.41-7.55 (n, 2H), 7.65 (br 
s, IH), 7.83-7.87 (m, 2H). 


5-104 


0 N Me 
nBu 


0.95 (t, J= 7.2 Hz, 3H), 1.33-1.45 (m, 
2H), 1.59-1.70 (m, 2H), 2.00 (s, 3H), 
2.30 (s, 3H), 4.10 (t, J= 7.8 Hz, 2H), 
7.03 (s, IH), 7.28-7.44 (m, 6H), 7.79- 
7.82 (m, 4H). 


5-105 


nBu 


0.96 (t, J= 7.2 Hz, 3H), 1.37-1.49 (m, 
2H), 1.62-1.73 (m, 2H), 2.16 (s, 3H), 
2.39 (s, 3H), 4.11 (t, 8.1 Hz, 2H), 
7.30 (s, IH), 7.72-7.77 (m, 2H), 7.88- 

7.94 (m, 2H). 


5-106 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1,40-1.52 (m, 
2H), 1.64-1.75 (m, 2H), 2.20 (s, 3H), 
2.37 (s, 3H), 4.15 (t, J= 7.8 Hz, 2H), 
7.38-7.50 (m, 3H), 7.89-7.92 (m, 2H). 
9.57 (a, IH), 10.60 (br e, IH). 
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^4 0 



nBu 



No. 




^H-NMR (CDCI3) 


6-001 


a 


0,99 (t. 7.5 Hz, 3H), 1.45 (sextet, «/= 7.5 
Hz, 2H), 1.66 (quint, J = 7.5 Hz, 2H), 1.74 
(quint, J= 6.0 Hz, 2H), 1.87 (quint, 6.0 Hz, 
2H), 2.60 (t, J= 6.0 Hz, 2H), 2.69 (t, J= 6.0 Hz, 
2H), 4.06 (t, J= 7.8 Hz, 2H), 7.43-7.56 (m. 3H), 
7.94 (d. J= 6.9 Hz, 2H), 8.31 (s, IH), 9.26 (br s, 
IH). 


6-002 




0.95 (t, J= 7.5 Hz, 3H), 1.40 (sextet, */= 7.5 
Hz, 2H), 1.56-1.65 (m, 2H), 1.69 (quint, «/= 6.0 
Hz, 2H), 1.82 (quint, J= 6.0 Hz. 2H), 2.52 (t, J 
= 6.0 Hz, 2H), 2.62 (t, 6.0 Hz, 2H), 3.72 (s, 
2H), 3.98 (t, </= 7.8 Hz, 2H), 7.27-7.39 (m, 5H), 
8.13 (s, IH), 8,44 (br s. IH). 


6-003 




0.97 (t, J= 7.5 Hz, 3H), 1.42 (sextet. 7.5 
Hz, 2H), 1.61 (quint, J= 7,5 Hz, 2H), 1.71 
(quint, «/= 6.0 Hz, 2H), 1.84 (quint, ^=6.0 Hz, 
2H), 2.55 (t, */= 6.0 Hz, 2H), 2.65 (t, t/= 6.0 Hz, 
2H), 2.70 (t. «/= 7.8 Hz, 2H), 3.04 (t, «/= 7.8 Hz, 
2H), 4.02 (t, */= 7,8 Hz, 2H), 7.18-7.33 (m, 5H), 
8.15 (s, IH), 8.41 (br s. IH). 


6-004 




0.98 (t, J= 7.5 Hz, 3H), 1.41 (sextet, J =^ 7.6 
Hz, 2H), 1.64 (quint, J = 7.5 Hz, 2H), 1.72 
(quint, J= 6.0 Hz, 2H), 1.85 (quint, J= 6.0 Hz, 
2H), 2.57 (t, c/= 6.0 Hz, 2H), 2.67 (t, J= 6.0 Hz, 
2H), 4.03 (t, J= 7.8 Hz, 2H), 4.60 (s, 2H). 7.03 
(d, </= 7.8 Hz, 2H), 7.32 (d, = 7.8 Hz, 3H), 
8.19 (s, IH). 9.49 (br s, IH). 


6-006 




0.92 (t, J= 7.5 Hz, 3H), 1.32 (sextet, J= 7.5 
Hz, 2H), 1.57-1.65 (m, 2H), 1.69 (quint, 7= 6.0 
Hz, 2H), 1,82 (quint, 6.0 Hz, 2H), 2.55 (t. J 
= 6.0 Hz, 2H), 2.59 (t, J= 6.0 Hz, 2H), 3.90 (t, J 
= 7.8 Hz, 2H), 4.46 (d, «/= 6.0 Hz, 2H), 5.72 (br 
8, IH), 7.24-7.32 (m, 5H), 7.95 (s, IH), 8.00 (br 
8. IH). 


6-006 




(in d^BMSO): 0.93 (t, 7.5 Hz, 3H), 1.35 
(sextet, «/= 7.5 Hz, 2H), 1.56 (quint. «/ = 7.5 
Hz, 2H), 1.60-1.70 (m, 2H), 1.71-1.80 (m, 2H), 
2.51 (t, e/= 6.0 Hz, 2H), 2.67 (t, 6.0 Hz, 2H), 
4.00 (t, J= 7.5 Hz, 2H), 6.96 (t, c/= 7.2 Hz, IH), 
7.27 (t, e/= 7.5 Hz, 2H), 7.43 (d, c/ = 7,5 Hz, 
2H), 7.84 (s, IH), 8.53 (br s, IH), 9.51 (br s, 
IH). 


6-007 




0.96 (t, c/= 7,5 Hz, 3H), 1.41 (sextet, J= 7.5 
Hz, 2H), 1.63 (quint, J = 7.5 Hz, 2H). 1.70 
(quint, J= 6.0 Hz. 2H), 1.83 (quint, J= 6.0 Hz, 
2H), 2.63 (t, c/= 6.0 Hz, 2H), 2.63 (t. J- 6.0 Hz, 

2H), 4.01 (t, J= 7.8 Hz, 2H), 5.19 (s, 2H), 
7.29-7,41 (m, 5H), 7.76 (s, IH), 7.86 (br s. IH). 
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3S4 1 



No. 


mm 


^H-NMR (CDCls) 


7-001 


nBuO'^'^N Me 


0.71 (t, J= 7.2 Hz, 3H). 1.10-1.23(m, 
2H), 1.46-1. 65(m, 2H), 2.22(s, 3H), 
2.43(s, 3H). 4.28 (t. </= 6.3 Hz, 2H), 

7.58-7. 60(m, IH), 7.67(s, IH). 


7-002 


nBu 


0.97 (t, J= 7.2 Hz, 3H), 1.37-1.49 
(m, 2H), 1.60-1.80 (m, 2H), 2.21 (s, 
3H), 2.44 (s, 3H), 2.48 (s, 3H), 4.71 
(br 8, 2H), 7.30-7.35 (m, 3H), 8.01 (s. 
IH), 8.04 (8, IH). 


7-003 


nBu 


0.97 (t, 7.5 Hz, 3H), 1.37-1.60 
(m, 2H), 1.62-1.73 (m, 2H), 2.07 (s, 
3H). 2.33 (s. 3H), 4.09 (t, 7.8 Hz, 
2H), 6.96 (s, IH). 


7-004 


Bn 


2.07 (8, 3H), 2.28 (s, 3H), 3.88 (a, 
3H). 5.42 (br s. 2H), 7.19-7.64 (m, 
9H). 


7-005 


O^N^Me 
Bn 


1.10 (t, J= 7.5 Hz, 3H), 2.30 (s, 3H), 
2.63 (q, 7.5 Hz, 2H), 3.85 (s, 3H), 
5.41 (br s, 2H). 7.18-7.56 (m, 9H). 


7-006 


0 

nBuO-^N^CHa 


0.84 (t, c/= 7.2 Hz, 3H), 1.28 (sextet, 
«/ = 7 5 Hz 2H) 1 61-1 68 2H'i 
2.46 (s, 3H), 4.42 (t, c/= 6.6 Hz, 2H), 
4.64 (d, «/= 5,1 Hz, IH), 6.87 (d, J = 
6.0 Hz. IH), 7.26-7.37 (m, 5H), 8.32 
(br s. IH). 8.42 (d. 7.5 Hz, IH). 


7-007 


O 

(1 J H [1 1 
nBu 


0 95 (t J= 7 2 Hz 3K) 1 39 Cm 2H'i 
1.74 (m, 2H), 3.98 (t, e/= 7.6 Hz, 2H), 
4.50 (d, J= 5.7 Hz, IH), 4.60 (d, 5.7 
Hz, IH), 6.9 (bra, IH), 6.36 (brs, 
IH), 6.56 (dd, e/= 9.6, 3.6 Hz, IH), 
7.25-7.36 (m, 5H), 7.86 (m, IH), 8.22 
(m. 2H). 


7-008 


nBu 


0.96 (t, J= 7.3 Hz, 3H), 1,32-1.45 
(m, 2H), 1.69-1.79 (m, 2H), 3.96 (t, J 
= 7,6 Hz, 2H), 4.44 (s, 2H), 7.19-7.30 
(m, 3H), 7.40-7.43 (m, IH), 7.59-7.62 
(m, IH), 7.66 (dd, c/= 7.0 Hz, IH). 


7-009 


nBu 


0.96 (t, J = 7.3 Hz, 3H), 1.32-1.44 
(m, 2H), 1.68-1.79 (m, 2H), 3.96 (t, J 
= 7.6 Hz, 2H), 6.14 (t, 7.0 Hz, 
IH), 7.06-7.27 (m, 5H), 7.39 (dd, «/ = 
1.8. 7.0 Hz. IH). 
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^4 2 



No. 


mm 


^H-NMR (CDCI3) 


7-010 


H 


(in CDCl, + CD,OD): 2.17 (quint, J= 
6.3 Hz, 2H), 2.63 (t, J= 6.3 Hz, 2H). 
3.09 (t, J= 6.3 Hz, 2H), 8.34 (s, IH). 



176 



.1 M 

WO 02/053543 PCT/JPO 1/1 1427 



^4 3 



No. 


mm 


^H-NMR (CDCI3) 


7-011 


nBu 


0.97 (t, 7.5 Hz, 3H), 1.38 (sextet, J 
= 7.5 Hz, 2H), 1.76 (quint, c/= 7.5 Hz, 
2H), 2.15 (quint, 6.3 Hz, 2H), 2.61 
(t, 6.3 Hz, 2H), 3.06 (t, J- 6.3 Hz, 
2H), 4.03 (t, 7.5 Hz, 2H), 8.39 (s, 
IH). 


7-012 


nBu 


I/. 90 ^b, c/ ~- f .0 xiz, ojiX/f x.o f \seAtei«, e/ 
= 7.5 Hz, 2H), 1.67-1.86 (m, 6H), 2,54 
(t, J- 6.3 Hz, 2H), 2.87 (t, «/= 6.3 Hz, 
2H), 3.93 (t, J= 7.5 Hz, 2H), 7.22 (s, 
IH). 


7-013 


1 _ 

n-Bu 


v.ui \z, c/ ~ f .0 Jtiz, i>xi^, 1.00 (sextet, e/ 
= 7.5 Hz, 2H), 1,76 (quint, 7.5 Hz, 
2H), 2.15 (quint, 6.0 Hz, 2H), 2.61 
(t, 6,0 Hz, 2H), 3.06 (t, c/= 6.0 Hz, 
2H), 3.45-3.58 (m, IH), 4.03 (t, 7.6 
Hz, 2H), 8.39 (s, IH). 


7-014 


nBu 


0.98 (t, J= 7.5 Hz. 3H), 1.41 (sextet, J 
= 7.6 Hz, 2H), 1.76-1.90 (m, 6H), 2.60 
(t, J= 6.3 Hz, 2H), 2.87 (t, J= 6.3 Hz, 
2H), 4.81 (t, 7.6 Hz, 2H), 7.50 (a. 

IH). 


7-015 


nBu 


0,99 (t, 7.5 Hz, 3H), 1.44 (sextet, J 
= 7.5 Hz, 2H), 1.74 (quint, J= 3.3 Hz, 
4H), 1.87 (quint. J= 7.5 Hz, 2H), 2.62 
(br t, J= 6.3 Hz. 2H), 2.96 (br t, / = 
6.3 Hz, 2H), 4.61 (t, 7.6 Hz, 2H), 
7.53 (s, IH). 10.60 (s. IH). 


7-016 


Bu 


0.99 (t, J= 7.2 Hz, 3H), 1.43 (sextet, J 
= 7.2 Hz, 2H), 1.71-1.95 (m, 6H), 2.66 
(br t, J= 6.3 Hz, 2H), 2.83 (t, 6.3 
Hz, 2H), 4.58 (br t, J ^ 7.2 Hz, 2H), 
4.79 (s, 2H), 7.61 (s, IH). 


7-017 


nBu 


0.99 (t, J= 7.6 Hz, 3H), 1.43 (sextet, J 
= 7.5 Hz, 2H), 1,70-1.95 (m, 6H), 2.62 
(t, J= 6.3 Hz, 2H), 3.01 (t, J= 6.3 Hz, 
2H), 4.68 (t, J= 7.6 Hz. 2H), 6.06 (s, 
2H). 7.16.7.30 (m, 2H), 7.42 (dd, J = 
7.2 Hz, J = 1.8 Hz. IH), 7.48 (br s, 
IH), 7.60 (dd, 7.2 Hz. J= 1.8 Hz. 
IH). 


7-018 


nBu 


0.93 (t, J= 7.5 Hz, 3H), 1.32 (sextet, J 
= 7.5 Hz, 2H), 1.42-1.59 (m, 5H), 1.88 
(s, IH), 1.97-2.08 (m. 2H), 2.20-2.32 
(m, IH), 2.54-2.66 (m, IH), 3.06-3,19 
(m, 2H), 3.33.3.43 (m, 3H). 


7-019 


nBu 


0,98 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J 
= 7.5 Hz. 2H), 1.65 (quint, J= 7.5 Hz, 
2H), 1,71 (quint, 6.0 Hz. 2H), 1.85 
(quint, 6.0 Hz, 2H). 2.52 (t, 6.0 
Hz, 2H), 2.68 (t, 6.0 Hz, 2H), 4.00 
(t, c/= 7.8 Hz, 2H). 4.63 (s. 2H), 7.02 
(s. IH). 
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^4 4 



No. 


mm 


^H-NMR (CDCI3) 




nBu 


0.97 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J 
= 7.5 Hz, 2H), 1.57-1.72 (m, 4H), 1.81 
(quint, c/= 6.0 Hz, 2H), 2.45 (t, c7= 6.0 
Hz, 2H), 2,65 (t, J= 6.0 Hz, 2H), 4.01 
(t, 7.8 Hz, 2H), 4.93 (s, 2H), 7.08- 
7.30 (m, 4H). 7.13 (s, IH). 


7-021 


nBu 


0.97 (t, 7.5 Hz, 3H), 1.43 (sextet, J 
= 7.5 Hz, 2H), 1.59-1.73 (m, 4^), 1.81 
(quint, J= 6.0 Hz, 2H), 2.49 (t, J= 6.0 
Hz, 2H), 2,66 (t, J- 6.0 Hz, 2H), 4.01 
(t, J= 7.8 Hz, 2H), 4.43 (s, 2H), 7.24 
(quint d, J= 7.5 Hz, 1.5 Hz, 2H), 7.40 
(a, IH), 7.42 (dd, 7.5 Hz, 1.5 Hz, 
IH). 7.60 (dd, 7.5 Hz, 1.5 Hz, IH). 


7-022 


nBu 


0.96 (t. J= 7,5 Hz, 3H), 1.42 (sextet, J 
= 7.5 Hz. 2H), 1.64 (quint, 7.5 Hz, 
2H), 1.70 (quint, 6.0 Hz, 2H), 1.84 
(quint, c/= 6.0 Hz, 2H), 2.53 (t. 6.0 
Hz, 2H), 2.67 (t, J:= 6.0 Hz, 2H), 3.99 
(t, 7.8 Hz, 2H), 4.12 (dt, J== 6.0 Hz, 
1.5 Hz, 2H), 4.46 (s, 2H), 5.20 (dq, J = 
10.5 Hz, 1.8 Hz, IH), 5.33 (dq, «/= 17.1 
Hz, 1.8 Hz, IH), 5.91-6.05 (m, IH), 7.19 
(s, IH). 


7-023 


nBu 


0.99 (t, 7.5 Hz, 3H), 1.46 (sextet, J 
= 7.5 Hz, 2H), 1.68 (quint, 7.6 Hz, 
2H), 1.74 (quint, 6.0 Hz, 2H), 1.88 
(quint, c/= 6.0 Hz, 2H), 2.59 (t. 6.0 
Hz, 2H), 2.76 (t, 6.0 Hz, 2H), 4.05 
(t, J= 7.8 Hz, 2H), 7.76 (s, IH), 10,34 
(s, IH). 
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^4 5 



"-"to 



No. 








10-001 




nBu 


0.99 (d, J = 7.3 Hz, 3H), 1.22- 
1.53 (m, 6H), 1.62-1.86 (m, 6H), 
2.36-2.42 (m, 6H), 2.64 (t, c/= 6.0 
Hz, 2H), 2.89 (t, J' 6.3 Hz, 2H), 
3.48 (dt, 7.2, 6.9 Hz, 2H), 
3.72 (t, J = 4.8 Hz, 4H), 4.05- 

(t, c/= 6.4 Hz. IH). 


10-002 




nBu 


0.98 (d, J = 7.3 Hz, 3H), 1.34- 
1.54 (m, 6H), 1.62-1.83 (m, 6H), 
2.65 (t, 6.0 Hz, 2H), 2.90 (t, J 
= 6.4 Hz, 2H), 4.05-4.20 (m, 2H), 
4.80 (d, 5.5 Hz, 2H), 7.16 (m, 
IH), 7.35 (d, J = 7.8 Hz, IH), 
7 fi4 MdH ,7=78 78 18 

IH), 8.34 (a, 1H)» 8.59 (dlike> 
IH). 10.6 (t. 5.5 Hz. IH). 


10-003 




nBu 


0.99 (d, J" ^ 7.3 Hz. 3H), 1.34- 
1.53 (m, 6H), 1.60.1.90 (m, 6H), 
2.64 (t, c/= 6.0 Hz, 2H), 2.89 (t, J 
= 6.3 Hz, 2H), 2.94 (t, c/= 7.5 Hz, 
2H), 3.70 (dt, J = 7.5, 6.0 Hz, 
2H), 4.03-4.14 (m, 2H), 7.18-7.20 
(m, 2H), 8.29 (s, IH), 8.50-8.52 
(m, 2H), 10.1 (t, 6.0 Hz, IH). 


10-004 




nBu 


0 99 fd </ = 7 2 Hz Sffi 1 34- 
1.54 (m, 6H), 1.62-1.86 (m, 6H), 
2.66 (t, 6.0 Hz, 2H), 2.91 (t, J 
= 6.3 Hz, 2H), 4.12 (t, c7= 7.3 Hz, 
2H), 4.65 (d, c/= 5,8 Hz, 2H), 
7.28 (A2B2, 5.0 Hz, 2H), 8.53 
(s, IH), 8.54 (A2B2, 5.0 Hz, 
2H), 10.5 (t. J- 5.8 Hz, IH). 


10-005 




nBu 


0.99 (d, J = 7.3 Hz, 3H), 1.34- 
1.54 (m, 6H), 1.60-1.82 (m, 6H), 
2,64 (t, c/= 6.1 Hz, 2H), 2.89 (t, J 
= 6.4 Hz, 2H), 2.94 (t, J- 7.5 Hz. 
2H), 3.68 (dt, J = 7.6, 6.3 Hz, 
2H), 4.04.4.14 (m, 2H), 7.23 (dd, 
7.8, 4.6 Hz, IH), 7.59 (ddd, J 
= 7.8, 2.1, 1.5 Hz, IH), 8.29 (s, 
IH), 8.47 (dd, J = 7.8, 1.5 Hz, 
IH), 8.50 (d, J = 2.1 Hz, IH), 
10.1 (t, 6.3 Hz, IH). 


10-006 




nBu 


0.98 (d, c/= 7.3 Hz, 3H), 1.34- 
1.53 (m, 6H), 1.41 (s, 6H), 1.61- 
1.80 (m, 6H), 2.63 (t, 6.1 Hz, 
2H), 2.88 (t, 6.4 Hz, 2H), 3.16 
(s, 2H), 4.06 (br.s. 2H), 6.88-6.94 
(m, 2H), 7.11.7.16 (m, 2H), 8.32 
(s. IH). 9.83 (br.s, IH). 
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^4 6 



is 



No. 






iH-NMR (CDCI3) 


10-007 


CI 


nBu 


0,98 (d, e/= 7.2 Hz. 3H), 1.38-1.49 
(m, 6H), 1,61-1.80 (m, 6H), 2.64 (t, 
J« 6.4 Hz, 2H), 2.89 (t, 6.4 Hz. 
2H), 4.10 (br.s, 2H), 4.73 (d, 6.8 
Hz, 2H), 7.16-7,26 (m, 4H). 7.35 (m, 
IH), 7.46 (m, IH), 8.32 (s, IH), 10.4 
(br.s. IH). 


10-008 


OMe 


nBu 


0.98 (d, J= 7.3 Hz, 3H), 1.37-1.48 
(m, 6H), 1.51-1.79 (m, 6H), 2.63 (t, 
6.4 Hz, 2H), 2.87 (t, J= 6.4 Hz, 
2H), 3.88 (s, 3H), 4.09 (m, 2H), 4.65 
(d, J ^ 6.8 Hz, 2H), 6.86-6.93 (m, 
2H), 7.22 (dt, J= 7.6, 1.8 Hz, IH), 
7.35 (dd, J= 7.6, 1.8 Hz, IH), 8.32 
(s, IH), 10.3 (br.s, IH). 


10-009 


Me 


nBu 


0.97 (d, J== 7.3 Hz, 3H), 1.38-1.50 
(m, 6H), 1.60-1.80 (m, 6H), 2.38 (s, 
3H), 2.64 (t, J= 6.1 Hz, 2H), 2.88 
(t, e/= 6.4 Hz, 2H), 4.08 (m, 2H), 
4.63 (d, J= 5.5 Hz, 2H), 7.15-7.20 
(m, 3H), 7.33 (m, IH). 8.33 (s, IH), 
10.2 (br.s, IH). 


10-010 




nBu 


0.97 (d, t7= 7.3 Hz, 3H), 1.36-1.50 
(m, 6H), 1.61-1.78 (m, 6H), 2.64 (t, 
c/= 6.1 Hz, 2H), 2.87 (t, </= 6.7 Hz, 
2H), 4.08 (br.s, 2H), 4.72 (d, 5.5 
Hz, 2H), 6.84-6.92 (m, 2H), 7.20 (m, 

t TT\ 0 n t% / < TT\ t /\ e% /l. ^ •* TT\ 

IH), 8.32 (s, IH), 10.2 (br.s. IH), 


10-011 




nBu 


0.99 (t, 7.2 Hz, 3H), 1,34-1.54 
(m, 4H), 1.47 (sextet, J = 7.2 Hz, 
2H), 1.65-1.81 (m, 6H), 2.63 (t, 
6.3 Hz, 2H), 2.89 (t, J = 6.3 Hz, 
2H), 3.71 (d, c/= 6.3 Hz, 2H), 4.11 
(br t, J'= 7.2 Hz, 2H), 5.43 (dt, 
8.1 Hz, 6.0 Hz, IH), 7.26-7.70 (m, 
5H), 8.23 (s, IH), 10.74 (d, J- SA 
Hz. IH). 


10-012 


CHaCOjH 


nBu 


0.99 (t, 7.2 Hz, 3H), 1.34-1.56 
(m, 4H), 1.47 (sextet, J =^ 7.2 Hz, 
2H), 1.61-1.80 (m, 6H), 2.06 (s, 
3H), 2.63 (t, 6.3 Hz, 2H), 2.89 
(t, J== 6,3 Hz, 2H), 3.15 (d, 6.0 
Hz, 2H), 4.12 (br t, J= 7.2 Hz, 2H), 
6.25 (dt. J= 7.8 Hz, 6.0 Hz, IH), 
7,35-7.42 (m, 5H), 8.28 (s, IH), 
10.67 (d. «/= 8,4 Hz. IH). 



180 
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^H-NMR (CDCI3) 


10-013 


CHjCOjH 


nBu 


1.00 (t, J = 7.6 Hz, 3H), 1.34- 
1.55 (m, 4H)> 1.47 (sextet, J = 
7.6 Hz. 2H), 1.62-1.80 (m, 6H), 

2.01 (s, 3H), 2.63 (t, 6.0 Hz, 
2H), 2.78-3.06 (m, 4H), 2.88 (t, J 
= 6.0 Hz. 2H), 4,10 (br t, J= 7.5 
Hz, 2H), 4.35-4.45 (m, IH), 
7.18-7.30 (m, 6H), 8.24 (s, IH), 
10.26 (d. J= 7.8 Hz, IH). 


10-014 


AcHN 


nBu 


0.99 (t, J = 7.6 Hz, 3H), 1.36- 
1.55 (m, 4H), 1.46 (sextet, J = 

7.5 Hz, 2H), 1.63-1.79 (m, 6H), 
1.97 (s, 3H), 2.64 (t, 6.0 Hz, 
2H), 2.89 (t. J = 6.0 Hz, 2H), 
3.70-3.81 (m, 2H), 4.09 (br t. J = 

7.6 Hz, 2H), 6.31-6.39 (m, IH), 
6.61 (br t, J-=: 4.5 Hz, IH). 7.28- 
7.44 (m, 5H), 8.28 (s, IH). 10.66 
(d. J= 7.5 Hz, IH). 


10-015 




nBu 


0.99 (t, J = 7,2 Hz, 3H), 1.38- 
1.57 (m, 4H), 1.47 (sextet, J = 
7.2 Hz, 2H), 1.62-1.80 (m, 6H), 
2.64 (t, c/= 6.0 Hz, 2H), 2.90 (s, 
3H), 2.90 (t, 6.0 Hz, 2H). 3.60 
(d. J= 6.6 Hz. 2H), 4.10 (br t. J= 
7.2 Hz. 2H), 5.38 (dt, J= 7.5 Hz, 
6.0 Hz, IH), 7.35-7.43 (m, 6H), 
0.^9 \Qy A-ti;, lu. / 0 \CLf J — y.u riz, 
IH). 


10-016 


a 
a 


nBu 


0.99 (d, J = 7.3 Hz, 3H), 1.34- 
1,54 (m, 6H), 1.62-1.82 (m, 6H), 
2.65 (t, 6.0 Hz, 2H), 2,90 (t, J 
= 6.3 Hz, 2H), 4.06-4.17 (m, 2H), 
4.68 (d, J= 6.4 Hz, 2H), 7.16 (dd, 
J= 8.5. 2.4 Hz, IH), 7.28 (d, 
8.6 Hz, IH), 7.41 (d, 2,4 Hz, 
IH), 8.32 (s. IH), 10.6 (t, 6.4 
Hz, IH). 


10-017 




nBu 


1.01 (t, J - 7.3 Hz, 3H), 1.35- 
1.57 (m, 6H), 1.65-1.85 (m, 6H), 
2.69 (t, c/= 6.0 Hz, 2H), 2.94 (t, J 
= 6.2 Hz, 2H), 4.08-4.20 (m, 2H), 
6.33 (s, IH), 6.48 (dd, c/= 3.4, 1.8 
Hz, IH), 6.68 (d, «/= 3.4 Hz, IH), 
7.46 (m, IH), 8.35 (s, IH), 12.8 
(s, IH). 



181 
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^H-NMR (CDCI3) 


10-018 




nBu 


1.00 (t, 7.5 Hz, 3H), 1.37-1.57 (m, 
4H), 1.47 (sextet, J = 7.5 Hz, 2H), 
l.bi-l.oU (m, 0x1;, ^.oZ (t, 6/ — 0.0 xlz, 
2H), 2.88 (t, c/= 6.0 Hz, 2H), 2.94 (t, 
c/= 7.5 Hz, 2H), 3.23-3.33 (m, IH), 
3.45-3.55 (m, IH), 4.09 (br t,J^ 7.5 
Hz, 2H), 4.40-4.50 (m, IH), 4.53 (d, J 
= 6.0 Hz, 2H), 5.14-5.30 (m. 2H), 
5.52 Qbr s, IH), 5.82-5.96 (m, IH), 

(d, cA= 7.5 Hz, IH). 


10-019 


OA 


nBu 


1.00 (t, 7.5 Hz, 3H), 1.40 (s, 9H), 
1.41-1.65 (m, 4H), 1.47 (sextet, J = 
7.6 Hz, 2H), 1.64-1.80 (m, 6H), 2.62 
(t, c/= 6.0 Hz, 2H), 2.88 (t, 6.0 
Hz, 2H), 2.88-3.00 (m, 2H), 3.18-3.28 
(m, IH), 3.38-3.48 (m, IH), 4.09 (br 
t, J= 7.5 Hz, 2H), 4.37-4.47 (m, IH), 
D.ii ^or s, iJtl^ i.ZZ-f.oZ (.m, orl;, 
8.26 (8, IH), 10.13 (d, «/•= 7.8 Hz, 
IH). 


10-020 


HN^ 


nBu 


1.00 (t, 7.2 Hz, 3H), 1.36-1.81 (m, 
12H), 2.62 (t, c/= 6.0 Hz, 2H), 2.74- 
3.04 (m, 6H), 3.21-3.37 (m, 2H), 4.09 
(br t, c/= 7.2 Hz, 2H), 4.44-4.53 (m, 
IH), 6.06-6.17 (m, 2H), 5.08-5.95 (m, 
IH), 7.18-7.29 (m, 5H), 8.26 (s, IH), 
10.17 (br 8, IH). 


10-021 




nBu 


1.00 (t, t/= 7.2 Hz, 3H), 1.36-1.52 (m, 

1.61-1.79 (m, 6H), 2.63 (t, J= 6.0 Hz, 
2H), 2.88 (t, e/= 6.0 Hz, 2H), 2.95- 
3.11 (m, 2H), 3.49-3.59 (m, IH), 
3.68-3.76 (m, IH), 4.10 (br t, J== 7.2 
Hz, 2H), 4.51-4.64 (m, IH), 7.17-7.86 
(m, lOH), 7.92 (br s, IH), 8.27 (s, 
IH), 10.45 (d. J:= 7.5 Hz. IH). 


10-022 




nBu 


1.00 (t, 7.6 Hz, 3H), 1.36-1.57 (m, 
4H), 1.48 (sextet, J= 7.5 Hz, 2H), 
1.60-1.80 (m, 6H), 2.65 (t, J= 6.0 Hz, 
2H), 2.89 (t, «/= 6.0 Hz, 2H), 2.96- 
3.12 (m, 2H), 3.46-3.56 (m, IH), 
3.70-3.79 (m, IH), 4,11 (br t, J= 7.5 
Hz, 2H), 4.51-4.63 (m, IH), 7.17-7.39 
(m, 6H), 8.17 (d, 8,1 Hz, IH), 
8.28 (s, IH), 8.37 (br s, IH), 8.69 (d, 
J = 3.9 Hz, IH), 9.07 (br s, IH), 
10.52 (d, J= 7.2 Hz, IH). 
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^H-NMR (CDCls) 


10-023 




nBu 


1.01 (t. J= 7.5 Hz, 3H), 1.39-1.59 (m, 
4H), 1.50 (sextet, J = 7.5 Hz, 2H), 
1.63-1.85 (m, 6H), 2.68 (t, J= 6.0 Hz, 
2H), 2.94 (t, c/= 6.0 Hz, 2H), 4.17 (br 
t, t/= 7.5 Hz, 2H), 7.46-7.61 (m, 3H), 
8.11 (d, t/= 7.2 Hz, 2H), 8.42 (s, IH), 
13.76 (br 8. IH). 


10-024 


H- 


nBu 


0.99 (t, 7.2 Hz, 3H), 1.37-1.56 (m, 
4H), 1.47 (sextet, J = 7.2 Hz, 2H), 
1.63-1.81 (m, 6H), 2.64 (t, «/= 6.0 Hz, 
2H), 2.90 (t, </= 6.0 Hz, 2H), 4.11 (t, 
J= 7.2 Hz, 2H), 5.69 (br s, IH), 8.30 
(s, IH), 9.63 (br s. IH). 


10-025 




nBu 


1.00 (t, 7.5 Hz, 3H), 1.37-1.84 (m, 
12H), 2.69 (t, </= 6.0 Hz, 2H), 2.94 
(t, J= 6.0 Hz, 2H), 4.13 (br t, 7.5 
Hz, 2H), 7.50-7.53 (m, 3H), 8.00-8.08 
(m, 2H), 8.37 (s, IH), 13.04 (br s, 
IH). 


10-026 


S 


nBu 


1.00 (t, «/= 7.2 Hz, 3H), 1.38-1.57 (m, 
4H), 1,48 (sextet, J = 7.2 Hz. 2H), 
1.63-1.87 (m, 6H), 2.68 (t, */= 6.0 Hz, 
2H), 2.94 (t, J= 6.0 Hz, 2H), 4.16 (br 
t, 7.2 Hz, 2H), 7.40-7.56 (m, 3H), 
7.95 (d, J= 7.2 Hz, 2H), 8.42 (s, IH), 
14.37 (br 8, IH). 


10-027 




nBu 


0.99 (t, 7.2 Hz, 3H), 1.38-1.56 (m, 
4H), 1.47 (sextet, = 7.2 Hz, 2H), 
1.63-1.82 (m, 6H), 2.62 (t, J= 6,0 Hz. 
2H), 2.90 (t, e/= 6.0 Hz, 2H), 4.11 (br 
t, J= 7.2 Hz, 2H), 6.12 (br s, IH), 
7.39-7.51 (m, 3H), 7.75-7.79 (m, 2H), 
8.12 (s, IH). 


10-028 




nBu 


1.01 (t, 7.5 Hz, 3H), 1.37-1.58 (m. 
4H), 1,48 (sextet, J = 7.2 Hz, 2H), 
1.60-1.82 (m, 6H), 2.60 (t, J' 6.0 Hz, 
2H), 2.91 (t, c/= 6.0 Hz. 2H), 4.06 (s, 
3H), 4.17 (br t, = 7.5 Hz, 2H), 
7.36-7.56 (m, 3H), 7.52-7.57 (m, 2H), 
8.23 (s, IH). 12.43 (br s, IH). 


10-029 


N-OEt 


nBu 


1.01 (t, J= 7.5 Hz, 3H), 1.37-1.55 (m, 
4H), 1.40 (t, J= 6.9 Hz, 3H), 1.48 
(sextet, e/= 7.5 Hz, 2H), 1.60-1.83 
(m, 6H), 2.60 (t, c/= 6.0 Hz, 2H), 2.91 
(t, J'= 6.0 Hz, 2H), 4.17 (br t, J= 7.5 
Hz, 2H), 4.30 (q, J= 6.9 Hz, 2H), 
7.32-7.40 (m, 3H), 7.51-7.61 (m, 2H). 
8.23 (s. IH). 12.44 (br s. IH). 
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B' 
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1 n rt Qrt 
iU-UoU 






1.37-1.53 (m, 4H), 1.56 (d, J= 7.2 Hz, 
3H), 1.61-1.79 (m, 4H), 2.65 (t, J 6.0 
Hz, 2H), 2.72 (t, e/= 6.3 Hz, 2H), 5.30 
squint, t/ — 0.^ xiz, ixi^, D.4ii v*^r s, ^Joi), 
6.98 (d, 5.1 Hz, 2H), 7.25-7.41 (m. 
5H), 8.43 (s, IH), 8.58 (br a, 2H), 10.11 
(d, 7.8 Hz, IH). 


10-031 






1.37-1.80 (m, 8H), 2.67 (t, «/ = 6.0 Hz, 
2H), 2.74 (t, c/= 6.0 Hz, 2H), 3.07 (br t, J 
= 6.0 Hz, IH), 3.94 (t, J= 6.0 Hz, 2H), 
5.30 (q, 6.9 Hz, IH), 5.46 (br s, 2H), 

ft QQ /A T K A XJ rr OTT^ T OQ 1 A O /wi 

o.«7«7 ^u, e/ — 0.4 Jtlz, Axii)f i .Zv' { .^Z (m, 
5H), 8.44 (s, IH), 8.57 (d, / = 5.4 Hz, 
2H), 10.50 (d. «/= 7.5 Hz. IH). 


10-032 




nBu 


0.96 (t, J = 7.6 Hz, 3H), 1.37-1.58 (m, 
6H), 1.60-1.80 (m, 6H), 1.92-2.05 (m, 
IH), 2.62-2.73 (m, IH), 2.66 (t, e/ = 6.0 
Hz, 2H), 2.84-2,95 (m, IH), 2.89 (t, */ = 
6.0 Hz, 2H), 2.99-3.09 (m, IH), 3.95-4.16 

yUlf ZS^jf O.Oo ^q, e/ — i .0 xlZ, 1X1/, /.lO- 

7.29 (m, 3H), 7.36-7.40 (m, IH), 8.37 (s, 
IH), 10.25 (d, J= 8.4 Hz, IH). 


10-033 




nBu 


0.96 (t, c/= 7.5 Hz, 3H), 1.35-1.56 (m, 
6H), 1.59-1.79 (m, 6H), 1.91-2.04 (m. 
IH), 2.62-2.72 (m, IH), 2.66 (t, J =^ 6.0 

XlZ, Axljf ^m, lily, 2S.O«7 ^L, «/ — 

6.0 Hz, 2H), 2.99-3.09 (m, IH), 3.98-4.18 
(m, 2H), 5.68 (q, J - 7.5 Hz, IH), 7.15- 
7.26 (m, 3H), 7.36-7.40 (m, IH), 8.37 (s, 
IH), 10.25 (d, */= 8.1 Hz. IH). 


10-034 


Me 


nBu 


1.00 (t, J - 7.5 Hz, 3H), 1.38-1.56 (m, 
4H), 1.48 (sextet, J= 7.5 Hz, 2H), 1.63- 
1.83 (m, 6H), 2.65 (t, J = 6.0 Hz, 2H), 
2.91 (t, J = 6.0 Hz, 2H), 3.29 (s, 3H), 
4.13 (t, J= 7.5 Hz, 2H), 6.82 (t, J' 7.6 
Hz, IH). 6.90 (d, 8.7 Hz, 2H), 7.22- 
7.27 (m, 2H). 8.34 (s, IH), 11.48 (br s, 
IH). 


10-035 


a 


nBu 


0.99 (t, «/= 7.2 Hz, 3H), 1.20-1.63 (m, 
12H), 1.59-1.80 (m, 8H), 1.95-2.01 (m, 
2H), 2.63 (t, J= 6.0 Hz, 2H), 2.88 (t, J- 
6.0 Hz, 2H), 3.91-4.02 (m, IH), 4.09 (br 
t, </= 7.2 Hz, 2H). 8.30 (s, IH), 9.88 (d, J 
= 7.5 Hz. IH). 


10-036 


cr 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.13-1.30 (m, 
2H), 1.36-1.83 (m, 21H), 2.66 (t, e/= 6.0 
Hz, 2H), 2.88 (t, t/= 6.0 Hz, 2H), 3.28 (t, 
c/= 6.0 Hz, 2H), 4.10 (br t, J= 7.6 Hz, 
2H). 8.31 (s. IH). 9.98 (br a. IH). 



184 



wo 02/053543 



PCT/JPOl/11427 



No. 






^H-NMR (CDCI3) 


10-037 


Me 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.36-1.53 (m, 
6H), 1.62-1,81 (m, 6H), 2.64 (t, 6.0 
Hz, 2H), 2.89 (t, 6.0 Hz, 2H), 2.98 
(d, c/= 3.6 Hz, 3H). 4.10 (br t, */= 7.2 
Hz, 2H). 8.31 (s. IH), 9.85 (br s. IH). 


10-038 


Et 


nBu 


0.99 (t, «/ = 7.2 Hz, 3H), 1.24 (t, J = 7.2 
Hz, 3H), 1.34-1.54 (m, 4H), 1.47 
(sextet, 7,2 Hz, 2H), 1.63-1.80 (m, 
6H), 2.64 (t, c/= 6.0 Hz, 2H), 2.89 (t, 
6.0 Hz, 2H), 3.42-3.51 (m, 2H), 4.10 (br 
t, e/= 7.2 Hz, 2H), 8.31 (s, IH), 9.90 (br 

8, IH). 


10-039 


iPr 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.26 (d, 6.9 
Hz, 6H), 1.34-1.52 (m, 4H), 1.47 
(sextet, 7.2 Hz, 2H), 1.60-1.80 (m, 
6H), 2.65 (t, J= 6.0 Hz, 2H), 2.88 (t, t/= 
6.0 Hz, 2H), 4.09 (br t, «/= 7.2 Hz, 2H), 
4.25 (sextet, 6.6 Hz, IH), 8.31 (s, 
1x1), y.o^ (br 8, 111). 


10-040 


tBu 


nBu 


0.99 (t, J- 7.5 Hz, 3H), 1.36-1.56 (m, 
6H), 1.47 (s, 9H), 1.61-1.79 (m, 6H), 
2.62 (t, 6.0 Hz, 2H), 2.88 (t, «/= 6.0 
Hz, 2H), 4.09 (br t, 7.5 Hz, 2H), 
8.30 (s. IH). 9.92 (br s. IH). 


10-041 


>r 


nBu 


0.99 (t, 7.5 Hz, 3H), 1.01 (s, 9H), 
1.36-1.57 (m, 6H), 1.62-1.80 (m, 6H), 
2.64 (t, t/= 6.0 Hz, 2H), 2.89 (t, «/= 6.0 
Hz, 2H), 3.27 (t, e/= 6.0 Hz, 2H), 4.12 
(br t, c/= 7.5 Hz. 2H), 8.32 (s, IH), 1010 
(br 8, IH). 


10-042 




nBu 


0.99 (t, J= 7.6 Hz, 3H), 1.38-1.54 (m, 

Hz, 2H), 2.92 (t, c/= 6.0 Hz. 2H), 4.14 
(br t, c/ « 7.5 Hz, 2H), 7.15-7.30 (m, 
2H), 7.47-7.56 (m, IH), 7.96 (td, J= 7.8 
Hz, 1.5 Hz, IH), 8.38 (s, IH), 13.37 (br 
8, IH). 


10-043 


\ o 


nBu 


1.02 (t, 7.2 Hz, 3H), 1.40-1.58 (m, 
6H), 1.67-1.85 (m, 6H), 2.69 (t, e/= 6.0 
Hz, 2H), 2.94 (t, 6.0 Hz, 2H), 4.18 
(br t, = 7.2 Hz, 2H), 7.25-7.32 (m, 
IH), 7.47.7.55 (m, IH), 7.80 (dt, e/= 9.6 
Hz, 2.4 Hz, IH), 7.89 (t, J= 7.8 Hz, 
IH), 8.41 (8, IH), 13.84 (br s. IH). 


10-044 




nBu 


1.01 (t, «/= 7.5 Hz, 3H), 1.39-1.62 (m, 
6H), 1.66-1.89 (m, 6H), 2.69 (t, 6.0 
Hz, 2H), 2.94 (t, J= 6.0 Hz, 2H), 4.17 
(br t, ^= 7.6 Hz, 2H), 7.20 (t, 9.0 
Hz, 2H), 8.11-8.16 (m, 2H), 8.42 (s, 
IH), 13.79 (br s. IH). 
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10-045 


H 


nBu 


0.99 (t, c/= 7.5 Hz, 3H), 1.38-1.54 (m. 
6H), 1.62-1.83 (m, 6H), 2.63 (t, J= 6.0 
Hz, 2H), 2.91 (t, J= 6.0 Hz, 2H), 4.12 (br 
t, e/ = 7.5 Hz, 2H), 6.96 (t, J = 7.8 Hz, 
2H), 7.34-7.44 (m, IH), 8.29 (s. IH), 
13.18 (br a, IH). 


10-046 




nBu 


1.02 (t, e/= 7.2 Hz, 3H), 1.39-1.56 (m, 
6H), 1.67-1.86 (m, 6H), 2.69 (t, J= 6.0 
Hz, 2H), 2.94 (t, 6.0 Hz, 2H), 4.17 (br 
t, J ^ 7.2 Hz, 2H), 7.32 (dt, J= 9.0 Hz, 
1.2 Hz, IH), 7.86-8.01 (m. 2H), 8.41 (s, 
IH). 13.88 (br s, IH). 


10-047 




nBu 


1.02 (t, J= 7.2 Hz, 3H), 1.42-1.57 (m, 
6H), 1.63-1.82 (m, 6H), 2.66 (t, 6.0 
Hz, 2H), 2.95 (t, «/= 6.0 Hz, 2H). 4. 15 (br 
t, J= 7.2 Hz, 2H), 8.25 (a, IH), 13.37 (br 
s, IH). 


10-048 


FgC 0 

F3C 


nBu 


1.03 (t, J= 7.5 Hz, 3H), 1.40-1.55 (m, 
6H), 1.68-1.87 (m, 6H), 2.70 (t, 6.0 
Hz, 2H), 2.96 (t, 6.0 Hz, 2H), 4.20 (br 
t, J= 7.5 Hz, 2H), 8.08 (s, IH), 8.41 (s, 
IH). 8.57 (a, 2H). 14.30 (br a. IH). 


10-049 




nBu 


0.99 (t, J = 7.6 Hz, 3H), 1.01-1.34 (in, 
6H), 1.18 (d, J - 6.9 Hz, 3H), 1.37-1.57 
(m. 8H), 1.62-1.88 (m, 9H), 2.63 (t, J = 
6.0 Hz, 2H), 2.88 (t, J = 6.0 Hz, 2H), 
3.99-4.10 (m, 2H), 4.05-4.21 (m, IH), 
8.30 (s, IH), 9.88 (d, J= 9.0 Hz. IH). 


10-060 


0^ 


nBu 


u.yy ^t, d — f ,0 jiz, 0x1;, i.ui-i.o^ (m, 
6H), 1.18 (d, J= 6.6 Hz, 3H), 1.34-1.52 
(m, 8H), 1.62-1.86 (m, 9H). 2.63 (t, J = 
6.0 Hz, 2H), 2.88 (t, J = 6.0 Hz, 2H), 
4.01-4.11 (m, 2H), 4.05-4.22 (m, IH), 
8.30 (a, IH), 9.88 (d. J= 8.4 Hz, IH). 


10-051 




nBu 


0.99 (t, J'= 7.2 Hz, 3H), 1.36-1.55 (m, 
4H), 1.48 (sextet, 7.2 Hz, 2H), 1.66- 
1.82 (m, 6H), 2.65 (t, J= 6.0 Hz, 2H), 
2.90 (t, 6.0 Hz, 2H), 4.16 (br t, J = 
7.2 Hz, 2H), 4.97 (d, J= 4.2 Hz, 2H), 
7.47-7.63 (m, 3H), 8.02-8.06 (m, 2H), 
8.31 (a, IH), 10.81 (br a. IH). 


10-052 


OH 

cr 


nBu 


0.99 (t, */-= 7.5 Hz, 3H), 1.28-1.55 (m, 
12H), 1.59-1.80 (m, lOH), 1.99 (br a, 
IH), 2.64 (t, J= 6.0 Hz, 2H), 2.89 (t, J = 
6.0 Hz, 2H), 3.47 (d, = 6.3 Hz, 2H), 
4.11 (br t, J= 7.5 Hz, 2H), 8.30 (a, IH), 
10.27 (br a, IH). 
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No. 






^H-NMR (CDCI3) 


10-053 


cr 


nBu 


0.99 (t, «/= 7.6 Hz, 3H), 1.35-1.80 (m, 
14H), 1.46 (sextet, J= 7.5 Hz, 2H), 
2.00 (br s, 4H), 2.64 (t, J = 6.0 Hz, 
2H), 2.88 (t, 6.0 Hz, 2H), 3.94 (d, J 
^ 6.0 Hz, 2H), 4.10 (br t, J= 7.6 Hz, 
2H), 5.63 (br s, IH), 8.31 (s. IH), 9.97 
(br s. IH). 


10-054 


cr 


nBu 


1,00 (t, J= 7.2 Hz, 3H), 1.35-1.79 (m, 
lOH), 1.47 (sextet, J = 7.2 Hz, 2H), 
2.64 (t, 6.0 Hz, 2H), 2.90 (t, J= 6.0 
Hz, 2H), 3.79 (d, 6.0 Hz, 2H), 4.13 
(br t, c/= 7.2 Hz, 2H), 5.52-5.59 (m, 
IH), 7.26-7.45 (m, 5H), 8.82 (br s, 
IH), 10.80 (br s. IH). 


10-055 


U 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.36.1.79 (m, 
lOH), 1.45 (sextet, J= 7.5 Hz, 2H), 
2.64 (t, e/= 6.0 Hz, 2H), 2.89 (t, J= 6.0 
Hz, 2H), 3.03 (dd, c/= 6.0 Hz, 2.4 Hz, 
2H), 4.10 (br t, </= 7,5 Hz, 2H), 5.47 
(q, J= 6.6 Hz, IH), 7.31-7.50 (m, 5H), 
8.28 (s, IH), 10.82 (d, J=^ 7.5 Hz, IH). 


10-056 




nBu 


0.96 (t, 7.5 Hz, 3H), 1.38-1.79 (m, 
12H), 2.66 (t, J= 6.0 Hz, 2H), 2.89 (t, 

6.0 Hz, 2H), 3.04, 3.21 (ABx, 
16.2 Hz, 3.0 Hz, 2H), 4.07 (br t, J ^ 
7.5 Hz, 2H), 4.74.4.8O (m, IH), 5.56 
^dci, e/ — XlZ, O.I xlz, 1x1;, /.^O- /.oU 
(m, 3H), 7.34-7.39 (m, IH), 8.35 (s, 
IH), 10.43 (d, J= 7,2 Hz, IH). 


10-057 




nBu 


0.96 (t, J= 7.5 Hz, 3H), 1.35-1.81 (m, 
12H), 2.66 (t, J= 6.0 Hz, 2H), 2.90 (t, 
t/= 6.0 Hz, 2H), 3.04, 3.21 (ABx, 
16.2 Hz, 3.0 Hz, 2H), 4.07 (br t, J = 
7.5 Hz, 2H), 4.77 (sextet, 3.0 Hz, 
IH), 5.56 (dd, J= 7.2 Hz, 5.1 Hz, IH), 
7.23-7.32 (m, 3H), 7.35-7.39 (m, IH), 
8.35 (s, IH), 10.44 (d, 7.5 Hz, IH). 


10-058 




nBu 


0.96 (t, e/= 7.5 Hz, 3H), 0.99 (t, J= 7.5 
Hz, 3H), 1.35-1.53 (m, 4H), 1.46 
(sextet, J= 7.5 Hz, 2H), 1.64-1.79 (m, 
6H), 1.85-1.98 (m, 2H), 2.61 (t, J= 6.0 
Hz, 2H), 2.88 (t, 6.0 Hz, 2H), 4.11 
(br t, 7.5 Hz, 2H), 5.08 (q, 7.5 
Hz, IH), 7.18.7,40 (m. 5H), 8.27 (s, 
IH), 10.40 (d. 7.8 Hz. IH). 
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^H-NMR (CDCI3) 


10-059 




nBu 


0.96 (t, 7.5 Hz, 3H), 0.99 (t, J= 7.6 
Hz, 3H), 1.35-1.52 (m. 4H), 1.46 
(sextet, 7.5 Hz, 2H), 1.61.1.79 (m, 
6H), 1.84-1.98 (m, 2H), 2.61 (t, J= 6.0 
Hz, 2H), 2.88 (t, J= 6.0 Hz, 2H), 4.10 
(br t, J= 7.5 Hz, 2H), 5.08 (q, «/= 7.5 
Hz, IH), 7.18-7.40 (m, 5H), 8.27 (s, 
IH), 10.40 (d. J= 7.8 Hz. IH). 


10-060 




nBu 


0.96 (t, 7.2 Hz, 3H), 1.35-1.56 (m, 
4H), 1.42 (sextet, J = 7.2 Hz, 2H), 
1.59-1.80 (m, 6H), 2.67 (t, J= 6.0 Hz, 
2H), 2.90 (t, 6.0 Hz, 2H), 3.04 (s, 
3H), 3.28-3.43 (m, 2H), 3.97-4.09 (m, 
2H), 5.58 (td, J= 4.5 Hz, 1.5 Hz. IH), 
5.90 (dd, J = 7.5 Hz, 4.5 Hz. IH). 
7.18-7.35 (m, 4H), 8.35 (s, IH), 10.64 
(d, J= 8.4 Hz, IH). 


10-061 




nBu 


0.96 (t, J- 7.5 Hz, 3H), 1.35-1.56 (m, 
4H), 1.42 (sextet, J = 7.5 Hz, 2H), 
1.61-1,81 (m, 6H), 2.67 (t, J== 6.0 Hz, 
2H), 2.90 (t, e/= 6.0 Hz, 2H), 3.04 (s, 
3H), 3.28-3.44 (m, 2H), 3.92-4.09 (m, 
2H). 5.58 (td, eA= 4.5 Hz, 1.5 Hz, IH). 
5.90 (dd, J = 7.5 Hz. 4.5 Hz. IH), 
7.20-7.36 (m, 4H), 8.35 (s, IH), 10.64 
(d. J:= 8.4 Hz, IH). 


10-062 




nBu 


0.97 (t, J= 7.2 Hz, 3H), 1.36-1.54 (m, 
6H), 1.61-1.80 (m, 6H), 2.66 (t, J=^ 6.0 
Hz, 2H), 2.90 (t, e/= 6.0 Hz, 2H), 2.95, 
3.34 (ABx, J= 7.8 Hz, 2H), 3.98-4.10 
{m, /iti), (q, J — l.Z riz, Iri), 5.65 
(t, J= 7.2 Hz. IH), 7.19-7.32 (m. 4H), 
8.39 (s. IH), 10.36 (d. e/^^ 8.4 Hz. IH). 


10-063 




nBu 


0.97 (t, 7.5 Hz, 3H), 1.36-1.54 (m, 
6H), 1.61-1.81 (m, 6H), 2.66 (t, J= 6.0 
Hz, 2H), 2.90 (t, c/= 6.0 Hz. 2H), 2.95, 
3.34 (ABx. t/= 7.5 Hz, 2H), 3.98-4.10 
(m, 2H), 4.23 (q, J= 7.2 Hz, IH), 5.65 
(t, e/= 7.2 Hz, IH), 7.19-7.32 (m, 4H), 
8.39 (s, IH), 10,36 (d. J= 8.4 Hz. IH). 


10-064 


OH 


nBu 


0.99 (t, 7.2 Hz, 3H). 1.36-1.62 (m, 
6H), 1.63-1.80 (m. 6H), 1.99 (br a, 
IH), 2.62 (t, «r= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 3,36 (s, 3H), 3.45, 3.58 
(ABx, J= 5.4 Hz, 4.2 Hz, 2H), 4.02- 
4.21 (m, 2H), 4.33-4,41 (m, IH), 5.03 
(d. 5.1 Hz, IH), 7.26-7.35 (m. 3H), 
7.42-7.46 (m, 2H), 8.25 (s, IH), 10.62 
(d, *r= 7.8 Hz. IH). 



188 



wo 02/053543 
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^5 5 







0 


oo 


No. 






^H-NMR (CDCI3) 


10-065 


CI 


Bu 


1.00 (t, c/= 7.2 Hz, 3H), 1.35-1.53 (m, 
6H), 1.61-1.80 (m, 6H), 2.62 (t, 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 3.31, 
3 57 fABx = 5 4 Hz 4 2 Hz 2H^ 
3.34 (s, 3H), 4.12 (br t, c/ = 7.2 Hz, 
2H), 4.76-4.85 (m, IH), 5.36 (d. J = 
5.4 Hz, IH), 7.26-7.35 (m, 3H), 7.45- 
7.49 (m, 2H), 8.24 (s, IH), 10.53 (d, J 
= 8.1 Hz, IH). 


10-066 


Et 


Btt 


0.95 (t. c/= 7.5 Hz, 3HX 2), 0.99 (t, c/= 
/.D Jtiz, oxi^ x.oD-i./b -L^ri^, ^.oo 
(t, c/= 6,0 Hz, 2H), 2.88 (t, c/= 6.0 Hz. 
2H), 3.92-4.05 (m, IH). 4.10 (br t. c/ = 
7.2 Hz, 2H), 8.31 (s, IH), 9.76 (d, 
7.5 Hz, IH). 


1 n nft7 

XU-UD / 


0 




0.98 (t, 7.5 Hz, 3H), 1.34-1.51 (m, 
6H), 1.61-1.79 (m, 6H), 2.62 (t, 6.0 
Hz, 2H), 2.88 (t, J= 6.0 Hz, 2H), 3.31, 
(a ^l■R^ Q 7Q '\ on (m 9■R^ 4 11 ^Kt* f r 

^S, Oxl^, O. t O'O ,V\3 \uXi jar±jf 4.11 \DJl t, v 

= 7.5 Hz, 2H), 5.87-5.94 (m, IH), 
7.45-7.62 (m, 3H), 8.05-8.09 (m, 2H), 
8.26 (s, IH), 10.80 (d, J= 7.8 Hz. IH). 


10-068 


m 




1.35 (quint, J = 6.0 Hz, 2H), 1.48 
(quiat, J= 6.0 Hz, 2H). 1.58 (d, J 

U.S/ XIa, Oxljf l.Vl-l.iO \Xu, *±±±Jf 

(t, J= 6.0 Hz, 2H), 3.04 (t, J= 6.0 Hz, 
2H), 3.31 (8, 3H), 3.70 (t, c/= 5.4 Hz, 
2H), 4.26-4.42 (m, 2H), 5.31 (quint, J 
= 7.2 Hz, IH), 7.22-7.44 (m, 5H), 8.32 
(s, IH), 10.29 (d, J= 7.8 Hz, IH). 


10-069 




1 


0.98-1.54 (m, 8H), 1.18 (d, c7= 6.6 Hz, 
3H), 1.61-1.85 (m, IIH), 2.65 (t, J = 
6 0 Hz. 2H). 3 04 ft = 6 0 Hz 2H^ 
3.31 (s, 3H), 3.70 (t, c/= 6.0 Hz, 2H), 
4.00-4.14 (m, IH), 4.25-4.43 (m, 2H), 
8.33 (s. IH). 9.81 (d, J= 8,7 Hz, IH). 


10-070 


MeOs, 
OMs 


nBu 


1.00 (t, J= 7.2 Hz, 3H), 1.34-1.53 (m, 
6H), 1.63-1.80 (m, 6H), 2.62 (t, J= 6.0 
Hz, 2H). 2.83(8, 3H), 2.88 (t, J= 6.0 
Hz, 2H), 3.22, 3,50 (ABx, J= 4.8 Hz, 
2H), 3.32 (8, 3H), 4.02-4.21 (m, 2H). 
4.68-4.78 (m, IH), 5.86 (d, J= 6.9 Hz, 
IH). 7.32-7.49 (m, 5H), 8.23 (s, IH), 
10.50 (d. J=^ 9.6 Hz, IH). 
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0 


00 


No. 






^H-NMR (CDCI9) 


10-071 


MeO^ 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.33- 
1.50 (m, 6H), 1.62-1.79 (m, 6H), 
2.60 (t, 6.0 Hz, 2H), 2.86 (t, J 
= 6.0 Hz, 2H), 3.38, 3.68 (ABx, J 
= 4.8 Hz, 2H), 3.36 (s, 3H), 4.01- 
4.19 (m, 2H), 4.60-4.69 (m, IH), 
5.01 (d, J = 7.2 Hz, IH), 7.28- 
7.45 (m, 5H), 8.20 (s, IH), 10.25 
(d. 7.2 Hz, IH). 


10-072 


HO. 
0 


n 


nBu 


0.99 (t, 7.2 Hz, 3H), 1.35- 
1.52 (m. 6H), 1.62-1.80 (m, 6H), 
2.63 (t, e7= 6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 3.77, 3.87 (ABx, J 
= 6.6 Hz, 4.8 Hz, 2H), 4.11 (br t, 

7.2 Hz, 2H), 4.25 (quint, 
4.8 Hz, IH), 5.07 (d, J=: 6.0 Hz, 
IH), 7.26-7.36 (m, 3H), 7.44-7.48 
(m, 2H), 8.27 (s, IH), 10.70 (d, J 
= 5.4 Hz, IH). 


10-073 


HO^ 
OH 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.38- 
1.54 (m, 6H), 1.61-1.80 (m, 6H), 
2.63 (t, J= 6.0 Hz, 2H), 2.89 (t, J 
^ 6.0 Hz. 2H), 3.77, 3,87 (ABx, J 
= 6.6 Hz, 4.5 Hz, 2H), 4.08-4.16 
(m, 2H), 4.25 (quint, c7= 6.0 Hz, 
IH), 5.07 (d, 5.4 Hz, IH), 
7.23-7.36 (m, 3H), 7.44-7.49 (m, 
2H), 8.28 (s, IH), 10.70 (d, 
6.6 Hz, IH). 


10-074 


0 




nBu 


1.01 (t, J = 7.5 Hz, 3H), 1.32- 
1.54 (m, 4H), 1.46 (sextet, J = 
7.5 Hz, 2H). 1.61-1.78 (m, 6H), 
2.67 (t, J= 6.0 Hz, 2H), 2.86 (t, J 
= 6.0 Hz, 2H), 4.03-4.22 (m, 2H), 
4.12, 5.32 (ABx, J= 12.0 Hz, 1.5 
Hz, 2H), 4.60 (dd, </= 9.0 Hz, 1.5 
Hz, IH), 6,32 (d, c/= 1.5 Hz, IH), 
7.24-7.32 (m, 3H), 7.38-7.42 (m, 

8.7 Hz, IH). 


10-075 


6 




nBu 


1.01 (t, J = 7.5 Hz, 3H), 1.35- 

1.56 (m, 4H), 1.45 (sextet, 

7.5 Hz, 2H), 1,61-1.79 (m, 6H), 

2.57 (t, cT'^ 6.0 Hz, 2H), 2.86 (t, J 
= 6.0 Hz, 2H), 4.02-4.23 (m, 2H), 
4.12, 5.32 (ABx, J= 9.9 Hz, 1.5 
Hz, 2H), 4.56-4.63 (m, IH), 6.32 
(d, 1.8 Hz, IH), 7.24-7,32 (m, 
3H), 7.38-7.42 (m, 2H), 8.09 (s, 
IH). 10.97 (d. c/=8.7 Hz. IH). 
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10-076 


a/ 

OH 


nBu 


0.99 (t, */= 7.5 Hz, 3H), 1.38-1.52 (m, 
4H), 1.45 (sextet, J = 7.5 Hz, 2H), 
1.63-1.79 (m, 6H), 2.63 (t, 6.0 Hz, 
2H), 2.89 (t, J = 6.0 Hz, 2H), 8.55, 
3.77 (ABx, J - 6.0 Hz, 5.1 Hz, 2H), 
3.73 (br s, IH), 4.03.4.19 (m, 2H), 
4.43-4.52 (m, IH), 5.10 (d, J= 6.0 Hz, 
IH), 7.26-7.37 (m, 3H), 7.46-7.60 (m, 
2H), 8.25 (s, IH), 10.67 (d, J= 8.1 Hz, 
IH). 


10-077 


OHTBDMS 

CXX 

Sh 


nBu 


0.05 (s, 3H), 0.06 (s, 3H), 0.93 (s, 9H), 
0.98 (t. J= 7.5 Hz, 3H), 1.33-1.51 (m, 
6H), 1.62.1.79 (m, 6H), 1.90 (br s, 
IH), 2.61 (t, 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 3.73, 3.82 (ABx, */= 6.0 
Hz, 4.5 Hz, 2H), 4.01-4.19 (m, 2H), 
4.26 (sextet, J= 4.5 Hz, IH), 5.10 (d, 
J = 5.4 Hz, IH). 7.24-7.33 (m, 3H), 
7.43-7.48 (m. 2H), 8.22 (s, IH), 10.71 
(d. J= 7.6 Hz, IH). 


10-078 


^-TBDMS 


nBu 


0.05 (3, 3H), 0.06 (3, 3H), 0.93 (s, 9H), 
0.99 (t, J= 7.5 Hz, 3H), 1.33-1.50 (m, 
6H), 1.62-1.79 (m, 6H), 2.05 (br s, 
IH), 2.61 (t, 6.0 Hz. 2H), 2.88 (t. J 
= 6.0 Hz, 2H), 3.73, 3.82 (ABx, 6.0 
Hz. 4.5 Hz, 2H), 4.02-4.20 (m, 2H), 
4.27 (sextet, J= 4.5 Hz. IH), 5.10 (d, 
J = 4.8 Hz, IH), 7.22-7.34 (m, 3H), 
7.44.7,47 (m, 2H), 8.22 (s, IH), 10.72 
(d, </ = 0.1 Jtlz, 1x1). 


10-079 




nBu 


0.97 (t. J= 7.5 Hz, 3H), 1.37-1.52 (m, 
6H), 1.61-1.80 (m, 6H), 2.03 (s, 3H), 
2.67 (t, J= 6.0 Hz, 2H), 2.91 (t, J= 6.0 
Hz, 2H), 3.06, 3.40 (ABx, 9.0 Hz, 
7.2 Hz, 2H), 3.74 (quint, J- 7.5 Hz, 
IH), 3.99-4.21 (m, 2H), 5.46 (t, 6.9 
Hz, IH), 7.2^2-7.29 (m, 3H), 7.33-7.38 
(m, IH), 8.33 (s, IH), 10.60 (d, J= 6.3 
Hz, IH). 


10-080 


6^ 


nBu 


0.97 (t, c/= 7.6 Hz, 3H), 1.37-1.64 (m, 
6H), 1.61-1.78 (m, 6H), 2.01 (s, 3H), 
2.67 (t, c/= 6.0 Hz, 2H), 2.91 (t, J= 6.0 
Hz, 2H), 3.11, 3.41 (ABx, J= 9.0 Hz, 
7.6 Hz, 2H), 3.76 (quint, J= 7.5 Hz, 
IH), 3.99-4.23 (m, 2H), 5.48 (t, c/'=6.6 
Hz, IH), 7.21.7.30 (m, 3H), 7.34-7.38 
(m, IH), 8.32 (s, IH), 10.64 (d, J'= 6.0 
Hz, IH); 
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^H-NMR (CDCI3) 


10-081 


^NHAc 


nBu 


0.97 (t, J= 7.6 Hz, 3H), 1.37-1.57 (m, 
6H), 1.62-1.81 (m, 6H), 2.02 (s, 3H), 
2.67 (t, J = 6.0 Hz, 2H), 2.71, 3.68 
(ABx, 15.6 Hz, 7.8 Hz, 2H), 2.91 
(t, J= 6.0 Hz, 2H), 3.92-4.07 (m, IH), 
4.11-4.27 (m, 2H), 5.60 (t, 9.0 Hz, 
IH), 7.21.7.35 (m, 5H), 8.31 (s, IH), 
10.66 (d, J = 8.1 Hz, IH). 


10-082 




nBu 


0.97 (t, J= 7.5 Hz, 3H), 1.38-1.58 (m, 
6H), 1.66-1.82 (m, 6H), 2.02 (s, 3H), 
2.67 (t, J= 6.0 Hz, 2H), 2.71, 3.68 
(ABx, c/= 15.6 Hz, 7.8 Hz, 2H), 2.91 
(t, J= 6.0 Hz, 2H), 3.92-4.06 (m, IH), 
4.12-4.28 (m, 2H), 6.60 (t, «/= 9.0 Hz, 
IH), 7.20-7.34 (m, 5H), 8.31 (s, IH), 
10.66 (d, J = 7.8 Hz, IH). 


10-083 




nBu 


0.98 (t, c/= 7.6 Hz, 3H), 1.17 (t, J-^ 7.5 
Hz, 6H), 1.37-1.56 (m, 4H), 1.44 
(sextet, J= 7.5 Hz. 2H), 1.63-1.80 (m, 
6H), 2.43 (quint, /= 7.2 Hz, IH), 2.67 
(t, J= 6.0 Hz, 2H), 2,70, 3.71 (ABx, J 
= 15.6 Hz, 7.8 Hz, 2H), 2.91 (t, 6.0 
Hz, 2H), 3.98-4.06 (m, IH), 4.13-4.21 
(m, 2H), 5.60 (t, J = 9.0 Hz, IH), 
7.22.7.37 (m, 5H), 8.31 (s, IH), 10.65 
(d, e/= 7.5 Hz, IH). 


10-084 


^ OH 

o 


nBu 


0.98 (t, J'= 7.2 Hz, 3H), 1.38-1.52 (m, 
6H), 1.62-1.80 (m, 6H), 2.64 (t, J= 6.0 
Hz, 2H), 2.90 (t, «/= 6.0 Hz, 2H), 3.94, 
4.14 (ABx, e/= 12.0 Hz, 6.0 Hz, 2H), 
4.08-4.18 (m, 2H), 5.76-5.82 (m, IH), 
/.4/-/.0O ^m, ZXl^ /.Or-r,Do ^111, 1x1;, 

8.08-8.11 (m, 2H), 8.29 (a, IH), 11.13 
(d, e/= 6.6 Hz, IH). 


10-085 




nBu 


0.98 (t, e/= 7.5 Hz, 3H), 1.37-1.56 (m, 
6H), 1.61-1.80 (m, 6H), 2.66 (t, 6.0 
Hz, 2H), 2.90 (t, J- 6.0 Hz, 2H), 3.94, 
4.14 (ABx, J' 12.0 Hz, 6.0 Hz, 2H), 
4.08-4.18 (m, 2H), 5.77-5.83 (m, IH), 
7.48-7.53 (m, 2H), 7.57-7.65 (m, IH), 
8.08-8.12 (m, 2H), 8.30 (s, IH), 11,14 
(d, J= 6.6 Hz, IH). 


10-086 


a/ 

0 


nBu 


0.98 (t, 7.5 Hz, 3H), 1.38-1.53 (m, 
6H), 1.65-1.81 (m, 6H), 2.64 (t, 6.0 
Hz, 2H), 2.89 (t, J*= 6.0 Hz, 2H), 3.89, 
4.11 (ABx, */= 11.4 Hz, 5.1 Hz, 2H), 
4.08-4.19 (m, 2H). 6.01-6.08 (m, IH), . 
7.45-7,53 (m, 2H), 7.57-7.63 (m, IH), 
8.04-8,08 (m, 2H), 8.28 (s, IH), 10.92 
(d, J= 7.5 Hz, IH). 
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0 


oo 

H 


No. 






^H-NMR (CDClg) 


10-087 




nBu 


0.98 (t, 7.5 Hz, 3H), 1.36-1.51 (m, 
6H), 1.62-1.79 (m, 6H), 2.64 (t, </= 6.0 
Hz, 2H), 2.89 (t, e/= 6.0 Hz, 2H), 3.90, 
4.11 (ABx, 11.4 Hz, 5.1 Hz, 2H), 
4.08-4.19 (m, 2H), 6.00-6.08 (m, IH), 
7.45-7.53 (m, 2H), 7.56-7.63 (m, IH), 
8.03-8.07 (m, 2H). 8.28 (s, IH), 10.92 
(d. J= 7.8 Hz, IH). 


10-088 


o 


nBu 


0.98 (t, J- 7.5 Hz, 3H), 1.38-1.54 (m, 
6H), 1.64-1.80 (m, 6H), 2.66 (t, J= 6.0 
Hz, 2H), 2.91 (t, J- 6.0 Hz, 2H), 4.17 
(br t, J= 7.5 Hz, 2H), 5.58 (s, IH), 
7.10 (a, IH), 7.42-7.49 (m, 2H), 7.53- 
7.59 (m, IH), 7,77-7.82 (m, 2H), 8.31 
(8, IH), 12.52 (br a, IH). 


10-089 




nBu 


0.99 (t, 7.5 Hz, 3H), 1.37-1.55 (m, 
6H), 1.60-1,81 (m, 6H), 2.63 (t, 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 3.91 
(d, J- 6.0 Hz, 2H), 4.12 (br t, 7.5 
Hz, 2H), 5.51-5.58 (m, IH), 7.27-7.48 
(m, 5H), 8,29 (s, IH), 10.77 (d, J= 8.1 
Hz, IH). 


10-090 


cm: 

CI 


nBu 


0.98 (t, J= 7.5 Hz, 3HX 2/6), 0.99 (t, J 
= 7.5 Hz, 3HX 3/5), 1.36-1.79 (m, 
12H), 2.61 (t, 6.0 Hz, 2HX2/5), 
2.62 (t, J = 6.0 Hz, 2HX 3/5), 2.87 (t, J 
= 6.0 Hz, 2HX2/6), 2.88 (t, 6.0 Hz, 
2HX3/5), 3.52, 4.15 (ABx, J= 11.1 
Hz, 4.2 Hz, 2H), 4.10-4.20 (m, 2H), 
4.83-4.91 (m, 1HX3/5), 4.98-5.08 (m, 
1HX2/5), 5.30 (d, J-^: 5,4 Hz, IHx 
2/5), 5.44 (d, 5.4 Hz, IH X 3/5), 
7.28-7.38 (m, 3H), 7.46-7.53 (m, 2H), 
8.16 (a, IHX 2/5), 8.23 (a, 1HX3/5), 
10.46 (d, c/= 8.4 Hz, 1HX2/5), 10.72 
(d, J= 8.4 Hz, IHX 3/5). 


10-091 


OuT" 

0 


nBu 


-0.12 (s, 3H), -0.11 (s, 3H), 0.74 (s, 
9H), 0.98 (t, 7.6 Hz, 3H), 1.36-1.53 
(m, 6H), 1.62-1.78 (m, 6H), 2.62 (t, 
6.0 Hz, 2H), 2.88 (t, c/= 6.0 Hz, 2H), 
3.96-4.10 (m. 2H), 4.11-4.22 (m, 2H), 
5.80-5.88 (m, IH), 7.43-7.49 (m, 2H), 
7.53-7.61 (m, IH), 8.05-8,09 (m, 2H), 
8.26 (a. IH). 10.81 (d. 7.5 Hz, IH). 
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wo 02/053543 PCT/JPOl/11427 



•^6 0 



No. 






^H-NMR (CDCI3) 


10-092 




nBu 


-0.12 (s, 3H), -0.11 (3, 3H), 0.74 (3, 
9H), 0.98 (t, J= 7.5 Hz, 3H), 1.37-1.52 
(m, 6H), 1.62-1.78 (m, 6H), 2,62 (t, 
6.0 Hz, 2H), 2.88 (t, 6.0 Hz, 2H), 
3.96-4.10 (m, 2H), 4.10-4.23 (m, 2H), 
5.80-5.87 (m, IH), 7.43-7.49 (m, 2H), 
7.53-7.61 (m, IH), 8.05-8.09 (m, 2H), 
8.26 (s, IH), 10.80 (d, J= 7.5 Hz, IH). 


10-093 


OH 


nBu 


0,99 (t, J= 7.2 Hz, 3H), 1.37-1.52 (m, 
6H), 1.63-1.81 (m, 6H), 2.63 (t, e/= 6.0 
Hz, 2H), 2.89 (t, J:= 6.0 Hz, 2H), 3.56, 
3.77 (ABx, c/= 11.1 Hz, 5.1 Hz, 2H), 
4.08-4.18 (m, 2H), 4.44-4.53 (m, IH), 
5.10 (d, «/^=: 6.0 Hz, IH), 7.25-7.37 (m, 
3H), 7.46-7.49 (m, 2H), 8.28 (s, IH), 
10.69 (d, J=: 7.8 Hz, IH). 


10-094 


CCI3 

oj. 

OH 


nBu 


1.00 (t, </= 7.2 Hz, 3H), 1.38-1.52 (m. 
6H), 1.63-1.80 (m, 6H), 2.63 (t, c/= 6.0 
Hz, 2H), 2.89 (t, c/= 6.0 Hz, 2H), 4.11 
(br t, = 7.2 Hz, 2H), 4.34-4.42 (m, 
IH), 4.48-4.57 (m, 2H), 5.03 (d, J = 
4.8 Hz, IH), 7.26-7.37 (m, 3H), 7.41- 
7.46 (m, 2H), 8.26 (s, IH), 10.62 (d, J 
«7.5 Hz. IH). 


10-095 


CCI3 

OH 


nBu 


0.99 (t, J- 7.2 Hz, 3H), 1,38-1.52 (m, 
6H), 1.62-1.79 (m, 6H), 2.63 (t, 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 4.11 

\\jX t, J — i .Z JtlZ, Z£l)f 4.o4-4.4^ (m, 

IH), 4.48-4.57 (m, 2H), 5.03 (d, J = 
4.5 Hz. IH), 7.26-7.37 (m, 3H), 7.41- 
7,46 (m, 2H), 8.24 (s, IH), 10.60 (d, J 
= 7.5 Hz. IH). 


10-096 




nBu 


0.99 (t, J= 7.2 Hz, 3H). 1.38-1.51 (m, 
6H), 1.64-1.78 (m, 6H), 2.65 (t, 6.0 
Hz. 2H), 2.90 (t, e/'= 6.0 Hz, 2H), 4.15 
(br t, c/= 7.2 Hz, 2H), 4.93 (d, J= 4.5 
Hz, 2H), 7.14-7.21 (m, 2H), 8.04-8,10 
(m, 2H), 8,30 (s, IH), 10.79 (br 3. IH). 


10-097 


a/' 

CI 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.36-1.50 (m. 
6H), 1.62-1.78 (m, 6H), 2.59 (t, J= 6.0 
Hz, 2H), 2.86 (t, J= 6.0 Hz, 2H), 3.76, 
4.15 (ABx, 11.7 Hz, 4.5 Hz, 2H), 
4.00-4.13 (m, 2H), 4.98-5.07 (m. IH), 
5.30 (d, 8.1 Hz, IH), 7.24-7.37 (m, 
3H), 7.49.7.53 (m, 2H), 8.16 (s, IH), 
10.46 (d, J= 8.7 Hz. IH). 
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wo 02/053543 PCT/JPOl/11427 
^6 1 



No. 






^H-NMR (CDCI3) 


10-098 




nBu 


1,01 (t, J= 7.2 Hz, 3H), 1,38-1.52 (m, 
6H), 1,63-1.81 (m, 6H), 2.62 (t, J=: 6,0 
Hz, 2H), 2.89 (t, J- 6.0 Hz, 2H), 3.47, 
3.65 (ABx, c/= 11.1 Hz, 5.1 Hz, 2H), 
4.08-4,19 (m, 2H), 4.83-4.92 (m, IH), 
6.28 (d, 6.6 Hz, IH), 7,29-7.39 (m, 
3H), 7.44-7.53 (m, 2H), 8,17 (s, IH), 
8.23 (3, IH). 10.64 (d, 8.7 Hz. IH). 


10-099 


CxX 

CI 


nBu 


0.99 (t, 7.5 Hz, 3H), 1.38-1.52 (m, 
6H), 1.62-1.79 (m, 6H), 2.59 (t, c/= 6.0 
Hz, 2H), 2.86 (t, J= 6.0 Hz, 2H), 3.76, 
4.15 (ABx, J= 11.4 Hz, 4.5 Hz, 2H), 
3.99-4.13 (m, 2H), 4.98-5.07 (m, IH), 
5.30 (d, 7.8 Hz, IH), 7.24-7.41 (m, 
3H), 7.50-7.53 (m, 2H), 8.16 (s, IH), 
10.46 (d, J= 8.4 Hz, IH). 


10-100 


a/' 

OHC'° 


nBu 


1.01 (t, c/= 7.5 Hz, 3H), 1.40-1.53 (m, 
6H), 1.64-1.80 (m, 6H), 2.62 (t, J'= 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 3.47, 
3.66 (ABx, 11.1 Hz, 5.1 Hz, 2H), 
4.08-4.18 (m, 2H), 4.83-4.92 (m, IH), 
6.28 (d, Jr=^ 6.3 Hz, IH), 7.30-7.38 (m, 
3H), 7.45-7.49 (m, 2H), 8.17 (s, IH), 
8.23 (s, IH), 10.64 (d. 9,0 Hz. IH). 


10-101 






1.21-1.52 (m, 8H), 1.59-1,79 (m, 8H), 
1.94-1.99 (m. 2H), 2.09 (quint, c7= 6.0 
Hz, 2H), 2.64 (t, c/= 6.0 Hz, 2H), 2.92 
(t, cA= 6.0 Hz, 2H), 3.78 (t, J= 6,0 Hz, 
2H), 3.93-4,03 (m, IH), 4.05 (dd, = 
6.6 Hz, 2.1 Hz, IH), 4.20 (dd, J = 14.1 
Hz, 2.1 Hz, IH), 4,25 (br t, 7.5 Hz, 
2H), 6.49 (dd, J = 14.4 Hz, 6.9 Hz, 
IH), 8.31 (s. IH), 9.85 (d. J- 7.8 Hz, 
IH). 


10-102 


a 




1.30-1.54 (m, 8H), 1.60-1.78 (m, 8H), 
1.87-2.00 (m, 4H), 2.65 (t, 6.0 Hz, 
2H), 2.93 (t, e/= 6.0 Hz, 2H), 3.53 (t, J 
= 6.0 Hz, 2H), 3.91-4.02 (m, IH), 4.34 
(br t, ,J= 7.5 Hz, 2H), 8.37 (s, IH), 
9.77 (d, 7.2 Hz, IH). 


10-103 


a" 


nBu 


0.99 (t, 7.5 Hz, 3H), 1.39-1.55 (m, 
4H), 1.49 (sextet, J = 7.5 Hz, 2H), 
1.68-1,83 (m, 6H), 2.67 (t, J= 6.0 Hz, 
2H), 2.92 (t, J= 6.0 Hz, 2H), 4.18 (br 
t, «/= 7.5 Hz, 2H), 7.21 (t, 7.5 Hz, 
IH), 7.55 (t, 7.5 Hz, IH), 7.64 (d, J 
= 8.1 Hz, IH). 8.32 (d. J= 8.1 Hz, IH), 
8.36 (s, IH), 12.41 (br s, IH). 
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S6 2 



No. 






^H-NMR (CDCI3) 


10-104 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.38- 
1.52 (m, 6H), 1.63-1.80 (m, 6H), 
2.65 (t, cr= 6.0 Hz, 2H), 2.90 (t, J 
= 6.0 Hz, 2H), 3.88 (s, 3H), 4.14 
(br t, 7.2 Hz, 2H), 4.91 (d, c7= 
4.0 Jtiz, ^Jtl^ 0.S77 {a, e/ = 0.4 XIZ, 
2H), 8.03 (d, J = 8.4 Hz, 2H), 
8.30 (s, IH), 10.80 (br s, IH). 


10-105 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.36- 
1.53 (m, 4H), 1.47 (sextet, J = 
7.2 Hz, 2H), 1.63-1.80 (m, 6H), 
2.65 (t, c/= 6.0 Hz, 2H), 2.90 (t, J 
= 6.0 Hz, 2H), 4.15 (br t, J= 7.2 
Hz, 2H), 4.91 (d, 4.5 Hz, 2H), 
/.b4 (.a, «/ = 0. f Hz, ^Jtl}, 7.yu (a, 
J = 8.7 Hz, 2H), 8.29 (s, IH), 
10.79 (br s. IH). 


10-106 


a 




1.30-1.53 (m, 8H), 1.58-1.79 (m, 
8H), 1.96-2.02 (m, 2H), 2.65 (t, J 
= 6.0 Hz, 2H), 3.03 (t, J= 6.0 Hz, 
2H), 3,31 (s, 3H), 3.69 (t, J= 5.4 
Hz, 2H), 3.92-4.03 (m. IH), 4.33 
(t, J= 5.4 Hz, 2H), 8.32 (s, IH), 


10-107 






1.35-1.42 (m, 2H), 1.43-1.52 (m, 
2H), 1.62-1.79 (m, 4H), 2.70 (t, J 
= 6.0 Hz, 2H), 3.06 (t, J= 6.0 Hz, 
2H), 3.31 (8, 3H), 3.74 (t, J= 5.4 
Hz, 2H), 4.40 (d, J'= 5.4 Hz, 2H), 
4.97 (d, c/= 4.5 Hz, 2H), 7.50 (t, J 
= 7.5 Hz, 2H), 7.61 (t, ^= 7.5 Hz, 
IH), 8.05 (d, J = 7.5 Hz, 2H), 
8.33 (s, IH), 10.75 (br s, IH). 


10-108 




nBu 


0.99 (t, J = 7.2 Hz, 3H). 1.38- 
1.52 (m, 6H), 1.63-1.79 (m. 8H), 
1.95-2.07 (m, 2H), 2.20-2.33 (m, 
2H), 2.63 (t, J = 6.0 Hz, 2H), 
2.82-2.94 (m, 2H), 2.88 (t, 6.0 
Hz, 2H), 3.55 (br s, 2H), 3.96- 
4.07 (m, IH), 4.10 (br t, J= 7.2 
Hz, 2H), 7.23-7.40 (m, 5H), 8.27 
(s. IH), 9.97 (br s, IH). 


10-109 


"Ok 

CH3C02H 


nBu 


1.00 (t, J = 7.5 Hz, 3H), 1.37- 
1.50 (m, 6H), 1.63-1,79 (m, 6H), 
1.81-1.97 (m, 2H), 2.04 (s, 3H), 
2.16-2.24 (m. 2H), 2.63 (t, «/= 6.0 
Hz, 2H), 2.89 (t, J:= 6.0 Hz, 2H), 

3.01 (t, e/= 10.2 Hz, 2H), 3.33- 
3.41 (m, 2H), 4.09 (br t, 7.5 
Hz, 2H), 4.10-4,25 (m, IH), 8.26 
(s. IH). 10.21 (d, c/= 7.2 Hz. IH). 
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wo 02/053543 

me 3 



No. 






^H-NMR (CDCI3) 


10-110 




nBu 


0.99 (t, «/= 7.5 Hz, 3H), 1.36-1.58 (m, 
4H), 1.46 (sextet, J = 7.5 Hz, 2H), 
1.62-1.79 (m, 8H), 1.97-2.11 (m, 2H), 
2.11 (s, 3H), 2.64 (t, 6.0 Hz, 2H), 
2.89 (t, c/= 6.0 Hz, 2H), 2.92-3.02 (m, 
IH). 3 21-3 31 (m lH) 3 75-3 81 Cm 
IH), 4.09 (br t. 7,5 Hz, 2H), 4.11- 
4.23 (m, IH), 4.37-4.43 (m, IH), 8.29 
(s. IH). 10.08 (d. J= 7.5 Hz. IH). 


10-111 




nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.36-1.57 (m, 
4H), 1.46 (sextet, J = 7.2 Hz, 2H), 
1.62-1.79 (m, 8H), 1.93-2.15 (m, 2H), 
2.64 (t, c/= 6.0 Hz, 2H), 2.89 (t, J= 6.0 
Hz 3 11-3 27 (m 2H'^ 3 69-3 79 
(m, IH), 4.10 (br t, cA= 7.2 Hz, 2H), 
4.19-4.30 (m, IH), 4.50-4.60 (m, IH), 
7.41 (s, 5H), 8.29 (s, IH), 10.12 (d, 
7.5 Hz. IH). 


10-112 


o 


nBu 


0.99 (t, c/= 7.5 Hz, 3H), 1.29 (s, 9H), 
1.35-1.79 (m, 14H), 2.00-2.09 (m, 2H), 
2.65 (t. e/= 6 0 Hz. 2H) 2 89 Ct. J= 6 0 
Hz, 2H), 3.09 (t, J= 11.4 Hz, 2H), 
4.06-4.35 (m, 5H), 8.30 (s, IH), 10.06 
(d, J= 7.5 Hz, IH). 


10-113 




nBu 


0.99 (t, 7.2 Hz, 3H), 1.28-1.81 (m, 
24H), 1.98-2.10 (m, 2H), 2.44-2.53 (m, 
IH), 2.65 (t, 6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 2.89-2.99 (m, IH), 
3.15-3.28 (m, IH), 3.85-3.93 (m, IH), 
4.09 (br t, 7.2 Hz, 2H), 4.10-4.25 
(m, IH), 4.40-4.48 (m, IH), 8.30 (s, 
IH), 10.06 (d, J= 6.9 Hz, IH). 


10-114 




nBu 


1.02 (t, J"= 7.5 Hz, 3H), 1.38-1.78 (m, 
14H). 2.07-2.20 (m, 2H), 2.65 (t, J = 
6.0 Hz, 2H), 2.81 (s, 3H), 2,90 (t, c/ = 
6.0 Hz, 2H), 2.94-3.01 (m, 2H), 3.70- 
3.79 (m, 2H), 4.11 (br t, c/= 7.5 Hz, 
2H), 4.11-4.23 (m, IH), 8.29 (s, IH), 
10.11 (d, </= 7.2 Hz, IH). 


10-115 


&XX 


nBu 


0.99 (t, 7.2 Hz, 3H), 1.37-1.51 (m, 
6H), 1.62-1.78 (m, 8H), 2.03-2.09 (m, 
2H), 2.53 (td, c/= 11.4 Hz, 2.4 Hz, 
2H), 2.62 (t, c/= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 3.71-3.77 (m, 2H), 
3.82-3.94 (m, IH), 4.07 (br t, c/ = 7.5 
Hz, 2H), 7.52-7.65 (m, 3H), 7.76-7.71 
(m, 2H), 8.25 (s, IH), 10.00 (d, 6.9 
Hz, IH). 
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"""to 

is 



No. 




R» 


^H-NMR (CDCI3) 


10-116 




nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.38-1.50 (m, 
4H), 1.47 (quint, J = 7.2 Hz, 2H), 
1.64-1.82 (m, 8H). 2.01-2.09 (m, 2H), 
2.25-2 34 (m. 2H^ 2 35 (s SK) 2 64 
(t, J= 6.0 Hz, 2H), 2.82-2.90 (m, 2H), 
2.88 (t, 6.0 Hz, 2H), 3.97-4.06 (m, 
IH), 4.10 (br t. J= 7.2 Hz, 2H), 8.28 
(s. IH), 9.98 (d, er= 7.2 Hz. IH). 


10-117 


a 




1.21-1.53 (m. 8H), 1.62-1.82 (m, 8H). 
1 95-2 00 2H) 2 20 Cdt = 15 0 
Hz, 6.0 Hz, 2H), 2.65 (t, c/= 6.0 Hz, 
2H), 2.94 (t, J= 6.0 Hz, 2H), 3.69 (t, J 
= 6.0 Hz, 2H), 3.92-4.02 (m, IH), 4.28 
(t, 7.5 Hz, 2H), 8.33 (s, IH), 9.80 
(d, e/= 6.9 Hz, IH). 


10-118 


a 




1 26-1 52 8H^ 1 60-1 80 SH'i 
1.94-2.00 (m, 2H), 2.19 (quint, 6.3 
Hz, 2H), 2.64 (t, J= 6.0 Hz, 2H), 2.90 
(t, 6.0 Hz, 2H), 3.06 (s, 3H), 3.92- 
4.01 (m, IH), 4.27 (t, 7.5 Hz, 2H), 
4.38 (t, J= 6.0 Hz, 2H), 8.33 (s, IH), 
9.78 (d, 8.1 Hz. IH). 


10-119 


a 


AcS"^ 


1.25-1.52 (m, 8H), 1.59-1.79 (m, 8H), 
1.93-2.05 (m, 4H), 2.32 (s, 3H), 2.63 
(t, 6.0 Hz, 2H), 2.88 (t, 6.0 Hz, 
2H), 2.98 (t, J= 6.9 Hz, 2H), 3.91-4.01 
(m, IH), 4.15 (t, 7.2 Hz, 2H), 8.30 
(8. IH). 9.82 (d. e/= 7.5 Hz. IH). 


10-120 


a 




1.25-1.52 (m, 8H), 1.58-1.80 (m, 8H), 
1.93-2.03 (m, 4H), 2.64 (t, e/= 6.0 Hz, 
2H), 2,91 (t, 6.0 Hz, 2H), 3.48 (t, J 
= 6.0 Hz, 2H), 3.92-4.03 (m, IH). 4.20 
(t. J= 7.5 Hz, 2H), 8.32 (s, IH), 9.81 
(d, e/= 6.9 Hz, IH). 


10-121 


a 


CH3CO2H 1 


1,27-1.53 (m, 8H), 1.60-1.81 (m, 8H). 
1.92-2.01 (m, 2H), 2.05 (s, 3H). 2.20- 
2.29 (m, 2H), 2.66 (t, 6.0 Hz. 2H), 
2.90 (t, 6.0 Hz, 2H), 2.98 (br s, 
2H), 3.90-4.00 (m, IH), 4,27-4.35 (m, 
2H), 8.40 (8, IH), 9.60 (d, «/= 7.6 Hz, 
IH). 


10-122 


a 




1.24-1.52 (m, 8H), 1.62-1.79 (m, 8H), 
1.88-2.03 (m, 4H), 2.03 (s, 3H), 2.65 
(t, c/= 6.0 Hz, 2H), 2.89 (t, c/= 6.0 Hz, 
2H), 3.24-3.30 (m, 2H), 3.97-4.05 (m, 
IH), 4.22 (br t, e/= 7.6 Hz, 2H), 6.72 
(br s, IH), 8.35 (a, IH), 9.81 (d, J"= 7.8 
Hz. IH). 



wo 02/053543 



PCT/JPOl/11427 



S6 5 



No. 




R"* 


^H-NMR (CDClg) 


10-123 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.37- 
1.52 (m, 6H), 1.60-1.72 (m, 6H), 

I. 71-1.80 (m, 2H), 2.07-2.17 (m, 
2H), 2.65 (t, 6.0 Hz, 2H), 2.89 
(t, e/= 6.0 Hz, 2H), 3.17 (t, J = 

II. 1 Hz, IH), 3.37 (t, J*= 11.1 
Hz, IH), 3.92-3.99 (m, IH), 

2H), 8.28 (8, IH), 10.17 (d, «/ = 
7.2 Hz, IH). 


10-124 


a 


BzHN''^ 


1.29-1.51 (m, 8H), 1.65-1.77 (m, 
8H), 1.92-2.05 (m, 4H), 2.65 (t, J 
= 6.0 Hz, 2H), 2.93 (t, J= 6.0 Hz, 
2H), 3.45 (br s, 2H), 3.97-4.05 
(m, IH), 4.32 (br t, J = 7.5 Hz, 
2^ 7 42-7 55 .^H^ 7 (hr 
8, IH), 7.90-7.96 (m, 2H), 8.37 (s, 
IH), 9.90 (d, 7.8 Hz, IH). 


10-125 




H 


1.25 (s, 9H), 1.28-1.61 (m, 8H), 
1.60-1.78 (m, 8H), 1.85-2.00 (m, 
4H), 2.64 (t, 6.0 Hz, 2H), 2.90 
(t, 6.0 Hz. 2H), 3.23 (br 8, 
2H'^ 3 <55-4 04 (m IH^ 4 22 (hr 
t, J = 7.5 Hz, 2H), 7.12 (br 8, 
IH), 8.35 (s, IH), 9.89 (d, J= 7.5 
Hz, IH). 


10-126 


cx 


0 1 
\— ' H 


1.27-1.52 (m, 8H), 1.57-1.80 (m, 
14H), 1.83-2.01 (m, 6H), 2.55- 
2.65 (m, IH), 2.64 (t, 6.0 Hz, 
2H), 2.89 (t, J = 6.0 Hz, 2H), 
3.25-3.29 (m, 2H), 3.95-4.04 (m, 
IH), 4.22 (br t, ^= 7.5 Hz, 2H), 
6.73 (br 8, IH), 8.34 (s, IH), 9.85 
(d, J= 8.1 Hz, IH). 


10-127 


a 


0 1 
H 


1.29-1.52 (m. 8H), 1.61-1.79 (m, 
8H), 1.91-2.02 (m, 4H), 2,66 (t, J 
= 6.0 Hz, 2H), 2.91 (t, 6.0 Hz, 
2H), 3. 34 (br a, 2H), 3.97-4.04 
(m, IH), 4.27 (br t, c/ = 7.5 Hz, 
2H), 8.39 (8, IH), 8.67 (br s, IH), 
9.76 (d. 8.1 Hz» IH). 


10.128 




nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.40- 
1.54 (m, 6H), 1.68-1.81 (m, 6H), 
2.67 (t, J= 6.0 Hz, 2H), 2.92 (t, J 
= 6.0 Hz, 2H), 4.15 (br t, J= 7.5 
Hz, 2H), 7.18 (d, J== 7.5 Hz, IH), 
7.53 (t. «/■= 7.5 Hz. IH), 8.33 (d, J 
= 7.5 Hz, IH). 8.34 (s, IH), 12.69 
(br s, IH). 



199 



wo 02/053543 PCT/JPOl/11427 
^6 6 



i6 



No. 


rv 


It 






OCHFa 


n'Rii 

X1X> U 


1.00 (t. 7.2 Hz, 3H), 1.37-1.54 (m, 
6H), 1.65-1.81 (m, 6H), 2.67 (t, J= 6.0 
Hz, 2H), 2.92 (t, J- 6.0 Hz, 2H), 4.17 (br 
t, J= 7.2 Hz, 2H), 6.22 (s, IHX 1/5), 6.39 

IHX 1/5), 6.88 (s, IHX 1/6), 7.01-7.10 
(m, IH), 7.18-7.27 (m, 2H), 8.36 (s, IH), 
8.60 (dd, c/= 7.8 Hz, 1.8 Hz, IH), 12.59 
(br s, IH). 


10-130 


OCF3 


nBu 


1.00 (t, 7.5 Hz, 3H), 1.37-1.53 (m, 
4H), 1.47 (sextet, 7.5 Hz, 2H), 1.65- 
1.82 (m, 6H), 2.67 (t, J = 6.0 Hz, 2H), 
2.92 (t, 6.0 Hz, 2H), 4.18 (br t, = 
7.5 Hz, 2H), 7.08 (td, J= 8.4 Hz, 1.8 Hz, 
IH), 7.26-7.34 (m, 2H), 8.36 (s, IH), 8.64 
(dd, 9.0 Hz, 1.8 Hz, IH), 12.76 (br s, 
IH). 


10-131 




nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.38-1.54 (m, 
4H), 1.47 (sextet. J= 7.5 Hz, 2H), 1.61- 
1.0^ (m, oJtl}, Z.60 (t, e/ = 6.0 Hz, 2H), 
2.93 (t, J= 6.0 Hz, 2H), 4.16 (br t, J = 
7.5 Hz, 2H), 7.41 (s, IH), 8.34 (a, IH), 
13.49 (br s. IH). 


10-132 






1.01 (t, J= 7.5 Hz, 3H), 1.38-1.52 (m, 
4H), 1.48 (sextet, J= 7.5 Hz, 2H), 1.63- 
1.85 (m, 6H), 2.68 (t, 6.0 Hz, 2H), 
2 94 Ct = 6 0 Hz 2^ 4 17 (hr t J = 
7.5 Hz, 2H), 7.27-7.32 (m, IH), 7.36-7.42 
(m, 2H), 7.57-7.61 (m, 2H), 7,71 (s, IH). 
8.37 (s, IH), 13.52 (br s, IH). 


10-133 




nBu 


1.01 (t, J= 7.5 Hz, 3H), 1.40-1.55 (m. 
4H), 1.49 (sextet, «/= 7.5 Hz, 2H), 1.65- 
1.81 (m, 6H), 2.68 (t, J = 6.0 Hz, 2H). 
2.93 (t, e7= 6.0 Hz, 2H), 4.19 (br t, J = 
7.5 Hz, 2H), 7.38-7.52 (m, 4H), 7.78 (t, J 
= 8.1 Hz, IH), 8.09 (d, 8.1 Hz, 2H), 
8.33 (d, c/= 8.1 Hz, IH), 8.40 (s, IH), 
12.61 (br s, IH). 


10-134 


a 




1.28-1.52 (m, 8H), 1.63-1.80 (m, 8H), 
1.92-2.01 (m, 4H), 2.64 (t, J= 6.0 Hz, 
2H), 2.90 (t, J = 6.0 Hz, 2H), 2.94 (s, 
3H), 3.08 (q, e/= 5.4 Hz, 2H), 3.94-4.02 
(m, IH), 4.29 (br t, J= 7.5 Hz, 2H), 5.84 
(br t, J'= 7.5 Hz, IH), 8.35 (s, IH), 9.72 
(d. J= 7.5 Hz. IH). 



200 



wo 02/053543 



PCT/JPOl/11427 



me 7 



is 



No. 




R« 


^H-NMR (CDCI3) 


10-135 


a 




1.29-1.50 (m, 8H), 1.63-1.78 (m, 8H), 
1.86-2.00 (m, 4H), 2.61 (t, 6.0 Hz, 
2H), 2.79-2.90 (m, 2H), 2.85 (t, J= 6.0 
Hz, 2H), 3.95-4.03 (m, IH), 4.24 (br t, 
e/= 7.5 Hz, 2H), 6.19 (br s, IH), 7.44- 
7.58 (m, 3H), 7.82-7.87 (m, 2H), 8.34 
(s, IH), 9.75 (d, J = 7.5 Hz. IH). 


10-136 


0 


nBu 


0.98 (t, t/= 7.5 Hz, 3H), 1.36-1.53 (m, 
4H), 1.45 (sextet, J = 7.5 Hz, 2H), 

1.64- 1.77 (m, 6H), 2.31 (s, 3H), 2.62 
(t, */= 6.0 Hz, 2H), 2.88 (t, 6.0 Hz, 
2H), 3.21, 3.66 (ABx. */= 13.8 Hz, 6.0 
Hz, 2H), 4.10 (br t, 7.5 Hz, 2H), 
5.92-6.00 (m, IH), 7.46-7.52 (m, 2H), 

7.65- 7.62 (m, IH), 8.12-8.16 (m, 2H), 
8.27 (s, IH), 10.76 (d, e/= 8.4 Hz. IH). 


10-137 


0 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.36-1.52 (m, 
4H), 1.45 (sextet, J = 7.5 Hz, 2H), 
1.63-1.77 (m, 6H), 2.31 (s, 3H), 2.62 
(t, J= 6.0 Hz, 2H), 2.88 (t, J= 6.0 Hz, 
2H), 3.21, 3.66 (ABx, 13.8 Hz, 6.0 
Hz, 2H), 4.11 (br t, J = 7.5 Hz, 2H), 
5.92-6.00 (m, IH), 7.46-7.62 (m, 3H). 
8.12-8.16 (m. 2H), 8.27 (s, IH), 10.75 
(d. J= 7.8 Hz, IH). 


10-138 


Or 




1.01 (d, J= 6.9 Hz, 6H), 1.38-1.52 (m, 
4H), l.o0-l,73 (m, 5H), 1.78 (quint, J 
= 6.0 Hz, 2H), 2.65 (t, c/= 6.0 Hz, 2H), 
2.96 (t, J= 6,0 Hz, 2H), 4.16 (br t, J= 
7.5 Hz, 2H), 4.97 (d, J== 4.8 Hz, 2H), 
7.50 (t, J= 7.5 Hz, 2H), 7.61 (t, J= 7.5 
Hz, IH), 8.02-8.06 (m, 2H), 8.30 (s, 
IH), 10.79 (br s, IH). 


10-139 


0 


& 


1.05-1.38 (m, 6H), 1.50 (br s, 2H), 
1.63-1.77 (m, lOH), 1.82-1.93 (m, IH), 
2.65 (t, e/= 6.0 Hz, 2H), 2.93 (t, J= 6.0 
Hz, 2H), 4.04 (br s, 2H), 4.97 (d, J = 
4.5 Hz, 2H), 7.50 (t, J = 7.5 Hz, 2H), 
7.61 (t, 7.5 Hz, IH), 8.02-8.06 (m, 
2H), 8.31 (s, IH), 10.79 (br s, IH). 


10-140 


a 




1.31-1.51 (m, lOH), 1.57-1.79 (m, 
14H), 1.94-2.01 (m, 2H), 2.50-2.66 (m, 
8H), 3.90-4.01 (m. IH), 4.28 (br t, J= 
7.5 Hz, 2H), 8.30 (s, IH), 9.84 (d, J = 
7.8 Hz. IH). 



201 



wo 02/053543 



PCT/JPOl/11427 



me 8 



is 



No. 




R" 


^H-NMR (CDCI3) 


10-141 




Me^Me 


1.01 (t, c/= 6.3 Hz, 6H), 1.34-1.53 (m, 
4H), 1.56-1.80 (m, 9H), 1.97-2.05 (m, 
2H), 2.17-2.27 (m, 2H), 2.62 (t, 6.0 
Hz, 2H), 2.81-2.89 (m, 2H), 2.87 (t, J 
= 6.0 Hz, 2H), 3.54 (s, 2H), 3.96-4.04 
(m, IH), 4.11 (br t, c/= 7.5 Hz, 2H), 
7.26-7.35 (m, 5H), 8.27 (s, IH), 9.96 
(d, J= 7.2 Hz. IH). 


10-142 






1.05-1.36 (m, 8H), 1.48 (br s, 2H), 
1.64-1.88 (m, IIH), 1.96-2.05 (m, 2H), 
2.22 (t, 9.9 Hz, 2H), 2.63 (t, 6.0 
Hz, 2H), 2.81-2.86 (m, 2H), 2.91 (t, J 
= 6.0 Hz, 2H), 3.54 (s, 2H), 3.93-4.02 
(m, 3H), 7.23-7.36 (m, 5H), 8.29 (s, 
IH), 9.96 (d, 7.8 Hz, IH). 


10-143 


CH3CO2H 




1.02 (d, J= 6.6 Hz, 6H), 1.36-1.73 (m, 
8H), 1.77 (quint, J = 6.0 Hz, 4H), 
1.98-2,10 (m, IH), 2.05 (s, 3H), 2.21- 
2.30 (m, 2H), 2.61-2.68 (m, 2H), 2.89 
(t, J- 6.0 Hz, 2H), 3.09 (t, 9.9 Hz, 
2H), 3.42-3.50 (m, 2H), 4.05-4.21 (m, 
3H), 8.25 (s, IH). 10.27 (d, 6.3 Hz, 
IH). 


10-144 




J 

Me-^Me 


1.01 (d, 6.6 Hz, 6H), 1.36-1.72 (m, 
9H), 1.76 (quint, J = 6.0 Hz, 4H), 
1.99-2.10 (m, 2H), 2.11 (s, 3H), 2.64 
(t, J — 0.0 Hz, 2xi), 2.00 (t, J = 0.0 Hz, 
2H), 2.91-3.00 (m, IH), 3.21-3.03 (m, 
IH), 3.76-3.81 (m, IH), 4.10 (br t, J = 
7.5 Hz, 2H), 4.11-4.25 (m, IH), 4.36- 
4.44 (m, IH), 8.28 (s. IH), 10.07 (d, J 
= 7.2 Hz, IH). 


10-145 






1.01 (d, J= 6.3 Hz, 6H), 1.37-1.80 (m, 
13H), 2.08-2.16 (m. 2H), 2.64 (t, 
6.0 Hz, 2H), 2.81 (s, 3H), 2.88 (t, 
6.0 Hz, 2H), 2.89-2.99 (m, 2H), 3.68- 
3.76 (m, 2H), 4.05-4.16 (m, 3H), 8.27 
(s, IH), 10.10 (d, 7.2 Hz, IH). 


10-146 






1.01 (d, J= 6.3 Hz, 6H), 1.38-1.78 (m, 
13H), 2.08-2.15 (m, 2H), 2.64 (t, 
6.0 Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 
3.11-3.21 (m, IH), 3.31-3.41 (m, IH), 
3.96 (t, J'= 14.4 Hz, IH), 4.14 (br t, J 
= 7.5 Hz, 2H), 4.21-4.38 (m. 2H), 8.28 
(s, IH), 10.16 (d. 7.5 Hz, IH). 



202 



wo 02/053543 PCT/JPOl/11427 
^6 9 



is 



No. 






^H-NMR (CDCI3) 


10-147 


CH3C02H 


& 


1.06-1.40 (m, 8H), 1.49 (br s, 2H), 
1.61-1,99 (m, IIH), 2.18-2.28 (m, 2H), 
2.64 (t, J= 6.0 Hz, 2H), 2.92 (t, 6.0 
Hz, 2H), 3.04 (t. J = 10.5 Hz, 2H), 
3.38-3.44 (m, 2H), 4.05-4.20 (m, 3H), 
8.26 (s, IH). 10.23 (d. J== 7.2 Hz, IH). 


10-148 




0' 


1.02-1.33 (m, 8H), 1.45-1.80 (m, 13H), 
1.98-2.10 (m, 2H), 2.11 (s, 3H), 2.65 
(t, J- 6.0 Hz, 2H), 2.92 (t, J= 6.0 Hz, 
2H), 2.93-3.01 (m, IH), 3.21-3.31 (m. 
IH), 3.74-3.81 (m, IH), 3.99 (br s, 
IH), 4.10-4.23 (m, 2H), 4.37-4.43 (m, 
IH), 8.29 (s, IH), 10.08 (d, J= 7.8 Hz, 
IH). 


10-149 




J 

a 


1.02-1.33 (m, 8H), 1.49 (br s, 2H), 
1.60-1.81 (m, IIH). 2.08-2.15 (m, 2H), 
2.65 (t, J= 6.0 Hz, 2H), 2.81 (s, 3H), 
2.90-3.00 (m, 4H), 3.69-3.76 (m, 2H), 
3.99 (br 8, IH), 4.06-4.12 (m, 2H), 
8.28 (s, IH), 10.10 (d, e/= 7.2 Hz, IH). 


10-150 


0 


CJ 


1.03-1.38 (m, 8H), 1.49 (br s, 2H), 
1.60-1.85 (m, IIH), 2.07-2.17 (m, 2H), 
2.65 (t, 6.0 Hz, 2H), 2.91 (t, J= 6.0 
Hz, 2H), 3.11-3.21 (m, IH), 3.31-3.41 
(m, IH), 3.96 (d, J = 14.4 Hz, 2H), 
4.00 (br s, IH), 4.22^4.38 (m, 2H), 
8.29 (s, IH), 10.17 (d, J= 7.5 Hz, IH). 


10-151 




nBu 


1.00 (t, 7.2 Hz, 3H), 1.37-1.54 (m, 
4H), 1.47 (sextet, J = 7.2 Hz, 2H), 
1.66-1.83 (m, 6H), 2.49 (s. 3H), 2.67 
(t, 6.0 Hz, 2H), 2.92 (t, J= 6,0 Hz, 
i^xiy, 4.10 ^or t, e/ — XlZ, All), 0.0/ 
(d, J= 7.5 Hz, IH), 7.59 (t, J= 7.5 Hz, 
IH), 8.15 (d, J= 8.4 Hz, IH), 8.37 (s, 
IH), 12.55 (br s, IH), 


10-162 


a 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.38-1.54 (m, 
4H), 1.46 (sextet, J = 7.2 Hz, 2H), 

1.66- 1,83 (m, 6H), 2.67 (t, 6.0 Hz, 
2H), 2.92 (t, c/= 6.0 Hz, 2H), 4.15 (t, J 
= 7.2 Hz, 2H), 6.99-7.04 (m, IH), 

7.67- 7.74 (m, IH), 8.33-8.37 (m, 2H), 
8.36 (3, IH), 12.77 (br s. IH). 


10-163 






1.36-1.43 (m, 2H), 1.47-1.55 (m. 2H), 
1.65-1.80 (m, 4H), 2.69 (t, «/= 6.0 Hz, 
2H), 3.08 (t, J= 6.0 Hz, 2H), 3.31 (s, 
3H), 3.74 (t, 5.1 Hz, 2H), 4.39 (t, J 
= 5.1Hz, 2H), 7.18 (dd, 7.5 Hz, 0.9 
Hz, IH), 7.54 (t, c/= 7.8 Hz, IH), 8.33 
(dd, 8.1 Hz, 0.9 Hz, IH), 8.37 (s, 
IH), 12.62 (br 8. IH). 



203 



wo 02/053543 



PCT/JPOl/11427 



S7 0 



is 



No. 




R« 


^H-NMR (CDCI3) 


10-154 






1.38-1,83 (m, 14H), 2.52-2.73 (m, 
6H), 2.67 (t, «/= 6.0 Hz, 2H), 3.02 
(br t, «/= 6.0 Hz, 2H), 4.39 (br t, 
7.5 Hz, 2H), 7.19 (dd, J= 7.5 
Hz, 0.6 Hz, IH), 7.54 (t, 7.5 
Hz, IH), 8.33 (dd, J= 8.4 Hz, 0.6 
Hz, IH). 8.35 (s, IH), 12.58 (br s, 
IH). 


10-155 






1.37-1.55 (m, 4H), 1.67-1.86 (m, 
4H), 1.97 (quint, J= 6.0 Hz, 2H), 
2.68 (t, J= 6.0 Hz, 2H), 2.97 (t, J 
= 6.0 Hz, 2H), 3.60 (t, ./= 5.7 Hz, 
2H), 4.39 (br t, J - 7.5 Hz, 2H), 
7.20 (dd, J= 7.5 Hz. 0.6 Hz, IH), 
7.54 (t, J= 7.8 Hz, IH), 8.33 (dd, 
c7= 8.1 Hz, 0.6 Hz, IH), 8.40 (s, 
IH). 12,45 (br s. IH). 


10-156 






1.39-1.46 (m, 2H), 1.47-1.56 (m, 
2H), 1.66-1.74 (m, 2H), 1.77-1.85 
(m, 2H), 2.23 (quint, J - 6.0 Hz, 
2H), 2.68 (t, e/= 6.0 Hz, 2H), 2.94 
(t, J= 6.0 Hz, 2H). 3.10 (s, 3H), 
4.33 (t, J= 7.5 Hz, 2H), 4.40 (t, J 
= 6.0 Hz, 2H), 7.19 (dd, J= 7.5 
Hz, 0.6 Hz, IH). 7.66 (t, «/= 7.8 
Hz, IH). 8.32 (dd, c/= 8.4 Hz, 0.6 
Hz, IH). 8.37 (8. IH), 12.56 (br s, 
IH). 


10-157 


.XX 


AcS^ 


1.37-1,45 (m, 2H), 1.47-1.56 (m, 

OTIN 1 £i.C 1 '7 A /-^ OXT\ 1 1 OC 

-6x1;, i.DD-i./4 ^m, Zri), l.Tb-l.oo 
(m, 2H), 2.03 (quint, J- 7.5 Hz, 
2H), 2.37 (s, 3H), 2.66 (t, J= 6.0 
Hz, 2H), 2.92 (t, 6.0 Hz, 2H), 
3.00 (t, «/= 7.2 Hz, 2H), 4.21 (t. J 
= 7.5 Hz, 2H), 7. 18 (d, 7.5 Hz, 
IH), 7.54 (t, J= 7.5 Hz, IH), 8.32 
(d, «/= 8.4 Hz, IH). 8,35 (s, IH). 
12.59 (br s. IH). 


10-158 


.XX 




1.38-1.45 (m, 2H), 1.47-1.56 (m, 
2H), 1.66-1.74 (m, 2H), 1.77-1.86 
(m, 2H). 1.97-2.07 (m, 2H), 2.68 
(t, J= 6.0 Hz, 2H), 2.95 (t, 
6.0 Hz, 2H), 3.52 (t, J= 6.0 Hz, 
2H), 4.25 (t, J= 7.5 Hz, 2H). 7.19 
(dd. J= 7.5 Hz, 0.6 Hz, IH), 7.54 
(t. 7.8 Hz, IH), 8.32 (dd. «/ = 
8.4 Hz, 0.6 Hz, IH), 8.36 (a, IH), 
12.58 (br 8, IH). 



204 



wo 02/053543 PCT/JPO 1/1 1427 

mi 1 



is 



INO. 






^H-NMR (CDCI3) 


10-159 






1.38-1.44 (m, 2H), 1.47-1.56 (m, 2H), 
1.65-1.74 (m, 2H), 1.76-1.84 (m, 2H), 
1.94 (quint, J - 6.6 Hz, 2H), 2.10 (s, 
3H), 2.68 (t, J= 6.0 Hz, 2H), 2.93 (t, J 
= 6.0 Hz, 2H), 3.30 (q, J= 6.0 Hz, 2H), 
4.26 (br t, 7.5 Hz, 2H), 6.63 (br t, J 
= 7.5 Hz, IH), 7.21 (dd, </= 8.1 Hz, 0.6 
Hz, IH), 7.56 (t, J = 7.8 Hz, IH), 8.34 
(dd, «/= 8.1 Hz, 0.6 Hz, IH), 8.39 (s, 
IH), 12.51 (br s, IH). 


10-160 






1.41-1.85 (m, 8H), 2.01-2.11 (m, 2H), 
2.68 (t, J= 6.0 Hz, 2H), 2.94 (t, 6.0 
Hz, 2H), 3.04 (s, 3H), 3.18 (q. eA= 6.0 
Hz, 2H), 4.34 (br t, 7.5 Hz, 2H), 
5.58 (br t, e/= 7.5 Hz, IH), 7.20 (dd, J 
= 7.5 Hz, 0.6 Hz, IH), 7.55 (t, 7.8 
Hz, IH), 8.31 (dd, c/= 8.1 Hz, 0.6 Hz, 
IH), 8.39 (s, IH), 12.45 (br s, IH). 


10-161 




0 1 

H 


1.42-1.83 (m, 8H), 2.03 (quint, J= 6.0 
Hz, 2H), 2.69 (t, J= 6.0 Hz, 2H), 2.93 
(t, J = 6.0 Hz, 2H), 3.41 (q, J=S.O Hz, 
2H), 4.30 (br t, ^= 7.5 Hz, 2H), 7.22 
(dd, 7.8 Hz, 0.6 Hz, IH), 7.56 (t, J 
= 7.8 Hz, IH), 8.13 (br s, IH), 8.31 
(dd, J= 7.8 Hz, 0.6 Hz, IH), 8.42 (s, 
IH), 12.40 (br s, IH), 


10-162 




nBu 


fl QQ 7"-— 7 O Wrr QTT\ 1 QQ 1 

u.i^i^ \z, «/ — /,z nz, oxi^ i.oy-i.o/ ^m, 
4H), 1.47 (sextet, J = 7.2 Hz, 2H), 
1.65-1.83 (m, 6H), 2.51 (s, 3H), 2.68 
(t, J= 6.0 Hz, 2H), 2.92 (t, J= 6.0 Hz, 
2H), 4.16 (br t, 7.2 Hz, 2H), 6.86 
(d, J= 4.8 Hz, IH), 8.41 (s, IH), 8.64 
(d, J= 4.8 Hz. IH), 12.91 (br s, IH). 


10-163 


Me 


nBu 


0.99 (t, J= 7.6 Hz, 3H), 1.39-1.53 (m, 
4H), 1.46 (sextet, J = 7.5 Hz, 2H), 
1.65-1.82 (m, 6H), 2.47 (s, 6H), 2.67 
(t, J= 6.0 Hz, 2H), 2.91 (t, 6.0 Hz, 
2H), 4.15 (br t, J= 7.5 Hz, 2H), 6.74 (s 
IH), 8.41 (s, IH), 12.75 (br s, IH). 


10-164 


a 


OHC^ 


1.22-1.52 (m, 8H), 1.63-1.79 (m, 8H), 
1.92-2.00 (m, 2H), 2.64 (t, «/= 6.0 Hz, 
2H), 2.89 (t, J= 6.0 Hz, 2H), 2.96 (t, J 
= 7.2 Hz, 2H), 3.92-4.03 (m, IH), 4.42 
(t, 7.2 Hz, 2H), 8.32 (s, IH), 9.75 
(d, 7.5 Hz. IH). 9.84 (s. IH). 



205 



wo 02/053543 



PCT/JPOl/11427 



S7 2 



I5 



No. 




R« 


iH-NMR (CDCI3) 


10-165 


a 


OH 1 


1.20 (d, J = 6.6 Hz, 3H), 1.21- 
1,87 (m, 18H), 1.90-2.01 (m, 2H), 
2.55-2.73 (m, 2H), 2.85-3.02 (m, 
2H), 3.62-3.70 (m, IH), 3.92-4.01 
(m, ^ri), 4.65-4.78 (m, IH), 8.36 
(s, IH). 9.77 (d. J= 7.5 Hz, IH). 


10-166 


a 




1.23-1.51 (m, 8H), 1.58-1.78 (m, 
8H), 1.94-2.00 (m, 2H), 2.20 (s, 
3H), 2.63 (t, e/= 6.0 Hz, 2H), 2.88 
(t, e/= 6.0 Hz, 2H), 2.93 (t, J = 
7.5 Hz, 2H), 3.92-4.01 (m, IH), 
4.36 (t, J= 7.5 Hz, 2H), 8.31 (s, 
IH). 9.78 (d. J= 8.1 Hz, IH). 


10-167 




HO^" ^ 


1.38-1.43 (m, 2H), 1.44-1.52 (m. 
2H), 1.65-1.83 (m, 4H), 1.86-1,95 
(in, 2H), 1.91-2.05 (m, IH), 2.63- 
2.74 (m, IH), 2.67 (t, 6.0 Hz, 
2H), 2.85-2.96 (m, IH), 2.93 (t, J 
= 6.0 Hz, 2H), 2.99-3.09 (m, IH), 
3.51 (br t, 4.5 Hz, 2H), 4.22- 
4.38 (m, 2H), 5.66 (q, J= 7.5 Hz, 
IH), 7.19-7.38 (m, 4H), 8.43 (s, 
IH), 10.11 (d, J= 6.9 Hz, IH). 


10-168 


J — v 




1.38-1.42 (m, 2H), 1,44-1.52 (m, 
2H), 1.64-1.80 (m, 4H), 1.91-2.08 
(m, IH), 2.11-2.21 (m, 2H), 2.62- 
2.73 (m, IH), 2.67 (t, J= 6.0 Hz, 

^tl), Z.Oi>-^.9D ylXlt 111), {tf 0 

= 6.0 Hz, 2H), 2.99-3.06 (m, IH), 
3.02 (s, 3H), 4.25 (t, J= 6.9 Hz, 
2H), 4.33 (t, J= 6.0 Hz. 2H), 5.67 
(q, J= 7.8 Hz, IH), 7.16-7.26 (m, 
3H), 7.35-7.39 (m, IH), 8.39 (s, 
IH), 10.13 (d, «/= 8.4 Hz. IH). 


10-169 


(5^ 




1.37-1.43 (m, 2H). 1.44-1.53 (m, 
2H), 1.67-1.80 (m, 4H), 1.91-2.10 
(m, IH), 2.00-2.20 (m, 2H), 2.62- 
2.73 (m, IH), 2.67 (t, Jr= 6.0 Hz, 
2H), 2.84-2.96 (m, IH), 2.93 (t, J 
= 6.0 Hz, 2H), 2.98-3.08 (m, IH), 
4.25 (sextet, J = 7.5 Hz, 2H), 
4.45 (t, J= 7.8 Hz, IH), 4.61 (t, J 
= 5.4 Hz, IH), 5.67 (q, J= 7.5 Hz, 
IH), 7.16-7.28 (m, 3H), 7.35-7.39 
(m. IH), 8.39 (8, IH), 10.17 (d, J 
= 6.6 Hz. IH). 
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wo 02/053543 



PCT/JPOl/11427 



^7 3 



No. 






iH-NMR (CDCI3) 


10-170 






1.38-1.43 (m, 2H), 1.44-1.54 (m, 2H), 
1.67-1.82 (m, 4H), 1.91-2.06 (m, IH), 
2.06 (quint, 7.5 Hz, 2H), 2.49 (t, J 
= 7.2 Hz, 2H), 2.62-2.74 (m, IH), 2.67 
(t, c/= 6.0 Hz, 2H), 2.85-2.96 (m, IH), 
2.91 (t, c/= 6.0 Hz, 2H), 2.99-3.09 (m, 
IH), 4.21 (sextet, J = 7.2 Hz, 2H), 
5.67 (q, c/= 7.5 Hz, IH), 7.19-7.26 (m, 
3H), 7.35.7.39 (m, IH), 8.40 (s, IH), 
10.08 (d, 8.1 Hz, IH). 


10-171 






1.37-1.44 (m, 2H), 1.45-1.55 (m, 2H), 
1.67-1.80 (m, 4H), 1.93-2.03 (m, 3H), 
2.62-2.73 (m, IH), 2.66 (t, 6.0 Hz, 
2H), 2.84-2.96 (m, IH), 2.91 (t, «/= 6.0 
Hz, 2H), 2.99-3.09 (m, IH). 3.50 (t, J 
= 6.0 Hz, 2H), 4.17 (sextet, c/=7.5 Hz, 
2H), 5.67 (q, «/= 7.8 Hz, IH), 7.18- 
7.26 (m, 3H), 7.35-7.39 (m, IH), 8.39 
(s, IH), 10.16 (d, 8.4 Hz, IH). 


10-172 




AcHN""^ 


1.37-1.43 (m, 2H), 1.44-1.52 (m, 2H), 
1.63-1.78 (m, 4H), 1.83-2.02 (m, IH), 
1.87 (quint, c/= 6.0 Hz, 2H), 1.95 (s, 
3H), 2.67 (t, J= 6.0 Hz, 2H), 2.69-2.76 
(m, IH), 2.88-2.95 (m, IH), 2,90 (t, «/= 
6.0 Hz, 2H), 2.97-3.08 (m, IH), 3.23 
(quint, J- 6.0 Hz, 2H), 4,19 (br t, J- 
7.5 Hz, 2H), 5.67 (q, J= 7.5 Hz, IH), 
6.65 (br t, c/= 7.5 Hz, IH), 7.18-7.28 

IH), 10.15 (d, cA=8.1Hz, IH). 


10-173 






1.37-1.42 (m, 2H), 1.44-1.53 (m, 2H), 
1.63-1.78 (m, 4H), 1,90-2.02 (m, 3H), 
2.62-2.73 (m, IH), 2.67 (t, «/= 6.0 Hz, 
2H), 2.84 (s, 3H), 2.85-2.97 (m, IH). 
2.90 (t, 6.0 Hz, 2H), 3.00-3.10 (m, 
2H), 4.25 (br s, 2H), 5.67 (q, J= 7.5 
Hz, 2H), 7.19-7,36 (m, 4H), 8.42 (s, 
IH), 10.06 (d, J= 8,1 Hz. IH). 


10-174 


(9- 


0 1 
H 


1.38-1.43 (m, 2H), 1.44-1.52 (m, 2H), 
1.65-1.80 (m. 4H), 1.88-2.00 (m, 3H), 
2.68 (t, J= 6.0 Hz, 2H), 2.69-2.76 (m, 
IH), 2.88-2.98 (m, IH), 2.91 (t, 6.0 
Hz, 2H), 3.00-3.10 (m, IH), 3.25-3.37 
(m, 2H), 4,24 (br s, 2H), 5.61 (q, 
7.5 Hz, IH), 7.18-7.39 (m, 4H), 8.42 
(br 3, IH), 8.44 (s, IH), 10.05 (d, J- 
7.2 Hz. IH). 
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wo 02/053543 



PCT/JPOl/11427 



*7 4 



"■■to 

is 



No. 






^H-NMR (CDCI3) 


10-175 


cv 

OH 


nBu 


0.99 (t, c7= 7.6 Hz, 3H), 1.02-1.28 (m, 

AXT\ 1 on 1 Co / -- otT\ 1 on n or\ / 

Dxi;, l.do-i.o2 (m, orl), 1.d2-1.o0 (m, 
8H), 1.92 (br d, 12.0 Hz, IH), 2.64 
(t, e/= 6.0 Hz, 2H), 2.89 (t, J== 6.0 Hz, 

2H), 3.45-3.62 (m, 3H), 4.07-4.15 (m, 
2H). 8.30 (s, IH). 10.28 (br s, IH). 


10-176 


Cu. 

T 

0 


nBu 


0.98 (t, c/= 7.5 Hz, 3H), 1.20-1.51 (m, 
14H), 1,58-1.91 (m, 8H), 2.41-2.50 (m, 
IH), 2.63 (t, 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 4.12 (br t, «/ = 7.6 Hz, 
2H), 4.36 (d, c/= 5.4 Hz, 2H), 8.26 (a, 
IH), 10.50 (br s, IH). 


10-177 


OH 


nBu 


0.98 (t, c/= 7.5 Hz, 3H), 1.15 (d, c/ = 

6.6 Hz, 3H), 1.37-1.53 (m, 4H), 1.44 
(sextet, 7.5 Hz, 2H), 1.61-1.81 (m, 
6H), 2.66 (t, e/= 6.0 Hz, 2H), 2.90 (t, J 
= 6.0 Hz, 2H), 4.09 (br t, 7.5 Hz, 
2H), 4.39-4.48 (m, IH), 4.98 (d, J = 

2.7 Hz, IH), 7.23-7.39 (m, 5H), 8.33 
(s. IH), 10.10 (d, 7.5 Hz, IH). 


10-178 


OH 


nBu 


0.98 (t, c/= 7.2 Hz, 3H), 1.15 (d, J = 
6.9 Hz, 3H), 1.37-1.53 (m, 4H), 1.44 
(sextet, J= 7.2 Hz, 2H), 1.62-1.80 (m, 
6H), 2.66 (t, 6.0 Hz, 2H), 2.90 (t, J 
= 6.0 Hz, 2H), 4.09 (br t, J = 7.2 Hz, 
2H), 4.39-4.49 (m, IH), 4.98 (d, J = 
2.7 Hz, IH), 7.23-7.40 (m, 5H), 8.33 


10-179 


o 


nBu 


0.99 (t, */= 7.5 Hz, 3H), 1.37-1.50 (m, 
4H), 1.43 (sextet, J = 7.5 Hz, 2H), 
1.54 (d, 7.5 Hz, 3H), 1.63-1.80 (m, 
6H), 2.63 (t, J= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 4.12 (br t, J= 7.5 Hz, 
2H), 5.69-5.79 (m, IH), 7.45-7.51 (m, 
2H), 7.55-7.61 (m, IH). 8.05-8.09 (m, 
2H), 8.28 (s, IH), 10.73 (d, J= 6.9 Hz, 
IH). 


10-180 


0 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.37-1,50 (m, 
4H), 1.43 (sextet, J = 7.5 Hz. 2H), 
1.54 (d, «/= 6.9 Hz, 3H), 1.65-1.80 (m, 
6H), 2.63 (t, t/= 6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 4.12 (br t, «/= 7.5 Hz, 
2H), 5.69-5.79 (m, IH), 7.45-7.51 (m, 
2H), 7.55-7.61 (m, IH), 8.05-8.09 (m, 
2H), 8.28 (s, IH), 10.73 (d, J= 7.2 Hz, 
IH). 



wo 02/053543 



PCT/JPOl/11427 



mi 5 



Me 



Me 



No. 






^H-NMR (CDCI3) 


11-001 




nBu 


1,01 (t, J= 7.2 Hz, 3H), 1.42-1.54 (m. 

9■R^ 1 fifi-1 7Q ^Tvi 9TT^ 1 *7Q /"e R■^T^ 
£irx)f 1.00-1, Ik7 VIJ^> ^■*^/> •l-./i' v8, DU^) 

2.13 (s, 3H), 2.41 (8, 3H), 4.13 (t, e/ = 
7.8 Hz, 2H), 7.16-7,22 (m, 2H). 7.26- 
7.33 (m, 2H), 7.42-7.46 (m, 2H), 8.25 
(a. IH). 10.40 (br a. IH). 


11-002 




Bn 


1,79 (a, 6H), 2.13 (s, 3H), 2.29 (s, 3H), 
5.50(br a, 2H), 7.09-7.47 (m, lOH), 8.35 
(a, IH), 10.35 (br a, IH), 


11-003 


U 


U 


1.05-1.32 (m, 4H), 1.58-1.91 (m, 7H), 
1.79 (a, 6H), 2.12 (a, 3H), 2.38 (s, 3H), 
4.01 (br s, 2H), 7.16-7,21 (m, IH), 
7.26-7.32 (m, 2H), 7.43-7.46 (m, 2H), 
8.24 (s, IH); 10.39 (br s, IH). 


11-004 


HO. 




1.00-1,30 (m, 4H), 1.56-1,90 (m, 7H), 
2.18 (s, 3H), 2,40 (a, 3H), 3.89-4.00 (m, 
2H), 4.03 (br s, 2H), 5,26-5.32 (m, IH), 
7,26-7,43 (m, 5H), 8.33 (a, IH), 10.72 
(br d, 6.9 Hz. IH). 


11-005 






1.00-1.30 (m, 4H), 1.60-1.92 (m, 7H), 
2.17 (3, 3H), 2.39 (a, 3H), 3.90 (d, J- 
6.0 Hz, 2H), 4,04 (br a, 2H), 5.50-5,56 
(m, IH), 7.26-7,44 (m, 5H), 8.30 (s, 
IH), 10.73 (d, ^=8.1 Hz, IH), 


11-006 


0 — 




1,00-1,30 (m, 4H), 1.56-1,88 (m, 7H), 
1,90-2.00 (m, 2H), 2.18 (s, 3H), 2,39 (s, 
3H), 2.71 (t, J = 8.1 Hz, 2H), 3.46 
(quint, «/= 6.9 Hz, 2H), 4.03 (br a, 2H). 
7.14-7.30 (m, 5H), 8.32 (a, IH), 9.98 (br 
a. IH). 


11-007 




nBu 


0.99 (t, 7.5 Hz, 3H), 1.39-1.51 (m, 
2H), 1,62-1.73 (m, 2H), 2.18 (s, 3H), 
2.42 (s, 3H), 3.89-4.00 (m, 2H), 4.12 
(dd, J= 9.0 Hz, c/= 5,1 Hz, 2H), 5.26- 
5.32 (m, IH), 7,26-7.43 (m, 5H), 8,32 
(a, IH), 10.72 (br d, c/= 6.9 Hz, IH). 


11-008 




nBu 


1.00 (t, cA= 7.5 Hz, 3H), 1.41-1.53 (m, 
2H), 1.64-1.74 (m, 2H), 2.16 (a, 3H), 
2.41 (a, 3H), 3.91 (d, 5.7 Hz, 2H), 
4.13 (t, J= 7.5 Hz, 2H), 6.50-5.57 (m, 
IH), 7.28-7.45 (m, 5H), 8.30 (a, IH), 
10.73 (br d, e/= 8.1 Hz, IH). 


11-009 


Mo Me 




0.84 (d, 6.6 Hz, 6H), 1.06-1.85 (m, 
21H), 2.17 (a, 3H), 2.38 (s, 3H), 4.00 
(br s, 2H), 4.09-4.18 (m, IH), 8.31 (a, 
IH). 9.77 (d. c/= 7.5 Hz. iH). 



209 



wo 02/053543 



PCT/JPOl/11427 



7 6 



No. 




R« 


^H-NMR (CDCla) 


11-010 




1 


0.60-0.65 (m, 2H), 0.77-0.84 (m, 2H), 

1 nR.l RTT^ 1 RQ.1 RR ft'FT^ 

2.18 (8, 3H), 2.38 (s, 3H), 2.89-2.98 (m, 
IH), 4.00 (br s, 2H), 8.32 (s, IH), 9.89 
(br s, IH). 


11-011 




1 


0.86-2.19 (m, 15H), 2.19 (s, 3H), 2.38 

2H), 5.37-5.44 (m, IH), 7.06-7.16 (m, 
3H). 7.34-7.37 (m, IH), 8.38 (s, IH), 
10.22 (brd, J'= 8.7 Hz. IH). 


11-012 


Me 


(J 


0.92 (t, e7= 7.5 Hz, 3H), 0.95 (d, J= 6.6 
Hz, 3H), 1.06-1.85 (m, .14H), 2.18 (s. 
3H), 2.39 (s, 3H), 3.20-3.29 (m, IH). 
3.34-3.42 (m, IH), 4.03 (br s, 2H), 8.32 
(s, IH). 9.95 (br s, IH), 


11-013 


>r 




0.98 (s, 9H), 1.07-1.23 (m, 5H), 1.62- 
1.83 (m, 6H), 2.18 (s, 3H), 2.39 (s, 3H), 
3.26 (d, e/= 6.0 Hz, 2H), 4.03 (br a. 2H), 
8.33 (s, IH), 10.06 (br s, IH). 


11-014 






1.05-1.23 (m, 5H), 1.62-1.87 (m, 6H). 
2.18 (s, 3H), 2.39 (s, 3H). 4.00 (br s, 
2H), 4.62 (d, J= 5.4 Hz, 2H), 6,25-6.31 
(m. 2H), 7.35 (s, IH), 8.34 (s, IH), 
10.23 (br s, IH). 


11-015 




1 

Me 


0.88 (d. J= 6.9 Hz, 3H). 0.93 (t, 7.5 
Hz, 3H). 1.16-1.30 (m, IH), 1.35-1.48 
(m, IH), 1.89-2.00 (m, IH), 2.19 (s, 
3H). 2.39 (s, 3H). 4.03 (br s, IH), 4.64 
(d, J= 6.0 Hz, 2H), 7.20-7.38 (m, 5H), 
8.37 (s, IH), 10.30 (br s, IH). 


11-016 


0^ 


Me 


0.90 (t, e/= 7.2 Hz, 3H), 0.95 (t, J- 7.5 
Hz, 3H), 1.17-1.32 (m. IH), 1.35-1.49 
(m, IH), 1.88-2.00 (m. IH). 2.18 (s, 
3H), 2.39 (s, 3H), 2.93 (t, J= 7.5 Hz, 
2H), 3.62-3.69 (m, 2H), 4.06 (br s, 2H), 
7.17-7.31 (m, 5H), 8.33 (s, IH), 10.03 
(br 8, IH). 


11-017 




V 


0.98 (s, 9H), 2.18 (s, 3H). 2.40 (s, 3H), 
4.34 (br s, 2H), 7.20-7.37 (m, 5H), 8.34 
(s, IH), 10.31 (br s, IH). 


11-018 






0.99 (s, 9H), 2.17 (s, 3H). 2.39 (s, 3H), 
2.91 (t, e/= 7.5 Hz, 2H), 3.63-3.70 (m, 
2H). 7.16-7.31 (m, 5H), 8.30 (s, IH). 
10.01 (br 8, IH). 


11-019 






2.19 (s, 3H), 2.53 (s, 3H), 4.63 (d, J = 
5,7 Hz, 2H), 5.34 (s, 2H), 6.33 (m, 2H), 
7.21-7.37 (m, 6H), 8.38 (s, IH), 10.18 
(br 8. IH). 



210 



wo 02/053543 PCT/JPOl/11427 
^7 7 

0 



No. 




R« 


^H-NMR (CDCI3) 


11-020 






2.19 (s, 3H), 2.53 (s, 3H), 2.92 (t, J 
= 7.5 Hz, 2H), 3.62-3.69 (m, 2H), 
5.34 (s, 2H), 6.35 (m, 2H), 7.17- 
7.32 (m, 5H), 7.35 (t, J= 1.5 Hz, 
IH), 8.34 (s. IH). 9.92 (br s. IH). 


11-021 






0.45-0.66 (m, 4H), 1.08-1.18 (m, 
IH), 2.19 (s, 3H), 2.45 (s, 3H), 4.11 
(d, 6.9 Hz, 2H), 4.64 (d, J= 5.7 
Hz, 2H), 7.20-7.38 (m, 5H). 8.36 (s. 
IH), 10.31 (br s, IH). 


11-022 






0,47-0.61 (m, 4H), 1.09-1.17 (m, 
IH), 2.19 (s, 3H), 2.45 (s, 3H), 2.93 
(t, 7.8 Hz, 2H), 3,63-6.70 (m, 
2H), 4.12 (d, J= 6.9 Hz, 2H), 7.17- 
7.32 (m, 5H), 8.33 (s, IH), 10.03 
(br 8. IH). 


11-023 


H 


nBu 


1.00 (t, J - 7.6 Hz, 3H), 1.40-1.53 
(m, 2H), 1.63-1.73 (m, 2H), 2.18 (s, 
3H), 2.42 (s, 3H), 4.13 (t. .7= 8.1 
Hz, 2H), 5.73 (br s, IH), 8.31 (s, 
IH). 9.62 (br 8, IH). 


11-024 






1.05-1.26 (m, 6H), 1.66-1.77 (m, 
4H), 1.83-1.92 (m, IH), 2.19 (s, 
3H), 2.41 (s, 3H), 4.08 (br s, 2H), 
4.97 (d, 4.5 Hz, 2H), 7.50 (t, c/= 
7.5 Hz, 2H), 7.61 (t, 7.6 Hz, 
IH), 8.02-8.06 (m, 2H). 8.32 (s, 
IH), 10.78 (br s, IH). 


11-025 




Bn 


2.19 (s, 3H), 2.33 (s, 3H), 4.98 (d, J 
= 4.5 Hz, 2H), 5.52 (br s, 2H), 7.14 
(d, 7.5 Hz, 2H), 7.29-7.36 (m, 
3H), 7.50 (t, J= 7.5 Hz, 2H), 7.61 
(t, c/= 7.5 Hz, IH), 8.03 (d, 7.5 
Hz, 2H), 8.41 (a, IH), 10.74 (br s, 
IH). 



211 



wo 02/053543 



PCT/JPOl/11427 



^7 8 



n 


Bu 


No. 


R' 


R« 


^H-NMR (CDCls) 


12-001 






1.04 (t, c/= 7.3 Hz, 3H), 1,42-1.54 
(m, 2H), 1.67-1.78 (m, 2H), 2.28 (s, 
3H), 2.94 (t, c/= 7.3 Hz, 2H), 3.65- 

3.72 (m. 2H), 4.12-4.18 (m, 8H), 8.29 
(s, IH), 9.91 (t, J= 5.5 Hz, IH). 


12-002 






1.04 (t, J= 7.3 Hz, 3H), 1.43-1.55 
(m, 2H), 1.70-1.80 (m, 2H), 2.44 (s, 
3H), 2.97 (m, 2H), 3.67-3.74 (m, 2H), 
4.18 (t, e/= 7.9 Hz, 3H), 6.55 (m, IH), 
6.90-6.94 (m, IH), 7.19-7.46 (m, 8H), 
8.50 (s, IH), 8.79 (brs, IH), 10.14 (t, 
J= 5.8 Hz. IH). 


12-003 




Et 


0.98 (t, J= 7.5 Hz, 3H), 1.16 (t, J = 
7.5 Hz, 3H), 1.38-1.51 (m, 2H), 
1.60-1.72 (m, 2H), 2.43 (s, 3H), 2.53 
(quint, t/= 7.5 Hz, 2H), 4.09 (t, J = 
7.8 Hz, 2H), 4.64 (d, 6.0 Hz, 2H), 
7.20-7.38 (m, 5H), 8.38 (s, IH), 10.30 
(br s, IH). 


12-004 




Et 


1.00 (t, c/= 7.5 Hz, 3H) , 1.16 (t, c/ = 
7.5 Hz, 3H), 1.40-1.52 (m, 2H), 
1.61-1.73 (m, 2H), 2.43 (s, 3H), 2.52 
(quint, */•= 7.5 Hz, 2H). 2.94 (t, 
7.8 Hz, 2H), 3.63-3.70 (m, 2H), 4.11 
(t, J = 7.8 Hz, 2H). 7.17-7.32 (m, 
5H). 8.35 (s, IH), 10.04 (br s. IH). 



212 



wo 02/053543 PCT/JPOl/11427 
S7 9 



No. 


mm 


iH-NMR (CDCI3) 


13-001 




0.99 (t. J= 7.5 Hz, 3H), 1.08 (t. J= 7.5 
Hz, 3H), 1.19 (t, J = 7.5 Hz. 3H), 
1.38-1.60 (m, 2H), 1.53-1.72 (m, 4H), 
2.50 (quint, J= 7,5 Hz, 2H), 2.62-2.68 
(m, 2H), 4,06 (m, 2H), 4.64 (t, 6.0 
Hz, 2H), 7.23-7.37 (m, 5H). 8.40 (s, 
IH), 10.32 (br s. IH). 


13-002 




1.01 (t, ^= 7.2 Hz, 3H), 1.09 (t, J= 7.6 
Hz, 3H), 1.19 (t, J= 7.6 Hz, 3H), 
1.40-1.52 (m, 2H), 1.54-1.73 (m, 4H), 
2.50 (quint, 7.5 Hz, 2H), 2.62-2.68 
(m, 2H), 2.93 (t, J = 7.8 Hz, 2H), 
3.63-3.70 (m, 2H), 4.04-4.10 (m, 2H), 
7.18-7.32 (m. 5H), 8.37 (s. IH), 10.06 
(br s. IH). 


13-003 


O 


0.98 (t, 7.2 Hz, 3H), 1.08 (t, «/= 7.2 
Hz, 3H), 1.38-1.50 (m, 2H), 1,53-1.72 
(m, 4H), 2.19 (S.3H), 2.62-2.68 (m, 
2H), 4.04-4.10 (m, 2H), 4.64 (d, e/= 5.7 
Hz, 2H), 7.21-7.38 (m, 5H), 8.35 (s. 
IH), 10.30 (br 8, IH). 


13-004 




1.00 (t, J= 7.5 Hz, 3H), 1.08 (t, «/= 7.5 
Hz, 3H), 1.40-1.52 (m, 2H), 1.53-1.72 
(m, 4H), 2.18 (s, 3H), 2.62-2.68 (m, 
2H), 2.93 (t, </= 7.5 Hz, 2H), 3.63-3.70 
(m, 2H), 4.04-4.10 (m, 2H), 7.18-7.32 
(m, 5H), 8.31 (s, IH), 10.03 (br s, IH). 


13-005 


' Me 


0.98 (t, J= 7.3 Hz, 3H), 1.38-1.53 (m, 
6H), 1.62-1.72 (m, 6H), 2.54 (s, 3H), 
2.62 (t, J= 6.1 Hz, 2H), 2.83 (t, J= 6.4 
Hz, 2H), 4.10 (t, J = 7.9 Hz. 2H), 
7.21-7.38 (m, 2H), 7.55 (d, e/= 7.6 Hz, 
IH). 8.38 (s, IH). 8.79 (br s, IH). 


13-006 


CI oJ.^KJ 

^ — Me 


0.97 (t, 7.3 Hz, 3H), 1.38-1.53 (m, 
6H), 1.62-1.75 (m, 6H). 2.62 (t, J= 6.1 
Hz, 2H), 2.83 (t, 6.1 Hz, 2H), 4.10 
(t, c/= 7.9 Hz, 2H), 7.32-7.47 (m, 3H), 
7.72-7.75 (m, IH), 8.39 (s, IH), 9.18 
(br s, IH). 


13-007 


H ClY-j, 
^Me 


0.97 (t, 7.3 Hz, 3H), 1.34-1.46 (m, 
2H), 1.72^1.82 (m, 2H), 4.03 (t, c/= 7.3 
Hz, 2H), 5.21 (s, 2H), 7.06 (d. J= 2.1 
Hz, IH), 7.23-7.40 (m, 8H), 7.95 (s, 
IH). 8.15 (br s, IH). 


13-008 




0.96 (d, J= 7.3 Hz, 3H), 1.36-1.56 (m, 
6H), 1.58-1.71 (m, 4H), 1.71-1.81 (m, 
2H), 2.57 (t, c/= 6.0 Hz, 2H), 2.85 (t, J 
= 6.3 Hz, 2H), 3.08-3.20 (m, 2H), 3.18 
(t. J= 5.0 Hz, 2H), 3.92 (t, J= 5.0 Hz, 
2H), 4.06 (tlike, 2H), 6.87-7.00 (m, 
5H). 


13-009 




0.98 (t, J= 7.5 Hz, 3H), 1.22 (t, c/= 7.6 
Hz, 3H), 1.36-1.51 (m, 2H), 1.61-1.72 
(m, 2H), 2.19 (s, 3H), 2.73 (quint, J = 
7.5 Hz, 2H), 4.08 {t\ J= 7.8 Hz, 2H), 
4.64 (d, J= 6.0 Hz, 2H), 7.20-7.39 (m, 
5H), 8.36 (s. IH). 10.03 (br s, IH). 



213 



wo 02/053543 PCT/JPOl/11427 
^8 0 



No. 




iH-NMR (CDCI3) 


13-010 


— 


1.00 (t. J= 7 5 Hz 3H) 1.23 (t J= 7 5 Hz 
3H), 1.40-1.52 (m, 2H), 1.61-1.73 (m. 2H), 
2.19 (s, 3H), 2.73 (quint. J= 7.5 Hz. 2H). 
2.93 (t, 7.5 Hz, 2H), 3.63-3.70 (m. 2H), 
4.08 (t, 7.5 Hz, 2H). 7.17-7.32 (m, 5H), 
8.31 (s, IH), 10.03 (br s, IH). 


13-011 




0.98 (t, c/= 7.5 Hz, 3H), 1.06 (t, J= 7.5 Hz, 

2.66 (t, J= 7.8 Hz, 2H), 4.05 (t, J= 7.8 Hz, 
2H), 4.64 (d, c/= 6.0 Hz, 2H), 6.28 (d. J = 
7.8 Hz, IH), 7.20-7.40 (m, 5H), 8.44 (d, J=^ 
7.8 Hz. IH). 10.21 (brs. IH). 


13-012 




1.00 (t, 7.6 Hz, 3H), 1.06 (t, 7.5 Hz, 
3H), 1.39-1.55 (m, 2H), 1.61-1.77 (m, 4H), 
2.66 (t, J- 7.8 Hz, 2H), 2.93 (t, 7.8 Hz, 
2H), 3.62-3.70 (m, 2H), 4.06 (t, J= 7.8 Hz, 
2H), 6.27 (d, c/= 7.5 Hz, IH), 7.18-7.32 (m, 
5H), 8.41 (d, «/= 7.5 Hz, IH), 9.95 (br s, 
IH). 


13-013 


CI OqXJ^^^ 


0.98 (t, */= 7.3 Hz, 3H), 1.37-1.49 (m, 2H), 
1.76-1.86 (m. 2H), 4.08 (t, 7.3 Hz, 2H), 
7.26 (d, J= 2.4 Hz, IH), 7.32-7.54 (m, 8H), 
7.76-7.79 (m, IH), 8.92 (d, 2.4 Hz. IH), 
9.29 (s, IH). 


13-014 




0.99 (t, t/= 7.3 Hz, 3H), 1.38-1.50 (m, 2H), 
1.60 (d, J= 7.0 Hz), 1.77-1.87 (m, 2H), 4.09 
(dt, J= 7.1, 3.7 Hz, 2H), 5.32 (dt, 7.3, 
7.0 Hz, IH), 7.21-7.48 (m, 5H), 7.69 (d, 
2.7 Hz, IH), 8.83 (d, «/= 2.7 Hz, IH), 10.29 

(d. e/=7.9 Hz). 


13-015 


Me Oq^J-n-" 


0.98 (t, J= 7.3 Hz, 3H), 1.37-1.49 (m, 2H), 
1.76-1.86 (m, 2H), 2.64 (s, 3H), 4.06 (t, */ = 

7.3 Hz, 2H), 7.18-7.59 (m, 4H), 8.70 (d, 

2.4 Hz, IH), 8.84 (br s, IH), 


13-016 


Me O 


1.57 (d. J= 7.0 Hz, 3H), 1.70-1.80 (m, 2H), 
3.97 (dt. 4.3, 7.0 Hz, 2H), 5.29 (q, J = 

7.3 Hz. 2H), 7.21-7.40 (m. 5H), 7.69 (d, J= 

2.4 Hz, IH), 8.62 (d. J= 2.4 Hz, IH), 10.08 
(d, c/= 7.3 Hz, IH). 


13-017 




0.99 (t, e/= 7.3 Hz, 3H), 1.37-1.49 (m, 2H), 
1.59 (d, c/= 7.0 Hz, 3H), 1.77-1.87 (m, 2H), 
4.00-4.15 (m, 2H), 5.31 (dt, J= 7.6, 7.3 Hz, 
IH), 7.21-7,43 (m, 3H), 7.65 (d, 2.7 Hz, 
IH), 8.61 (d, J::^ 2.7 Hz, IH), 10.19 (d, J = 
7.6 Hz. IH). 


13-018 


^Me 


0.99 (t, 7.3 Hz, 3H), 1.38-1.50 (m, 2H), 
1.60 (d, J= 7.0 Hz), 1.77-1.87 (m, 2H), 4.09 
(dt, J= 7.1, 3.7 Hz, 2H), 5.32 (dt, J= 7.3, 
7.0 Hz, IH). 7,21-7.48 (m, 5H), 7.69 (d. J= 
2.7 Hz, IH), 8.83 (d, J= 2.7 Hz, IH), 10.29 
(d. J= 7.9 Hz). 



214 
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mm. 


^H-NMR (CDCls) 


13-019 


jOMe 


0.90 (t, J= 7.2 Hz, 3H), 1.23-1.71 (m, 12H), 
2.41 (br t, c/=: 6.0 Hz, 2H), 2.68 (br t, c/ = 
6.0 Hz, 2H), 3.27 (s, 3H), 3.70-4.00 (m, 
2H), 4.01 (s, 3H), 7.11-7.61 (m, 6H). 


13-020 


^^^^^ 


0.99 (t, J= 7.2 Hz, 3H), 1.08 (t, 7.5 Hz, 
3H), 1.39-1.73 (m, 6H), 2.18 (s, 3H), 2.63- 
2.69 (m, 2H), 3.89-3.99 (m, 2H), 4.08 (s, 
2H). 6.26-5.32 (m, IH), 7.27-7.43 (m, 5H), 
8.31 (s. IH). 10.72 (d. 5.7 Hz. IH). 


13-021 




0.99 (t, J= 7.5 Hz, 3H), 1.23 (t, </= 7.5 Hz, 
3H), 1.39-1.52 (m, 2H), 1.63-1.74 (m, 2H), 
2.19 (a, 3H), 2.74 (q, J= 7.5 Hz, 2H), 3.89- 
4.00 (m, 2H), 4.09 (s, 2H), 5.26-5.32 (m, 
IH), 7.26-7.43 (m, 5H), 8.32 (s, IH), 10.72 
(d. 7.2 Hz, IH). 


13-022 


0 


1.00 (t, J= 7.5 Hz, 3H), 1.19-1.26 (m, 2H), 
1.45 (sextet, J- 7.6 Hz, 2H), 1.52-1.62 (m, 
IH), 1.72 (quint, J=7.b Hz, 2H), 1.81-1.87 
(m, IH), 1.92-2.07 (m, 2H), 3.40 (br 8,1H), 
3.47 (br s, IH), 3.89-3.99 (m, IE), 4.17- 
4.26 (m, IH), 4.67-4.71 (m, 2H), 7.20-7.38 
(m. 5H), 8.44 (s. IH), 10.30 (br s. IH). 


13-023 




1.01 (t, J=: 7.5 Hz, 3H), 1.18-1.30 (m, 4H), 
1.43-1.60 (m, 2H), 1.64-1.81 (m, 2H), 1.78 
(s, 6H), 1.89-2.05 (m, 2H), 3.33 (br s,lH), 
3.47 (br s, IH), 3.92-4.01 (m, IH), 4.21- 
4.31 (m, IH), 7.24-7.32 (m. 3H). 7.43-7.46 
(m. 2H). 8.33 (s. IH), 10.42 (br s. IH). 


13-024 




1.00 (t, J= 7.5 Hz, 3H), 1.17-1.26 (m, 2H), 
1.39-1.60 (m. 4H), 1.55 (d, */= 3.0 Hz, 3H), 
1.68-1.85 (m, 2H), 1.90-2.07 (m, 2H), 3.37 
(br s,lH), 3.47 (br s, IH), 3.88-4.01 (m, 
IH), 4.17-4.30 (m, IH), 5.30 (quint, J= 7.5 
Hz, IH), 7.18-7.41 (m. 5H), 8.40 (s, IH), 
10.34 (d. 7.8 Hz. IH). 


13-025 




1.00 (t. J= 7.2 Hz, 3H), 1.19-1.26 (m, IH), 
1.41-2.10 (m, 9H), 3.39 (br 8,lH), 3.49 (br 
s, IH), 3.89-3.99 (m, 3H), 4.20-4.30 (m, 
IH), 5.29 (q, c/= 6.0 Hz, IH), 7.26-7.43 (m, 
5H), 8.40 (s, IH), 10.71 (d, J= 7,2 Hz, IH). 


13-026 




1.01 (t, 7.5 Hz, 3H). 1.20-1.31 (m, 2H), 
1.41-1.55 (m, 2H), 1.70-1.88 (m, 4H), 1.90- 
2.08 (m, 2H), 3.38 (br s.lH), 3.48 (br s, 
IH), 3.90 (d, J- 4.8 Hz, 2H), 3.95-4.02 (m, 
IH), 4.20-4.31 (m, IH), 5.60-5.58 (m, IH), 
7.26-7.44 (m, 5H), 8.39 (s, IH), 10.74 (d, J 
= 7.8 Hz, IH). 


13-027 




1.00 (t, J= 7.5 Hz, 3H), 1.08 (t, 7.5 Hz, 
3H), 1.40-1.72 (m, 6H), 2.17 (s, 3H), 2,63- 
2.68 (m, 2H), 3.90 (d, J= 5.7 Hz, 2H), 4.11 
(br s, 2H). 6.54 (s. IH). 7.26-7.44 (m, 5H). 
8.30 (8, IH). 10.74 (br d, J- 7.8 Hz, IH). 



215 



2 



No. 




'H-NMR (CDCI3) 


13-028 


CK o 


1 00 (t J= 7 5 Hz 3H) 1 23 (t J= 7 6 Hz 
3H), 1.41-1.53 (m, 2H), 1.65-1.78 (m, 2H), 
2.18 (s, 3H), 2.74 (quint, J= 7.8 Hz, 2H), 
3.90 (d, 5.7 Hz, 2H), 4.11 (br s, 2H), 
5.50-5.57 (m, IH), 7.26-7.44 (m, 5H), 8.30 
(s, IH). 10.74 (br d, J- 7.5 Hz, IH). 


13-029 




0.70 (t, c/= 7.2 Hz, 3H), 1.11 (sextet, e/ = 
7.2 Hz, 2H), 1.54 (quint, J= 7.2 Hz, 2H), 
1.61 (s, 3H), 1.81 (s, 3H), 3.70-3,86 (m, 
2H), 5,34 (quint, J= 7.2 Hz, IH), 7.17-7.58 
(m, lOH), 8.43 (a, IH), 10.41 (d. J= 7.8 Hz, 
IH). 


13-030 




0.72 (t, J - 7.5 Hz, 3H), 1.12 (sextet, J = 
7.5 Hz, 2H), 1.57 (quint, c/= 7.5 Hz, 2H), 
1.78 (s. 3H). 1.82 (s, 6H), 3.81 (t, J= 8.4 
Hz, 2H), 7.16-7.57 (m. lOH), 8.37 (s, IH), 
10.49 (br s, IH). 


13-031 


o 


7.2 Hz, 2H), 1.54 (quint, J= 7.2 Hz, 2H), 
1.83 (s, 3H), 3.76-3.86 (m, 2H), 3.91-4.03 
(m, 2H), 6.29-5.36 (m, IH), 7.16-7.57 (m, 
lOH), 8.48 (8, IH), 10.82 (d, J" = 6.6 Hz, 
IH). 


13-032 




(sextet, J= 7.2 Hz, 2H), 1.54 (quint, J= 7.2 
Hz, 2H), 1.83 (s, 3H), 3.29 (t, 4.8 Hz, 
2H), 3.80 (t, J= 7.2 Hz, 2H), 7.20-7,67 (m, 
2H), 7.50-7.60 (m, 3H), 8.46 (s, IH), 10.15 
(br s, IH). 


13-033 




0.71 (t, e/= 7.5 Hz, 3H), 1.11 (sextet, J = 

1.82 (s, 3H), 3.81 (dd, ./"^ 6.0 Hz, 3.6 Hz, 
2H), 3.93 (d, 6.0 Hz. 2H), 5.53-5.61 (m, 
IH), 7.19-7,57 (m, lOH), 8.44 (s, IH), 10.83 
(d. J= 8.4 Hz, IH). 


13-034 




0.99 (t, c7= 7.2 Hz, 3H), 1.45 (sextet, J = 
7.2 Hz, 2H), 1.58 (d, J= 7.2 Hz, 3H), 1.64- 
1 77 dV(\ 1 83-1 92 Cm 2^^^ 2 60 (t e7= 
6.0 Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 4.00- 
4.10 (m, 2H), 5.30 (quint, c/= 7.2 Hz, IH). 
7.19-7.42 (m, 6H), 8.23 (s, IH), 10.34 (d, J 
= 7.5 Hz, IH). 


13-035 


0 


0.98 (t, c7= 7.5 Hz, 3H), 1.44 (sextet, e7 = 
7.5 Hz, 2H), 1.60-1.70 (m, 2H), 1.69-1.80 
(m, 2H), 1.83-1.93 (m, 2H), 2.62 (t, J- 6.0 
Hz, 2H), 2.75 (t, 6.0 Hz, 2H), 3.89-3.98 
(m, 2H), 4.00-4.08 (m, 2H), 5.25-5.32 (m, 
IH), 7.27-7.43 (m, 5H), 8.27 (s, IH), 10.75 
(d, J= 5.4 Hz, IH). 


13-036 




0.99 (t, J- 7.2 Hz, 3H), 1.45 (sextet, J = 
7.2 Hz, 2H), 1.62-1.78 (m, 4H), 1.83-1.93 
(m, 2H), 2.61 (t, c7= 6.0 Hz, 2H), 2.75 (t, </= 
6.0 Hz, 2H), 3.91 (d, J= 6.0 Hz, 2H), 4.06 
(t, J = 7.2 Hz, 2H), 6.50-5.58 (m, IH), 
7.27-7.46 (m, 6H), 8.23 (s, IH), 10.75 (t, 
7.5 Hz, IH). 
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mm 


^H-NMR (CDCI3) 


13-037 




0 99 Ct J= 7 2 Hz aH'i 1 18-1 51 (m fiW 
1.61-1.77 (m, 6H), 1.83-1.92 (m, 2H), 1.96- 
2.02 (m, 2H), 2.61 (t, J= 6.0 Hz, 2H), 2.73 
(t, J- 6,0 Hz. 2H), 3.90-4.01 (m, IH), 4.03 
(t, 7.2 Hz. 2H). 8.24 (s. IH), 9.86 (d. J= 
7,5 Hz. IH). 


13-038 




1.45 (sextet, c/= 7.6 Hz, 2H), 1.59-1.92 (m, 
15H), 2.61 (t, J= 6.0 Hz, 2H), 2,74 (t, c/ = 
6.0 Hz. 2H), 3.28 (t, 6.0 Hz, 2H), 4.04 
(t, J= 7.5 Hz, 2H), 8.25 (s, IH). 9.96 (br s, 
IH). 


13-039 




n QA ff .7 — 7 R TT9 ?TT^ 1 ^eovf T — 
U.90 ^b, €/ — ' 1.0 XIZ, Oxxjf 1.44 v96Xb6C, c/ ~ 

7.5 Hz, 2H). 1.52-1.78 (m, lOH), 1.82.1.91 
(m, 2H), 1.99-2.11 (m, 2H), 2.61 (t, */= 6.0 
Hz, 2H), 2.73 (t, J= 6.0 Hz, 2H), 4.02 (t, J 
= 7,5 Hz, 2H), 4.36 (sextet, J== 6.6 Hz, IH), 
8.24 (s, IH). 9.91 (d. J= 6,9 Hz, IH). 


13-040 


! M 


0. 99 (t, J= 7.2 Hz, 3H), 1.05-1.29 (m, 6H), 

1. Xo \(x, J — D.D xiz, 011)1 ^sextet, «/ — 
7.2 Hz, 2H), 1.59-1.92 (m, IIH). 2,61 (t, 
6.0 Hz, 2H). 2.73 (t, J= 6.0 Hz. 2H), 3.93- 
4.13 (m, 1H+2H). 8.24 (s, IH), 9.85 (d, J = 
8.7 Hz, IH). 


13-041 


"^'^ 0 

^^^^ 


0.99 (t, J= 7.2 Hz, 3H), 1.45 (sextet, 
7.2 Hz, 2H), 1.60-1.78 (m, 4H), 1,83-1.91 
\in, ^ri/, ^.01 ^i, tj — o.u xiz, zjti^, ^. lO ^t, «/ — 
6.0 Hz, 2H), 3.70 (d, e/= 6,0 Hz, 2H), 4.06 
(t, J = 7.2 Hz, 2H), 5.38-6.46 (m, IH), 
7.26-7.45 (m, 5H), 8.23 (s, IH). 10,73 (t. J= 
8.7 Hz. IH). 


13-042 




0.99 (t, 7.5 Hz. 3H), 1.45 (sextet, J 
7,5 Hz, 2H), 1.58 (d. 7.2 Hz, 3H). 1.68 
(quint, J= 7.5 Hz, 2H), 2.82 (t, 6.0 Hz, 
2H), 4.00 (t, J= 6.0 Hz, 2H), 4.05 (t, «/= 7.5 
Hz, 2H), 4.68 (s, 2H), 5.29 (quint, 7.2 
Hz. IH), 7.23-7.42 (m, 5H), 8.17 (s, IH), 
10.25 (d. 7.5 Hz. IH). 


13-043 




0.99 (t, 7.2 Hz, 3H), 1.03-1.30 (m, 4H), 
1.18 (d, c/= 6.6 Hz, 3H), 1.45 (sextet, c/ = 
7.2 Hz. 2H), 1.60-1.84 (m, 9H), 2,82 (t, J = 
6,0 Hz, 2H), 3.92-4.13 (m, 5H), 4.59 (s, 
2H), 8.18 (s, IH), 9.77 (d, J= 8.1 Hz, IH). 


13-044 


0 


1 01 Ct J" = 7 5 Hz 3H). 1 47 (sextet. J = 
7.5 Hz. 2H). 1.71 (quint, J= 7,5 Hz, 2H). 
1,79 (s. 6H), 2.82 (t. J= 6.0 Hz, 2H), 4.00 
(t. «/= 6.0 Hz, 2H). 4.05 (t, J= 7.5 Hz, 2H). 
4,54 (s, 2H), 7.26-7.34 (m, 3H). 7.42-7.46 
(m. 2H), 8.11 (s. IH). 10.34 (br s. IH). 


13-045 




0.99 (t, */= 7.5 Hz, 3H), 1.19-1,52 (m, 8H), 
1.62-1.79 (m, 8H), 1.80-1.88 (m, 2H), 1.91- 
2.02 (m, 2H), 2.71 (t, </= 6.0 Hz, 2H), 2.93 
(t, J= 6.0 Hz, 2H), 3.93-4.02 (m, IH), 4.16 
(br t, 7.6 Hz. 2H), 8.29 (s, IH), 9.86 (d, 
6.9 Hz. IH). 
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No. 


mm 


»H-NMR (CDCls) 


13-046 




1.00 (t, J= 7.2 Hz, 3H), 1.47 (sextet, J 
= 7.2 Hz, 2H). 1.63-1.74 (m, 6H), 
1.83-1.90 (m, 2H), 2.72 (t, J = 6.0 Hz, 
2H), 2.96 (t, 6.0 Hz, 2H), 4.23 (br 
t, «/= 7.2 Hz, 2H),4.96 (d, «/= 4.5 Hz, 
2H), 7.50 (t. e/= 7.5 Hz, 2H), 7,61 (t, J 
= 7.5 Hz, IH), 8.04 (d, 7.5 Hz, 2H), 
8.29 (s,lH). 10.79 (br s, IH). 


13-047 




0.99 (t, c/= 7.2 Hz, 3H), 1.22-1.49 (m, 
6H), 1.60-1.78 (m, 6H), 1.94-2.01 (m, 
2H), 2.82 (t, 6.0 Hz, 2H). 3.91-4.05 
(m, 5H), 4.60 (s, 2H), 8.18 (s, IH), 
9.79 (d, t/= 6.3 Hz, IH). 


13-048 




0.98 (t, 7.2 Hz, 3H). 1.10-1.29 (m, 
6H), 1.40-1.56 (m, 8H), 1.65-1.82 (m, 
8H), 1.93 (br t, 12.0 Hz, IH), 2.66 
(t, </= 6.0 Hz, 2H), 2.93 (t, 6.0 Hz, 
2H), 3,78-3.87 (m, 2H), 4.00-4.12 (m, 
IH), 4.16 (br U 7.2 Hz, 2H), 7.29 
(br s. IH). 8.00 (s, IH). 


13-049 


CI 0 

CI 


0.99 (t. e7= 7.2 Hz, 3H), 1.46 (sextet, J 
= 7.2 Hz, 2H), 1.61-1.73 (m, 6H). 1.87 
(sextet, c/= 6.0 Hz, 2H), 2.74 (t. */ = 
6.0 Hz, 2H), 2.96 (t, 6.0 Hz, 2H), 
4.19 (br t, 7.2 Hz, 2H), 4.68 (d, 
6.0 Hz, 2H), 7.16 (dd, 8.4 Hz, 2.4 
Hz, IH), 7.23-7.29 (m, IH), 7.39 (d. J 
= 2.4 Hz, IH), 8.31 (s,lH), 10.43 (br s, 
IH). 


13-050 


CI 0 
CI 


0.99 (t, 7,2 Hz. 3H), 1.45 (sextet, J 
= 7.2 Hz, 2H), 1.63-1.79 (m, 4H), 1.89 
(quint, c7= 6.0 Hz, 2H), 2.63 (t, 6.0 
Hz, 2H), 2.76 (t, 6.0 Hz, 2H), 4.05 
(t, J= 8.1 Hz, 2H), 4.68 (d, */= 6,0 Hz, 
2H), 7.15 (dd, 8.7 Hz, 2.4 Hz, IH), 
7.25-7.29 (m, IH), 7.38 (d, «/= 2.4 Hz, 
IH). 8.27 (s.lH). 10.44 (br s. IH). 
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nBu 



ih'^^ No. 






3-031 




Et 


3-032 




Et 


3-041 






3-042 






3-043 


or 


CFg 
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No 


mm 


3-017 


0 


3-018 


0 


3-019 


0 


3-020 


0 

JL 

6 


5-021 


a 

^O'^N Me 
nBu 


5-022 


Me oJ^J 
nBu 
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F 


0 N ^ 
nBu 


3 


No. 






8-001 


-C(=0).NH- 


a 


8-002 


-C(=0)-NH- 


(J 


8-003 


-C(=0).NH- 




8-004 


-C(=0)-NH- 




8-005 


-C(=0)-NH- 




8-006 


-C(=0)-NH- 


H 


8-007 


-C(=0)-NH- 


CXo. 


8-008 


-NH-C(=0)- 


a 


8-009 


-NH-C(=0)- 


u 


8-010 


-NH-C(=0)- 




8-011 


.NH-C(=0)- 




8-012 


■NH-C(=0)- 




8-013 


-NH-C(=0)- 


or" 


8-014 


■NH-C(=0)- 
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Bn 



No. 






8-015 


-C(=0)-NH- 


a 


8-016 


-C(=0)-NH- 




8-017 


-C(=0)-NH- 




8-018 


-C(=0)-NH- 


(X- 


8-019 


-C(=0)-NH- 




8-020 


-C(=0)-NH- 




8-021 


-C(=0)-NH- 




8-022 


-NH-C(=0)- 


a 


8-023 


-NH-C(=0)- 


(X 


8-024 


-NH-C(=0)- 


(X. 


8-025 


-NH-C(=0)- 


ou 


8-026 


-NH-C(=0)- 




8-027 


-NH-C(=0)- 


or"- 


8-028 


-NH-C(=0)- 


(Xo. 
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O 






R9 


RIO 


n 


9-001 


(4-Cl)C6H4CH2. 


n-Bu 


3 


9-002 


{3-Cl)C6H4CH2- 


n-Bu 


3 


9-003 


(2.C1)C6H4CH2- 


n-Bu 


3 


9-004 


(4-F)C6H4CH2- 


n-Bu 


3 


9-005 


(3-F)C6H4CH2- 


n-Bu 


3 


9-006 


(2-F)C6H4CH2- 


n-Bu 


3 


9-007 


(4-Me)C6H4CH2- 


n-Bu 


3 


9-008 


(3-Me)C6H4CH2. 


n-Bu 


3 


9-009 


(2-Me)C6H4CH2- 


ri-Bu 


3 


9-010 


(4-MeO)C6H4CH2- 


n-Bu 


3 


9-011 


(3-MeO)C6H4CH2. 


n-Bu 


3 


9-012 


(2-MeO)C6H4CH2- 


n-Bu 


3 


9-013 


(4-Me2N)C6H4CH2- 


n-Bu 


3 


9-014 


(3-Me2N)C6H4CH2. 


n-Bu 


3 


9-015 


(2-Me2N)C6H4CH2- 


n-Bu 


3 


9-016 


(4-MeOCO)C6H4CH2- 


n-Bu 


3 


9-017 


(3-MeOCO)C6H4CH2- 


n-Bu 


3 


9-018 


(2-MeOCO)C6H4CH2. 


n-Bu 


3 


9-019 


(4-CN)C6H4CH2- 


n-Bu 


3 


9-020 


(3-CN)C6H4CH2- 


n-Bu 


3 


9-021 


(2CN)C6H4CH2- 


n-Bu 


3 


9-022 


(4N02)C6H4CH2- 


n-Bu 


3 


9-023 


(3N02)C6H4CH2- 


n-Bu 


3 


9-024 


(2N02)C6H4CH2. 


n-Bu 


3 


9-025 


(4-Cl)C6H4CH2- 


n-Bu 


4 


9-026 


(3-Cl)C6H4CH2- 


n-Bu 


4 


9-027 


(2-Cl)C6H4CH2- 


n-Bu 


4 


9-028 


(4-F)C6H4CH2- 


n-Bu 


4 


9-029 


(3-F)C6H4CH2. 


n-Bu 


4 


9-030 


(2.F)C6H4CH2- 


n-Bu 


4 


9-031 


(4-Me)C6H4CH2- 


n-Bu 


4 


9-032 


(3-Me)C6H4CH2. 


n-Bu 


4 


9-033 


(2-Me)C6H4CH2. 


n-Bu 


4 


9-034 


(4-MeO)C6H4CH2- 


n-Bu 


4 


9-035 


(3-MeO)C6H4CH2- 


n-Bu 


4 


9-036 


(2-MeO)C6H4CH2- 


n-Bu 


4 


9-037 


(4-Me2N)C6H4CH2- 


n-Bu 


4 


9-038 


(3-Me2N)C6H4CH2« 


n-Bu 


4 


9-039 


(2-Me2N)C6H4CH2- 


n-Bu 


4 


9-040 


{4.MeOCO)C6H4CH2- 


n-Bu 


4 
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^9 0 



o 






R9 


RIO 


n 


9-041 


(3-MeOCO)C6H4CH2- 


n-Bu 


4 


9-042 


(2-MeOCO)C6H4CH2- 


n-Bu 


4 


9-043 


(4-CN)C6H4CH2- 


n-Bu 


4 


9-044 


(3-CN)C6H4CH2- 


n-Bu 


4 


9-045 


(2CN)C6H4CH2- 


n-Bu 


4 


9-046 


(4N02)C6H4CH2- 


n-Bu 


4. 


9-047 


(3N02)C6H4CH2- 


n-Bu 


4 


9-048 


(2N02)C6H4CH2. 


n-Bu 


4 


9-049 


(4-Cl)C6H4CH2- 


n-Bu 


5 


9-050 


(3-CI)C6H4CH2. 


n-Bu 


5 


9-051 


(2-Cl)C6H4CH2. 


n-Bu 


5 


9-052 


(4.F)C6H4CH2- 


n-Bu 


5 


9-053 


(3-F)C6H4CH2- 


n-Bu 


5 


9-054 


(2-F)C6H4CH2- 


n-Bu 


5 


9-055 


(4.Me)C6H4CH2- 


n-Bu 


5 


9-056 


(3-Me)C6H4CH2- 


n-Bu 


5 


9-057 


(2-Me)C6H4CH2- 


n-Bu 


5 


9-058 


(4-MeO)C6H4CH2- 


n-Bu 


5 


9-059 


(3-MeO)C6H4CH2. 


n-Bu 


5 


9-060 


(2-MeO)C6H4CH2- 


n-Bu 


5 


9-061 


(4-Me2N)C6H4CH2- 


n-Bu 


6 


9-062 


(3-Me2N)C6H4CH2- 


n-Bu 


5 


9-063 


(2-Me2N)C6H4CH2- 


n-Bu 


5 


9-064 


(4-MeOCO)C6H4CH2- 


n-Bu 


5 


9-065 


(3-MeOCO)C6H4CH2- 


n-Bu 


5 


9-066 


(2-MeOCO)C6H4CH2- 


n-Bu 


5 


9-067 


(4-CN)C6H4CH2. 


n-Bu 


5 


9-068 


(3-CN)C6H4CH2- 


n-Bu 


5 


9-069 


(2CN)C6H4CH2- 


n-Bu 


5 


9-070 


(4N02)C6H4CH2- 


n-Bu 


5 


9-071 


(3N02)C6H4CH2- 


n-Bu 


5 


9-072 


(2N02)C6H4CH2- 


n-Bu 


5 


9-073 


(4-Cl)C6H4CH2- 


n-Bu 


6 


9-074 


(3.C1)C6H4CH2. 


n-Bu 


6 


9-075 


(2-Cl)C6H4CH2. 


n-Bu 


6 


9-076 


(4-F)C6H4CH2- 


n-Bu 


6 


9-077 


(3-F)C6H4CH2- 


n-Bu 


6 


9-078 


(2.F)C6H4CH2. 


n-Bu 


6 


9-079 


(4-Me)C6H4CH2- 


n-Bu 


6 


9-080 


(3.Me)C6H4CH2- 


n-Bu 


6 
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O 






R9 


RlO 


n 


9-081 


(2-Me)C6H4CH2- 


n-Bu 


6 


9-082 


(4-MeO)C6H4CH2- 


n-Bu 


6 


9-083 


(8.MeO)C6H4CH2- 


n-Bu 


6 


9-084 


(2-MeO)C6H4CH2- 


n-Bu 


6 


9-085 


(4-Me2N)C6H4CH2- 


n-Bu 


6 


9-086 


(3-Me2N)C6H4CH2. 


n-Bu 


6 


9-087 


(2-Me2N)C6H4CH2- 


n-Bu 


6 


9-088 


(4-MeOCO)C6H4CH2. 


n-Bu 


6 


9-089 


(3-MeOCO)C6H4CH2- 


n-Bu 


6 


9-090 


(2-MeOCO)C6H4CH2- 


n-Bu 


6 


9-091 


(4-CN)C6H4CH2- 


n-Bu 


6 


9-092 


(3-CN)C6H4CH2- 


n-Bu 


6 


9-093 


(2CN)C6H4CH2- 


n-Bu 


6 


9-094 


(4N02)C6H4CH2- 


n-Bu 


6 


9-095 


(3N02)C6H4CH2- 


n-Bu 


6 


9-096 


(2N02)C6H4CH2- 


n-Bu 


6 


9-097 


(4-Cl)C6H4CH2. 


Bnzyl 


3 


9-098 


(3-Cl)C6H4CH2- 


Bnzyl 


3 


9-099 


(2-Cl)C6H4CH2- 


Bnzyl 


3 


9-100 


(4-F)C6H4CH2- 


Bnzyl 


3 


9-101 


(3-F)C6H4CH2- 


Bnzyl 


3 


9-102 


(2-F)C6H4CH2- 


Bnzyl 


8 


9-103 


(4-Me)C6H4CH2- 


Bnzyl 


3 


9-104 


(3-Me)C6H4CH2- 


Bnzyl 


3 


9-105 


{2-Me)C6H4CH2- 


Bnzyl 


3 


9-106 


(4-MeO)C6H4CH2^ 


Bnzyl 


3 


9-107 


(3-MeO)C6H4CH2- 


Bnzyl 


3 


9-108 


(2-MeO)C6H4CH2^ 


Bnzyl 


3 


9-109 


(4-Me2N)C6H4CH2- 


Bnzyl 


3 


9-110 


(3-Me2N)C6H4CH2- 


Bnzyl 


3 


9-111 


(2-Me2N)C6H4CH2- 


Bnzyl 


3 


9-112 


(4-MeOCO)C6H4CH2. 


Bnzyl 


3 


9-113 


(3-MeOCO)C6H4CH2- 


Bnzyl 


3 


9-114 


(2-MeOCO)C6H4CH2- 


Bnzyl 


3 


9-115 


(4.CN)C6H4CH2- 


Bnzyl 


3 


9-116 


(3-CN)C6H4CH2- 


Bnzyl 


3 


9-117 


(2CN)C6H4CH2- 


Bnzyl 


3 


. 9-118 


(4N02)C6H4CH2- 


Bnzyl 


3 


9-119 


(3N02)C6H4CH2. 


Bnzyl 


3 


9-120 


(2N02)C6H4CH2- 


Bnzyl 


3 
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R9 


RIO 


n 


9-121 


(4-Cl)C6H4CH2. 


Bnzyl 


4 


9-122 


(3-Cl)C6H4CH2- 


Bnzyl 


4 


9-123 


(2-Cl)C6H4CH2- 


Bnzyl 


4 


9-124 


(4-F)C6H4CH2- 


Bnzyl 


4 


9-125 


(3-F)C6H4CH2. 


Bnzyl 


4 


9-126 


(2.F)C6H4CH2. 


Bnzyl 


4 


9-127 


(4-Me)C6H4CH2- 


Bnzyl 


4 


9-128 


(3-Me)C6H4CH2- 


Bnzyl 


4 


9-129 


(2-Me)C6H4CH2- 


Bnzyl 


4 


9-130 


(4-MeO)C6H4CH2- 


Bnzyl 


4 


9-131 


(3-MeO)C6H4CH2- 


Bnzyl 


4 


9-132 


(2-MeO)C6H4CH2- 


Bnzyl 


4 


9-133 


(4-Me2N)C6H4CH2- 


Bnzyl 


4 


9-134 


(3-Me2N)C6H4CH2- 


Bnzyl 


4 


9-135 


(2-Me2N)C6H4CH2- 


Bnzyl 


4 


9-136 


(4.MeOCO)C6H4CH2- 


Bnzyl 


4 


9-137 


(3-MeOCO)C6H4CH2- 


Bnzyl 


4 


9-138 


(2-MeOCO)C6H4CH2- 


Bnzyl 


4 


9-139 


(4-CN)C6H4CH2- 


Bnzyl 


4 


9-140 


(3-CN)C6H4CH2- 


Bnzyl 


4 


9-141 


(2CN)C6H4CH2- 


Bnzyl 


4 


9-142 


(4N02)C6H4CH2- 


Bnzyl 


4 


9-143 


(3N02)C6H4CH2- 


Bnzyl 


4 


9-144 


(2N02)C6H4CH2- 


Bnzyl 


4 


9-145 


(4-Cl)C6H4CH2. 


Bnzyl 


5 


9-146 


(3-Cl)C6H4CH2- 


Bnzyl 


5 


9-147 


(2-Cl)C6H4CH2- 


Bnzyl 


5 


9-148 


(4-F)C6H4CH2- 


Bnzyl 


5 


9-149 


(3-F)C6H4CH2- 


Bnzyl 


5 


9-150 


(2-F)C6H4CH2. 


Bnzyl 


5 


9-151 


(4-Me)C6H4CH2- 


Bnzyl 


5 


9-152 


(3-Me)C6H4CH2- 


Bnzyl 


5 


9-153 


(2-Me)C6H4CH2. 


Bnzyl 


5 


9-154 


(4-MeO)C6H4CH2- 


Bnzyl 


5 


9-155 


(3-MeO)C6H4CH2- 


Bnzyl 


5 


9-156 


(2-MeO)C6H4CH2- 


Bnzyl 


5 


9-157 


(4-Me2N)C6H4CH2- 


Bnzyl 


5 


9-158 


(3-Me2N)C6H4CH2- 


Bnzyl 


5 


9-159 


(2-Me2N)C6H4CH2- 


Bnzyl 


5 


9-160 


(4-MeOCO)C6H4CH2- 


Bnzyl 


5 
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0 






R9 


RIO 


n 


9-161 


(3-MeOCO)C6H4CH2. 


Bnzyl 


5 


9-162 


(2-MeOCO)C6H4CH2- 


Bnzyl 


6 


9-163 


(4-CN)C6H4CH2- 


Bnzyl 


5 


9-164 


(3-CN)C6H4CH2- 


Bnzyl 


5 


9-165 


(2CN)C6H4CH2- 


Bnzyl 


5 


9-166 


f4N02)C6H4CH2. 


Bnzyl 


5 


9-167 


(3N02)C6H4CH2- 


Bnzyl 


5 


9-168 


(2N02)C6H4CH2- 


Bnzyl 


6 


9-169 


(4-Cl)C6H4CH2- 


Bnzyl 


6 


9-170 


(3-Cl)C6H4CH2- 


Bnzyl 


6 


9-171 


(2-Cl)C6H4CH2- 


Bnzyl 


6 


9-172 


(4-F)C6H4CH2- 


Bnzyl 


6 


9-173 


(3-F)C6H4CH2. 


Bnzyl 


6 


9-174 


(2-F)C6H4CH2. 


Bnzyl 


6 


9-175 


(4-Me)C6H4CH2- 


Bnzyl 


6 


9-176 


(3-Me)C6H4CH2- 


Bnzyl 


6 


9-177 


(2-Me)C6H4CH2- 


Bnzyl 


6 


9-178 


(4-MeO)C6H4CH2- 


Bnzyl 


6 


9-179 


(3-MeO)C6H4CH2- 


Bnzyl 


6 


9-180 


(2-MeO)C6H4CH2. 


Bnzyl 


6 


9-181 


(4-Me2N)C6H4CH2. 


Bnzyl 


6 


9-182 


(3-Me2N)C6H4CH2- 


Bnzyl 


6 


9-183 


(2-Me2N)C6H4CH2- 


Bnzyl 


6 


9-184 


(4-MeOCO)C6H4CH2- 


Bnzyl 


6 


9-185 


(3-MeOCO)C6H4CH2- 


. Bnzyl 


6 


9-186 


(2-MeOCO)C6H4CH2- 


Bnzyl 


6 


9-187 


(4-CN)C6H4CH2- 


Bnzyl 


6 


9-188 


(3-CN)C6H4CH2- 


Bnzyl 


6 


9-189 


(2CN)C6H4CH2- 


Bnzyl 


6 


9-190 


(4N02)C6H4CH2- 


Bnzyl 


6 


9-191 


(3N02)C6H4CH2- 


Bnzyl 


6 


9-192 


(2N02)C6H4CH2- 


Bnzyl 


6 


9-193 


(4-Cl)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-194 


(3-Cl)C6H4CH2- 


4-pyridyl-CH2. 


3 


9-195 


(2.C1)C6H4CH2. 


4-pyridyl-CH2- 


3 


9-196 


(4.F)C6H4CH2- 


4-pyridyl-CH2. 


3 


9-197 


(3-F)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-198 


(2-F)C6H4CH2- 


4.pyridyl-CH2- 


3 


9-199 


(4-Me)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-200 


(3.Me)C6H4CH2- 


4-pyridyl-CH2- 


3 
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R9 


RIO 


n 


9-201 


(2-Me)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-202 


(4-MeO)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-203 


(3.MeO)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-204 


(2-MeO)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-205 


(4-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-206 


(3-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-207 


(2-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-208 


(4-MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-209 


(3-MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-210 


(2-MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-211 


(4-CN)C6H4CH2. 


4-pyridyl-CH2- 


3 


9-212 


(3-CN)C6H4CH2- 


4.pyridyl-CH2- 


3 


9-213 


(2CN)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-214 


(4N02)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-215 


(3N02)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-216 


(2N02)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-217 


(4-Cl)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-218 


(3-Cl)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-219 


(2-Cl)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-220 


(4-F)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-221 


(3-F)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-222 


(2-F)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-223 


(4-Me)C6H4CH2- 


4-pyridyl-CH2- 


• 4 


9-224 


(3-Me)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-225 


{2-Me)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-226 


(4-MeO)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-227 


(3-MeO)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-228 


(2-MeO)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-229 


(4-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-230 


(3-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-231 


(2-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-232 


(4-MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-233 


(3-MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-234 


(2-MeOCO)C6H4CH2- 


4-pyridyl.CH2- 


4 


9-235 


(4-CN)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-236 


(3-CN)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-237 


(2CN)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-238 


(4N02)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-239 


(3N02)C6H4CH2- 


4.pyridyl-CH2- 


4 


9-240 


(2N02)C6H4CH2- 


4-pyridyl-CH2- 


4 
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Pin 


n 


9-241 


(4-Cl)C6H4CH2- 


4-pyriay 1- u xl2- 


5 


9-242 


(3-Cl)C6H4CH2- 


4-pyridyi-ull2- 


5 


9-243 


(2-Cl)C6H4CH2- 


4-pyriayi-uH2- 


5 


9-244 


(4-F)C6H4CH2- 


4-pyridyl-OJnL2- 


5 


9-246 


(3-F)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-246 


(2-F)C6H4CH2- 


4-pyridyl-CH2- 


5 


9-247 


(4-Me)C6H4CH2- 


4-pyridyl-CH2- 


5 


9-248 


(3-Me)C6H4CH2- 


4-pyridyl-CH2- 


5 


9-249 


(2-Me)C6H4CH2- 


A • J 1 ^ TT n 

4-pyridyl-CH2- 


5 


9-250 


(4-MeO)C6H4CH2- 


4-pyridyl-CH2- 


5 


9-251 


(3-MeO)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-252 


(2-MeO)C6H4CH2- 


4-pyridyl-CH2- 


5 


9-253 


(4-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


5 


9-264 


(3-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


5 


9-255 


(2-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


5 


9-256 


(4-MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


5 


9-257 


(3-MeOCO)C6H4CH2- 


A ' J 1 TT Ct 

4-pyridyl-CH2- 


5 


9-258 


(2-MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


5 


9-259 


(4-CN)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-260 


(3-CN)C6H4CH2- 


4-pyridyl-CH2- 


5 


9-261 


(2CN)C6H4CH2- 


A • J 1 /ITT n 

4-pyridyl-CH2- 


5 


9-262 


(4N02)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-263 


(3N02)C6H4CH2- 


4-pyridyl-CH2- 


5 


9-264 


(2N02)C6H4UH2- 


4-pyridyl-Cxi2- 


0 






^ -p y riciy 1- 1-» Jx A - 


a 


9-266 


(3-Cl)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-267 


(2-Cl)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-268 


(4-F)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-269 


(3-F)C6H4CH2. 


4-pyridyl-CH2- 


6 


9-270 


(2-F)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-271 


(4-Me)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-272 


(3-Me)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-273 


(2-Me)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-274 


(4-MeO)C6H4CH2- 


4.pyridyl-CH2- 


6 


9-275 


(3-MeO)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-276 


(2-MeO)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-277 


(4-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-278 


(3-Me2N)C6H4CH2. 


4-pyridyl-CH2- 


6 


9-279 


(2-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-280 


(4-MeOCO)C6H4CH2- 


4.pyridyl-CH2- 


6 
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R9 
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n 


9-281 


(3-MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-282 


(2-MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-283 


(4-CN)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-284 


(3-CN)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-286 


(2CN)C6H4CH2. 


4-pyridyl-CH2- 


6 


9-286 


(4N02)C6H4CH2. 


4.pyridyl-CH2- 


6 


9-287 


(3N02)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-288 


(2N02)C6H4CH2- 


4-pyridyl-CH2. 


6 


9-289 


(4-Cl)C6H4CH2CH2. 


n-Bu 


3 


9-290 


(3-Cl)C6H4CH2CH2. 


n-Bu 


3 


9-291 


(2-Cl)C6H4CH2CH2- 


n-Bu 


3 


9-292 


(4-F)C6H4CH2CH2- 


n-Bu 


3 


9-293 


(3-F)C6H4CH2CH2- 


n-Bu 


3 


9-294 


(2-F)C6H4CH2CH2- 


n-Bu 


3 


9-295 


(4-Me)C6H4CH2CH2. 


n-Bu 


3 


9-296 


(3-Me)C6H4CH2CH2- 


n-Bu 


3 


9-297 


(2-Me)C6H4CH2CH2- 


n-Bu 


3 


9-298 


(4-MeO)C6H4CH2CH2- 


n-Bu 


3 


9-299 


(3-MeO)C6H4CH2CH2- 


n-Bu 


3 


9-300 


(2-MeO)C6H4CH2CH2- 


n-Bu 


3 


9-301 


(4.Me2N)C6H4CH2CH2- 


n-Bu 


3 


9-302 


(3-Me2N)C6H4CH2CH2- 


n-Bu 


3 


9-303 


(2-Me2N)C6H4CH2CH2- 


n-Bu 


3 


9-304 


(4-MeOCO)C6H4CH2CH2- 


n-Bu 


3 


9-305 


(3-MeOCO)C6H4CH2CH2- 


n-Bu 


3 


9-306 


(2-MeOCd)C6H4CH2CH2- 


n-Bu 


3 


9-307 


(4-CN)C6H4CH2CH2. 


n-Bu 


3 


9-308 


(3-CN)C6H4CH2CH2- 


n-Bu 


3 


9-309 


(2CN)C6H4CH2CH2- 


n-Bu 


3 


9-310 


(4N02)C6H4CH2CH2- 


n-Bu 


3 


9-311 


(3N02)C6H4CH2CH2- 


n-Bu 


3 


9-312 


(2N02)C6H4CH2CH2- 


n-Bu 


3 


9-313 


(4-Cl)C6H4CH2CH2. 


n-Bu 


4 


9-314 


(3-Cl)C6H4CH2CH2- 


n-Bu 


4 


9-315 


(2-Gl)C6H4CH2CH2- 


n-Bu 


4 


9-316 


(4-F)C6H4CH2CH2- 


n-Bu 


4 


9-317 


(3-F)C6H4CH2CH2- 


n-Bu 


4 


9-318 


(2-F)C6H4CH2CH2- 


n-Bu 


4 


9-319 


(4-Me)C6H4CH2CH2. 


n-Bu 


4 


9-320 


(3-Me)C6H4CH2CH2. 


n-Bu 


4 
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R9 


RIO 


n 


9-321 


(2-Me)C6H4CH2CH2- 


n-Bu 


4 


9-322 


(4-MeO)C6H4CH2CH2- 


n-Bu 


4 


9-323 


(3-MeO)C6H4CH2CH2- 


n-Bu 


4 


9-324 


(2-MeO)C6H4CH2CH2- 


n-Bu 


4 


9-326 


(4-Me2N)C6H4CH2CH2. 


n-Bu 


4 


9-326 


(3-Me2N)C6H4CH2CH2- 


n-Bu 


4 


9-327 


(2-Me2N)C6H4GH2CH2- 


n-Bu 


4 


9-328 


(4^MeOCO)C6H4CH2CH2- 


n-Bu 


4 


9-329 


(3-MeOCO)C6H4CH2CH2- 


n-Bu 


4 


9-330 


(2-MeOCO)C6H4CH2CH2- 


n-Bu 


4 


9-331 


(4-CN)C6H4CH2CH2. 


n-Bu 


4 


9-332 


(3-CN)C6H4CH2CH2. 


n-Bu 


4 


9-333 


(2CN)C6H4CH2CH2- 


n-Bu 


4 


9-334 


(4N02)C6H4CH2CH2- 


n~Bu 


4 


9-335 


(3N02)C6H4CH2CH2- 


n-Bu 


4 


9-336 


(2N02)C6H4CH2CH2. 


n-Bu 


4 


9-337 


(4-Cl)C6H4CH2CH2. 


n-Bu 


6 


9-338 


(3-Cl)C6H4CH2CH2- 


n-Bu 


5 


9-339 


(2-Cl)C6H4CH2CH2- 


n-Bu 


5 


9-340 


(4-F)C6H4CH2CH2- 


n-Bu 


5 


9-341 


(3-F)C6H4CH2CH2- 


n-Bu 


5 


9-342 


(2-F)C6H4CH2CH2- 


n-Bu 


5 


9-343 


(4-Me)C6H4CH2CH2- 


n-Bu 


5 


9-344 


(3-Me)C6H4CH2CH2- 


n-Bu 


5 


9-345 


(2-Me)C6H4CH2CH2- 


n-Bu 


5 


9-346 


(4-MeO)C6H4CH2CH2- 


n-Bu 


5 


9-347 


(3-MeO)C6H4CH2CH2- 


n-Bu 


5 


9-348 


(2-MeO)C6H4CH2CH2- 


n-Bu 


5 


9-349 


(4-Me2N)C6H4CH2CH2- 


n-Bu 


5 


9-350 


(3.Me2N)C6H4CH2CH2. 


n-Bu 


5 


9-351 


(2-Me2N)C6H4CH2CH2- 


n-Bu 


5 


9-352 


(4-MeOCO)C6H4CH2CH2. 


n-Bu 


5 


9-353 


(3-MeOCO)C6H4CH2CH2. 


n-Bu 


5 


9-354 


(2-MeOCO)C6H4CH2CH2- 


n-Bu 


5 


9-355 


(4-CN)C6H4CH2CH2. 


n-Bu 


5 


9-356 


(3-CN)C6H4CH2CH2- 


n-Bu 


5 


9-357 


(2CN)C6H4CH2CH2- 


n-Bu 


5 


9-358 


(4N02)C6H4CH2CH2- 


n-Bu 


5 


9-359 


(3N02)C6H4CH2CH2- 


n-Bu 


5 


9-360 


(2N02)C6H4CH2CH2- 


n-Bu 


5 
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R9 


RIO 


n 


9-361 


(4-Cl)C6H4CH2CH2- 


n-Bu 


6 


9-362 


(3-Cl)C6H4CH2CH2- 


n-Bu 


6 


9-363 


(2-Cl)C6H4CH2CH2- 


n-Bu 


6 


9-364 


(4-F)C6H4CH2CH2- 


n-Bu 


6 


9-365 


(3-F)C6H4CH2CH2- 


n-Bu 


6 


9-366 


(2-F)C6H4CH2CH2- 


n-Bu 


6 


9-367 


(4.Me)C6H4CH2CH2- 


n-Bu 


6 


9-368 


(3-Me)C6H4CH2CH2- 


n-Bu 


6 


9-369 


(2-Me)C6H4CH2CH2- 


n-Bu 


6 


9-370 


(4-MeO)C6H4CH2CH2- 


n-Bu 


6 


9-371 


(3-MeO)C6H4CH2CH2- 


n-Bu 


6 


9-372 


(2-MeO)C6H4CH2CH2- 


n-Bu 


6 


9-373 


(4-Me2N)C6H4CH2CH2. 


n-Bu 


6 


9-374 


(3-Me2N)C6H4CH2CH2. 


n-Bu 


6 


9-375 


(2-Me2N)C6H4CH2CH2- 


n-Bu 


6 


9-376 


(4.MeOCO)C6H4CH2CH2. 


n-Bu 


6 


9-377 


(3.MeOCO)C6H4CH2CH2- 


n-Bu 


6 


9-378 


(2.MeOCO)C6H4CH2CH2- 


n-Bu 


6 


9-379 


(4-CN)C6H4CH2CH2- 


n-Bu 


6 


9-380 


(3-CN)C6H4CH2CH2- 


n-Bu 


6 


9-381 


(2CN)C6H4CH2CH2- 


n-Bu 


6 


9-382 


(4N02)C6H4CH2CH2- 


n-Bu 


6 


9-383 


(3N02)C6H4CH2CH2- 


n-Bu 


6 


9-384 


(2N02)C6H4CH2CH2- 


n-Bu 


6 


9-385 


(4-Cl)C6H4CH2CH2- 


Bnzyl 


3 


9-386 


(3-Cl)C6H4CH2CH2. 


Bnzyl 


3 


9-387 


(2.C1)C6H4CH2CH2- 


Bnzyl 


3 


9-388 


(4-F)C6H4CH2CH2- 


Bnzyl 


3 


9-389 


(3-F)C6H4CH2CH2- 


Bnzyl 


3 


9-390 


(2-F)C6H4CH2CH2- 


Bnzyl 


3 


9-391 


(4-Me)C6H4CH2CH2- 


Bnzyl 


3 


9-392 


(3-Me)C6H4CH2CH2- 


Bnzyl 


3 


9-393 


(2-Me)C6H4CH2CH2- 


Bnzyl 


3 


9-394 


(4-MeO)C6H4CH2CH2- 


Bnzyl 


3 


9-395 


(3-MeO)C6H4CH2CH2- 


Bnzyl 


3 


9-396 


(2-MeO)C6H4CH2CH2- 


Bnzyl 


3 


9-397 


(4-Me2N)C6H4CH2CH2. 


Bnzyl 


3 


9-398 


(3-Me2N)C6H4CH2CH2- 


Bnzyl 


3 


9-899 


(2-Me2N)C6H4CH2CH2. 


Bnzyl 


3 


9-400 


(4-MeOCO)C6H4CH2CH2. 


Bnzyl 


3 
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R9 


RIO 


n 


9-401 


(3-MeOCO)C6H4CH2CH2- 


Bnzyl 


3 


9-402 


(2-MeOCO)C6H4CH2CH2- 


Bnzyl 


3 


9-403 


(4-CN)C6H4CH2CH2- 


Bnzyl 


3 


9-404 


(3-CN)C6H4CH2CH2- 


Bnzyl 


3 


9-405 


(2CN)C6H4CH2CH2- 


Bnzyl 


3 


9-406 


(4N02)C6H4CH2CH2- 


Bnzyl 


3 


9-407 


(3N02)C6H4CH2CH2- 


Bnzyl 


3 


9-408 


(2N02)C6H4CH2CH2- 


Bnzyl 


3 


9-409 


(4-Cl)C6H4CH2CH2- 


Bnzyl 


4 


9-410 


(3-Cl)C6H4CH2CH2- 


Bnzyl 


4 


9-411 


(2-Cl)C6H4CH2CH2- 


Bnzyl 


4 


9-412 


(4-F)C6H4CH2CH2- 


Bnzyl 


4 


9-413 


(3-F)C6H4CH2CH2. 


Bnzyl 


4 


9-414 


(2-F)C6H4CH2CH2- 


Bnzyl 


4 


9-415 


(4-Me)C6H4CH2CH2- 


Bnzyl 


4 


9-416 


(3-Me)C6H4CH2CH2- 


Bnzyl 


4 


9-417 


(2-Me)C6H4CH2CH2- 


Bnzyl 


4 


9-418 


(4-MeO)C6H4CH2CH2- 


Bnzyl 


4 


9-419 


(3-MeO)C6H4CH2CH2- 


Bnzyl 


4 


9-420 


(2-MeO)C6H4CH2CH2- 


Bnzyl 


4 


9-421 


(4-Me2N)C6H4CH2CH2- 


Bnzyl 


4 


9-422 


(3-Me2N)C6H4CH2CH2- 


Bnzyl 


4 


9-423 


(2-Me2N)C6H4CH2CH2- 


Bnzyl 


4 


9-424 


(4-MeOCO)C6H4CH2CH2- 


Bnzyl 


4 


9-425 


(3-MeOCO)C6H4CH2CH2- 


Bnzyl 


4 


9-426 


(2-MeOCO)C6H4CH2CH2- 


Bnzyl 


4 


9-427 


(4-GN)G6H4CH2CH2- 


Bnzyl 


4 


9-428 


(3-CN)C6H4CH2CH2- 


Bnzyl 


4 


9-429 


(2CN)C6H4CH2CH2- 


Bnzyl 


4 


9-430 


(4N02)C6H4CH2CH2- 


Bnzyl 


4 


9-431 


(3N02)C6H4CH2CH2. 


Bnzyl 


4 


9-432 


(2N02)C6H4CH2CH2- 


Bnzyl 


4 


9-433 


(4-Cl)C6H4CH2CH2- 


Bnzyl 


5 


9-434 


(3.C1)C6H4CH2CH2- 


Bnzyl 


5 


9-435 


(2-Cl)C6H4CH2CH2- 


Bnzyl 


5 


9-436 


(4-F)C6H4CH2CH2- 


Bnzyl 


5 


9-437 


(3-F)C6H4CH2CH2- 


Bnzyl 


5 


9-438 


(2-F)C6H4CH2CH2- 


Bnzyl 


5 


9-489 


(4-Me)C6H4CH2CH2- 


Bnzyl 


5 


9-440 


(3-Me)C6H4CH2CH2. 


Bnzyl 


5 
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9-441 


(2-Me)C6H4CH2CH2- 


Bnzyl 


5 


9-442 


(4-MeO)C6H4CH2CH2- 


Bnzyl 


5 


9-443 


(3-MeO)C6H4CH2CH2- 


Bnzyl 


5 


9-444 


(2-MeO)C6H4CH2CH2- 


Bnzyl 


5 


9-445 


(4-Me2N)C6H4CH2CH2- 


Bnzyl 


5 


9-446 


(3-Me2N)C6H4CH2CH2. 


Bnzyl 


5 


9-447 


(2-Me2N)C6H4CH2CH2- 


Bnzyl 


5 


9-448 


(4-MeOCO)C6H4CH2CH2- 


Bnzyl 


5 


9-449 


(3-MeOCO)C6H4CH2CH2- 


Bnzyl 


5 


9-450 


(2-MeOCO)C6H4CH2CH2. 


Bnzyl 


5 


9-451 


(4-CN)C6H4CH2CH2. 


Bnzyl 


5 


9-462 


(3-CN)C6H4CH2CH2- 


Bnzyl 


5 


9-453 


(2CN)C6H4CH2CH2- 


Bnzyl 


5 


9-454 


(4N02)C6H4CH2CH2- 


Bnzyl 


5 


9-455 


(3N02)C6H4CH2CH2- 


Bnzyl 


5 


9-456 


(2N02)C6H4CH2CH2. 


Bnzyl 


5 


9-457 


(4-Cl)C6H4CH2CH2- 


Bnzyl 


6 


9-458 


(3-Cl)C6H4CH2CH2- 


Bnzyl 


6 


9-459 


(2-Cl)C6H4CH2CH2- 


Bnzyl 


6 


9-460 


(4-F)C6H4CH2CH2- 


Bnzyl 


6 


9-461 


(3-F)C6H4CH2CH2- 


Bnzyl 


6 


9-462 


(2-F)C6H4CH2CH2- 


Bnzyl 


6 


9-463 


(4-Me)C6H4CH2CH2- 


Bnzyl 


6 


9-464 


(3-Me)C6H4CH2CH2- 


Bnzyl 


6 


9-465 


(2-Me)C6H4CH2CH2- 


Bnzyl 


6 


9-466 


(4.MeO)C6H4CH2CH2- 


Bnzyl 


6 


9-467 


(3-MeO)C6H4CH2CH2- 


Bnzyl 


6 


9-468 


(2-MeO)C6H4CH2CH2- 


Bnzyl 


6 


9-469 


(4-Me2N)C6H4CH2CH2- 


Bnzyl 


6 


9-470 


(3.Me2N)C6H4CH2CH2. 


Bnzyl 


6 


9-471 


(2-Me2N)C6H4CH2CH2- 


Bnzyl 


6 


9-472 


(4-MeOCO)C6H4CH2CH2- 


Bnzyl 


6 


9-473 


(3-MeOCO)C6H4CH2CH2- 


Bnzyl 


6 


9-474 


{2-MeOCO)C6H4CH2CH2- 


Bnzyl 


6 


9-475 


(4-CN)C6H4CH2CH2- 


Bnzyl 


6 


9-476 


(3-CN)C6H4CH2CH2- 


Bnzyl 


6 


9-477 


(2CN)C6H4CH2CH2- 


Bnzyl 


6 


9-478 


(4N02)C6H4CH2CH2- 


Bnzyl 


6 


9-479 


(3N02)C6H4CH2CH2. 


Bnzyl 


6 


9-480 


(2N02)C6H4CH2CH2. 


Bnzyl 


6 
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9-481 


(4-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-482 


(3-Cl)C6H4CH2CH2. 


4-pyri<iyl-CH2- 


3 


9-483 


(2-Cl)C6H4CH2CH2. 


4.pyridyl-CH2- 


3 


9-484 


(4-F)C6H4CH2CH2- 


4.pyridyl-CH2- 


3 


9-485 


(3^F)C6H4CH2CH2- 


4.pyridyl.CH2- 


3 


9-486 


(2-F)C6H4CH2CH2- 


4.pyridyl.CH2- 


3 


9-487 


(4.Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-488 


(3-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-489 


(2-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-490 


(4-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-491 


(3.MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-492 


(2-MeO)C6H4CH2CH2- 


4-pyridyl.CH2- 


3 


9-493 


(4-Me2N)C6H4CH2CH2- 


4.pyridyl-CH2- 


3 


9-494 


(3-Me2N)C6H4CH2CH2. 


4-pyridyl-CH2- 


3 


9-495 


(2-Me2N)C6H4CH2CH2. 


4-pyridyl-CH2- 


3 


9-496 


(4-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-497 


(3-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-498 


(2-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-499 


(4.CN)C6H4CH2CH2- 


4.pyridyl-CH2- 


3 


9-600 


(3-CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-501 


(2CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-502 


(4N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-503 


(3N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-504 


(2N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-505 


(4-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-506 


(3-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-507 


(2-Cl)C6H4CH2CH2- 


4.pyridyl.CH2- 


4 


9-508 


(4-F)C6H4CH2CH2. 


4-pyridyl-CH2- 


4 


9-509 


(3.F)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-510 


(2-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-511 


(4-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-512 


(3-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-513 


(2-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-514 


(4.Me 0) C6H4CH2 CH2- 


4-pyridyl-CH2- 


4 


9-515 


(3-MeO)C6H4CH2CH2. 


4.pyridyl-CH2. 


4 


9-516 


(2-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-517 


(4.Me2N)C6H4CH2CH2. 


4-pyridyl.CH2- 


4 


9-518 


(3-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-519 


(2-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-520 


(4-MeOCO)C6H4CH2CH2. 


4-pyridyl-CH2- 


4 



235 



wo 02/053543 PCT/JPOl/11427 
^10 2 



O 






R9 


RIO 


n 


9-521 


(3-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-522 


(2-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-523 


(4-CN)C6H4CH2CH2. 


4-pyridyl-CH2. 


4 


9-524 


(3-CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-525 


(2CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-526 


(4N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9*527 


(3N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-528 


(2N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-529 


(4-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-530 


(3-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-531 


(2.C1)C6H4CH2CH2. 


4-pyridyl-CH2- 


5 


9-532 


(4-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-533 


(3-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-534 


(2-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-535 


(4.Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-536 


(3.Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-537 


(2-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-538 


(4-MeO)C6H4CH2CH2. 


4-pyridyl-CH2- 


5 


9-539 


(3-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-540 


(2-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-541 


(4-Me2N)C6H4CH2CH2- 


4.pyridyl-CH2- 


5 


9-542 


(3-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-543 


(2-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-544 


(4-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2. 


5 


9-545 


(3-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-546 


(2-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-547 


(4-CN)C6H4CH2CH2- 


4.pyridyl-CH2- 


5 


9-548 


(3-CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-549 


(2CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-550 


(4N02)C6H4CH2CH2. 


4-pyridyl-CH2- 


5 


9-551 


(3N02)C6H4CH2CH2. 


4-pyridyl-CH2- 


5 


9-552 


(2N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-553 


(4-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-654 


(3.C1)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-555 


(2-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-556 


(4-F)C6H4CH2CH2. 


4.pyridyl-CH2- 


6 


9-657 


(3.F)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-558 


(2-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-559 


(4-Me)C6H4CH2CH2- 


4.pyridyl-CH2- 


6 


9-560 


(3-Me)C6H4CH2CH2. 


4-pyridyl-CH2- 


6 
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9-561 


(2-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-562 


(4-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-563 


(3-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-564 


(2-MeO)C6H4CH2CH2- 


4-pyridyl.CH2- 


6 


9-565 


(4-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-566 


(3-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-567 


(2-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-568 


(4-MeOCO)C6H4CH2CH2- 


4.pyridyl-CH2- 


6 


9-569 


(3-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-570 


(2-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-571 


(4-CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-572 


(3-CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-573 


(2CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-574 


(4N02)C6H4CH2CH2- 


4.pyridyl-CH2- 


6 


9-575 


(3N02)C6H4CH2CH2. 


4-pyridyl-CH2- 


6 


9-576 


(2N02)C6H4CH2CH2- 


4-pyridyl.CH2- 


6 


9-577 


(4-Cl)C6H4CH(Me)- 


n-Bu 


3 


9-578 


(3-Cl)C6H4CH(Me)- 


n-Bu 


3 


9-579 


(2-Cl)C6H4CH(Me)- 


n-Bu 


3 


9-580 


(4-F)C6H4CH(Me)- 


n-Bu 


3 


9-581 


(3-F)C6H4CH(Me)- 


n-Bu 


3 


9-582 


(2-F)C6H4CH(Me)- 


n-Bu 


3 


9-583 


(4-Me)C6H4CH(Me)- 


n-Bu 


3 


9-584 


(3-Me)C6H4CH(Me)- 


n-Bu 


3 


9-585 


(2-Me)C6H4CH(Me)- 


n-Bu 


3 


9-586 


(4-MeO)C6H4CH(Me)- 


n-Bu 


3 


9-587 


(3-MeO)C6H4CH(Me)- 


n-Bu 


3 


9-588 


(2.MeO)C6H4CH(Me)- 


n-Bu 


3 


9-589 


(4-Me2N)C6H4CH(Me)- 


n-Bu 


3 


9-590 


(3-Me2N)C6H4CH(Me)- 


n-Bu 


3 


9-591 


(2-Me2N)C6H4CH(Me). 


n-Bu 


3 


9-592 


(4-MeOCO)C6H4CH(Me)- 


n-Bu 


3 


9-593 


(3-MeOCO)C6H4CH(Me)- 


n-Bu 


3 


9-594 


(2-MeOCO)C6H4CH(Me)- 


n-Bu 


• 3 


9-595 


(4.CN)C6H4CH(Me)- 


n-Bu 


3 


9-596 


(3-CN)C6H4CH(Me)- 


n-Bu 


3 


9-597 


(2CN)C6H4CH(Me)- 


n-Bu 


3 


9-598 


(4N02)C6H4CH(Me)- 


n-Bu 


3 


9-599 


(3N02)C6H4CH(Me)- 


n-Bu 


3 


9-600 


(2N02)C6H4CH(Me)- 


n-Bu 


3 
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9-601 


(4-Cl)C6H4CH(Me)- 


n-Bu 


4 


9-602 


(3-Cl)C6H4CH(Me)- 


n-Bu 


4 


9-603 


(2.Cl)C6H4CH(Me)- 


n-Bu 


4 


9-604 


(4-F)C6H4CH(Me)- 


n-Bu 


4 


9-605 


(3-F)C6H4CH(Me)- 


n-Bu 


4 


9-606 


(2-F)C6H4CH(Me)- 


n-Bu 


4 


9-607 


(4-Me)C6H4CH(Me)- 


n-Bu 


4 


9-608 


(3-Me)C6H4CH(Me)- 


n-Bu 


4 


9-609 


(2-Me)C6H4CH(Me)- 


n-Bu 


4 


9-610 


(4-MeO)C6H4CH(Me)- 


n-Bu 


4 


9-611 


(3-MeO)C6H4CH(Me)- 


n-Bu 


4 


9-612 


(2-MeO)C6H4CH(Me)- 


n-Bu 


4 


9^613 


(4-Me2N)C6H4CH(Me)- 


n-Bu 


4 


9-614 


(3-Me2N)C6H4CH(Me)- 


n-Bu 


4 


9-615 


(2-Me2N)C6H4CH(Me). 


n-Bu 


4 


9-616 


(4-MeOCO)C6H4CH(Me)- 


n-Bu 


4 


9-617 


(3.MeOCO)C6H4CH(Me). 


n-Bu 


4 


9-618 


(2-MeOCO)C6H4CH(Me)- 


n-Bu 


4 


9-619 


(4-CN)C6H4CH(Me)- 


n-Bu 


4 


9-620 


(3-CN)C6H4CH(Me)- 


n-Bu 


4 


9-621 


(2CN)C6H4CH(Me)- 


n-Bu 


4 


9-622 


(4N02)C6H4CH(Me)- 


n-Bu 


4 


9-623 


(3N02)C6H4CH(Me)- 


n-Bu 


4 


9-624 


(2N02)C6H4CH(Me)- 


n-Bu 


4 


9-625 


(4-Cl)C6H4CH(Me)- 


n-Bu 


5 


9-626 


(3-Cl)C6H4CH(Me)- . 


n-Bu 


5 


9-627 


(2-Cl)C6H4CH(Me)- 


n-Bu 


5 


9-628 


(4-F)C6H4CH(Me)- 


n-Bu 


5 


9-629 


(3-F)C6H4CH(Me)- 


n-Bu 


5 


9-630 


(2-F)C6H4CH(Me)- 


n-Bu 


5 


9-631 


(4-Me)C6H4CH(Me)- 


n-Bu 


5 


9-632 


(3-Me)C6H4CH(Me)- 


n-Bu 


5 


9-633 


(2-Me)C6H4CH(Me). 


n-Bu 


5 


9-634 


(4-MeO)C6H4CH(Me)- 


n-Bu 


5 


9-635 


(3-MeO)C6H4CH(Me)- 


n-Bu 


5 


9-636 


(2-MeO)C6H4CH(Me)- 


n-Bu 


5 


9-637 


(4-Me2N)C6H4CH(Me)- 


n-Bu 


5 


9-638 


(3-Me2N)C6H4CH(Me)- 


n-Bu 


5 


9-639 


(2.Me2N)C6H4CH(Me)- 


n-Bu 


5 


9-640 


(4-MeOCO)C6H4CH(Me). 


n-Bu 


5 
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9-641 


(3-MeOCO)C6H4CH(Me)- 


n-Bu 


5 


9-642 


(2-MeOCO)C6H4CH(Me)- 


n-Bu 


5 


9-643 


(4-CN)C6H4CH(Me)- 


n-Bu 


5 


9-644 


(3-CN)C6H4CH(Me)- 


n-Bu 


5 


9-645 


(2CN)C6H4CH(Me)- 


n-Bu 


5 


9-646 


(4N02)C6H4CH(Me)- 


n-Bu 


5 


9-647 


(3N02)C6H4CH(Me)- 


n-Bu 


5 


9-648 


(2N02)C6H4CH(Me)- 


n-Bu 


5 


9-649 


(4-Cl)C6H4CH(Me)- 


n-Bu 


6 


9-650 


(3-Cl)C6H4CH(Me). 


n-Bu 


6 


9-651 


(2-Cl)C6H4CH(Me)- 


n-Bu 


6 


9-652 


(4-F)C6H4CH(Me)- 


n-Bu 


6 


9-653 


(3-F)C6H4CH(Me)- 


n-Bu 


6 


9-654 


(2-F)C6H4CH(Me)- 


n-Bu 


6 


9-655 


(4-Me)C6H4CH(Me)- 


n-Bu 


6 


9-656 


(3-Me)C6H4CH(Me)- 


n-Bu 


6 


9-657 


(2-Me)C6H4CH(Me)- 


n-Bu 


6 


9-658 


(4-MeO)C6H4CH(Me)- 


n-Bu 


6 


9-659 


(3-MeO)C6H4CH(Me)- 


n-Bu 


6 


9-660 


(2-MeO)C6H4CH(Me)- 


n-Bu 


6 


9-661 


(4-Me2N)C6H4CH(Me)- 


n-Bu 


6 


9-662 


(3-Me2N)C6H4CH(Me)- 


n-Bu 


6 


9-663 


(2-Me2N)C6H4CH(Me)- 


n-Bu 


6 


9-664 


(4-MeOCO)C6H4CH(Me)- 


n-Bu 


6 


9-665 


(3-MeOCO)C6H4CH(Me)- 


n-Bu 


6 


9-666 


(2-MeOCO)C6H4CH(Me)- 


n-Bu 


6 


9-667 


(4-CN)C6H4CH(Me)- 


n-Bu 


6 


9-668 


(3-CN)C6H4CH(Me)- 


n-Bu 


6 


9-669 


(2CN)C6H4CH(Me)- 


n-Bu 


6 


9-670 


(4N02)C6H4CH(Me)- 


n-Bu 


6 


9-671 


(3N02)C6H4CH(Me)- 


n-Bu 


6 


9-672 


(2N02)C6H4CH(Me). 


n-Bu 


6 


9-673 


(4-Cl)C6H4CH(Me)- 


Bnzyl 


3 


9-674 


(3-Cl)C6H4CH(Me)- 


Bnzyl 


3 


9-675 


(2-Cl)C6H4CH(Me)- 


Bnzyl 


3 


9-676 


(4-F)C6H4CH(Me)- 


Bnzyl 


3 


9-677 


(3-F)C6H4CH(Me)- 


Bnzyl 


3 


9-678 


(2-F)C6H4CH(Me)- 


Bnzyl 


3 


9-679 


(4-Me)C6H4CH(Me)- 


Bnzyl 


3 


9-680 


(3-Me)C6H4CH(Me)- 


Bnzyl 


3 
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R9 


RIO 


n 


9-681 


(2.Me)C6H4CH(Me)- 


Bnzyl 


3 


9-682 


(4-MeO)C6H4CH(Me)- 


Bnzyl 


3 


9-683 


(3-MeO)C6H4CH(Me)- 


Bnzyl 


3 


9-684 


(2-MeO)C6H4CH(Me)- 


Bnzyl 


3 


9-685 


(4-Me2N)C6H4CH(Me)- 


Bnzyl 


3 


9-686 


(3-Me2N)C6H4CH(Me)- 


Bnzyl 


3 


9-687 


(2-Me2N)C6H4CH(Me)- 


Bnzyl 


3 


9-688 


(4-MeOCO)C6H4CH(Me)- 


Bnzyl 


3 


9-689 


(3-MeOCO)C6H4CH(Me)- 


Bnzyl 


3 


9-690 


(2-MeOCO)C6H4CH(Me)- 


Bnzyl 


3 


9-691 


(4-CN)C6H4CH(Me)- 


Bnzyl 


3 


9-692 


(3-CN)C6H4CH(Me)- 


Bnzyl 


3 


9-693 


(2CN)C6H4CH(Me)- 


Bnzyl 


3 


9-694 


(4N02)C6H4CH(Me)- 


Bnzyl 


3 


9-695 


(3N02)C6H4CH(Me)- 


Bnzyl 


3 


9-696 


(2N02)C6H4CH(Me)- 


Bnzyl 


3 


9-697 


(4-Cl)C6H4CH(Me)- 


Bnzyl 


4 


9-698 


(3-Cl)C6H4CH(Me). 


Bnzyl 


4 


9-699 


(2-Cl)C6H4CH(Me)- 


Bnzyl 


4 


9-700 


(4-F)C6H4CH(Me)- 


Bnzyl 


4 


9-701 


(3-F)C6H4CH(Me)- 


Bnzyl 


4 


9-702 


{2-F)C6H4CH(Me)- 


Bnzyl 


4 


9-703 


(4-Me)C6H4CH(Me). 


Bnzyl 


4 


9-704 


(3-Me)C6H4CH(Me)- 


Bnzyl 


4 


9-705 


(2-Me)C6H4CH(Me)- 


Bnzyl 


4 


9-706 


(4-MeO)C6H4CH(Me)- 


Bnzyl 


4 


9-707 


(3-MeO)C6H4CH(Me). 


Bnzyl 


4 


9-708 


(2-MeO)C6H4CH(Me)- 


Bnzyl 


4 


9-709 


(4.Me2N)C6H4CH(Me)- 


Bnzyl 


4 


9-710 


(3-Me2N)C6H4CH(Me)- 


Bnzyl 


4 


9-711 


(2-Me2N)C6H4CH(Me)- 


Bnzyl 


4 


9-712 


(4-MeOCO)C6H4CH(Me)- 


Bnzyl 


4 


9-713 


(3-MeOCO)C6H4CH(Me)- 


Bnzyl 


4 


9-714 


(2-MeOCO)C6H4CH(Me). 


Bnzyl 


4 


9-715 


(4-CN)C6H4CH(Me)- 


Bnzyl 


4 


9-716 


(3-CN)C6H4CH(Me)- 


Bnzyl 


4 


9-717 


(2CN)C6H4CH(Me)- 


Bnzyl 


4 


9-718 


(4N02)C6H4CH(Me)- 


Bnzyl 


4 


9-719 


(3N02)C6H4CH(Me)- 


Bnzyl 


4 


9-720 


(2N02)C6H4CH(Me)- 


Bnzyl 


4 
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o 






R9 


RIO 


n 


9-721 


(4-Cl)C6H4CH(Me)- 


Bnzyl 


5 


9-722 


(3-Cl)C6H4CH(Me). 


Bnzyl 


5 


9-723 


(2-Cl)C6H4CH(Me)- 


Bnzyl 


5 


9-724 


(4.F)C6H4CH(Me)- 


Bnzyl 


5 


9-725 


(3-F)C6H4CH(Me)- 


Bnzyl 


5 


9-726 


(2-F)C6H4CH(Me)- 


Bnzyl 


5 


9-727 


(4-Me)C6H4CH(Me)- 


Bnzyl 


5 


9-728 


(3-Me)C6H4CH(Me)- 


Bnzyl 


5 


9-729 


(2-Me)C6H4CH(Me). 


Bnzyl 


5 


9-730 


(4-MeO)C6H4CH(Me)- 


Bnzyl 


5 


9-731 


(3-MeO)C6H4CH(Me)- 


Bnzyl 


5 


9-732 


(2-MeO)C6H4CH(Me)- 


Bnzyl 


5 


9-733 


(4.Me2N)C6H4CH(Me)- 


Bnzyl 


5 


9-734 


(3>Me2N)C6H4CH(Me)- 


Bnzyl 


5 


9-735 


(2-Me2N)C6H4CH(Me)- 


Bnzyl 


5 


9-736 


(4.MeOCO)C6H4CH(Me)- 


Bnzyl 


5 


9-737 


(3-MeOCO)C6H4CH(Me)- 


Bnzyl 


5 


9-738 


(2-MeOCO)C6H4CH(Me)- 


Bnzyl 


5 


9-739 


(4-CN)C6H4CH(Me)- 


Bnzyl 


5 


9-740 


(3-CN)C6H4CH(Me)- 


Bnzyl 


5 


9-741 


(2CN)C6H4CH(Me)- 


Bnzyl 


5 


9-742 


(4N02)C6H4CH(Me)- 


Bnzyl 


5 


9-743 


(3N02)C6H4CH(Me)- 


Bnzyl 


5 


9-744 


(2N02)C6H4CH(Me)- 


Bnzyl 


5 


9-745 


(4-Cl)C6H4CH(Me)- 


Bnzyl 


6 


9-746 


(3-Cl)C6H4CH(Me)- 


Bnzyl 


6 


9-747 


(2-Cl)C6H4CH(Me)- 


Bnzyl 


6 


9-748 


(4-F)C6H4CH(Me)^ 


Bnzyl 


6 


9-749 


(3-F)C6H4CH(Me)- 


Bnzyl 


6 


9-750 


(2-F)C6H4CH(Me)- 


Bnzyl 


6 


9-751 


(4-Me)C6H4CH(Me)- 


Bnzyl 


6 


9-752 


(3-Me)C6H4CH(Me)- 


Bnzyl 


6 


9-753 


(2-Me)C6H4CH(Me)- 


Bnzyl 


6 


9-754 


(4-MeO)C6H4CH(Me)- 


Bnzyl 


6 


9-755 


(3-MeO)C6H4CH(Me)- 


Bnzyl 


6 


9-756 


(2-MeO)C6H4CH(Me)- 


Bnzyl 


6 


9-757 


(4.Me2N)C6H4CH(Me)- 


Bnzyl 


6 


9-758 


(3-Me2N)C6H4CH(Me)- 


Bnzyl 


6 


9-759 


(2-Me2N)C6H4CH(Me)- 


Bnzyl 


6 


9-760 


(4-MeOCO)C6H4CH(Me)- 


Bnzyl 


6 
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mi OS 



o 






R9 


RIO 


n 


9-761 


(3-MeOCO)C6H4CH(Me)- 


Bnzyl 


6 


9-762 


(2-MeOCO)C6H4CH(Me)- 


Bnzyl 


6 


9-763 


(4-CN)C6H4CH(Me)- 


Bnzyl 


6 


9-764 


(3-CN)C6H4CH(Me)- 


Bnzyl 


6 


9-765 


(2CN)C6H4CH(Me). 


Bnzyl 


6 


9-766 


(4N02)C6H4CH(Me)- 


Bnzyl 


6 


9-767 


(3N02)C6H4CH(Me)- 


Bnzyl 


6 


9-768 


(2N02)C6H4CH(Me). 


Bnzyl 


6 


9-769 


(4-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-770 


(3-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-771 


(2-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


8 


9-772 


(4-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-773 


(3-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-774 


(2-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-775 


(4-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-776 


(3-Me)C6H4CH(Me). 


4-pyridyl-CH2- 


3 


9-777 


(2-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-778 


(4-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-779 


(3-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-780 


(2-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-781 


(4-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-782 


(3-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-783 


(2-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-784 


(4-Me 0 CO) C6H4 CH(Me) - 


4-pyridyl-CH2- 


3 


9-785 


(3-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-786 


(2-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-787 


(4.CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-788 


(3-CN)C6H4CH(Me)- 


4-pyridyl"CH2- 


3 


9-789 


(2CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-790 


(4N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-791 


(3N02)C6H4CH(Me). 


4-pyridyl-CH2- 


3 


9-792 


(2N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-793 


(4-Cl)C6H4CH(Me). 


4-pyridyl-CH2- 


4 


9-794 


(3-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-795 


(2-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-796 


(4-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-797 


(3-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-798 


(2-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-799 


(4-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-800 


(3-Me)C6H4CH(Me). 


4-pyridyl-CH2- 


4 
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R9 


RlO 


n 


9-801 


(2-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-802 


(4-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-803 


(8-MeO)C6H4CH(Me)- 


4-pyridyl-CH2. 


4 


9-804 


(2-MeO)C6H4CH(Me). 


4-pyridyl-CH2- 


4 


9-805 


(4-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-806 


(3-Me2N)C6H4CH(Me). 


4-pyridyl-CH2- 


4 


. 9'.807 


(2-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-808 


(4-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-809 


(3-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-810 


(2-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-811 


(4-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-812 


(3-CN)C6H4CH(Me). 


4-pyridyl-CH2- 


4 


9-813 


(2CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-814 


(4N02)C6H4CH(Me). 


4-pyridyl-CH2- 


4 


9-815 


(3N02)C6H4CH(Me). 


4-pyridyl-CH2- 


4 


9-816 


(2N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-817 


(4-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-818 


(3-Cl)C6H4CH(Me). 


4-pyridyl-CH2- 


5 


9-819 


C2-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-820 


(4.F)C6H4CH(Me). 


4.pyridyl-CH2- 


5 


9-821 


(3-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-822 


(2-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-823 


(4-Me)C6H4CH(Me). 


4-pyridyl-CH2- 


5 


9-824 


(3-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-825 


(2-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-826 


(4.MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-827 


(3-MeO)C6H4CH(Me). 


4-pyridyl-CH2- 


5 


9-828 


(2-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-829 


(4-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-830 


(3-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-831 


(2-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-832 


(4-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-833 


(3-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-834 


(2.MeOCO)C6H4CH(Me)- 


4-pyridyl.CH2- 


5 


9-835 


(4-CN)C6H4CH(Me). 


4-pyrid7l-CH2- 


5 


9-836 


(3-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-837 


(2CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-838 


(4N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-839 


(3N02)C6H4CH(Me)- 


4-pyridyl-CH2. 


5 


9-840 


(2N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 
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SI 1 0 



o 






R9 


RIO 


n 


9-841 


(4-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-842 


(3.Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-843 


(2-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-844 


(4-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-845 


(3-F)C6H4CH(Me). 


4-pyridyl-CH2- 


6 


9-846 


(2-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-847 


(4-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-848 


(3.Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-849 


(2-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-850 


(4-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-851 


(3-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-852 


(2-MeO)C6H4CH(Me)- 


4-pyridyl.CH2- 


6 


9-853 


(4-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-854 


(3-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-855 


(2.Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-856 


(4-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-857 


(3-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-858 


(2-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-859 


(4-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-860 


(3-CN)C6H4CH(Me)- 


4-pyridyI-CH2- 


6 


9-861 


(2CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-862 


(4N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-863 


(3N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-864 


{2N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-865 


(4-Cl)C6H4C(Me2)- 


n-Bu 


3 


9-866 


(3-Cl)C6H4C(Me2)- 


n-Bu 


3 


9-867 


(2.Cl)C6H4C(Me2)- 


n-Bu 


3 


9-868 


(4-F)C6H4C(Me2)- 


n-Bu 


3 


9-869 


(3-F)C6H4C(Me2). 


n-Bu 


3 


9-870 


(2-F)C6H4C(Me2)- 


n-Bu 


3 


9-871 


(4-Me)C6H4C(Me2)- 


n-Bu 


3 


9-872 


(3-Me)C6H4C(Me2)- 


n-Bu 


3 


9-873 


(2-Me)C6H4C(Me2)- 


n-Bu 


3 


9-874 


(4-MeO)C6H4C(Me2)- 


n-Bu 


3 


9-875 


(3-MeO)C6H4C(Me2)- 


n-Bu 


3 


9-876 


(2-MeO)C6H4C(Me2)- 


n-Bu 


3 


9-877 


(4-Me2N)C6H4C(Me2)- 


n-Bu 


3 


9-878 


(3-Me2N)C6H4C(Me2)- 


n-Bu 


3 


9-879 


(2-Me2N)C6H4C(Me2)- 


n-Bu 


3 


9-880 


(4-MeOCO)C6H4C(Me2). 


n-Bu 


3 
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R9 


RlO 


n 


9-881 


(3-MeOCO)C6H4C(Me2)- 


n-Bu 


3 


9-882 


(2-MeOCO)C6H4C(Me2)- 


n-Bu 


3 


9-883 


(4.CN)C6H4C(Me2)- 


n-Bu 


3 


9-884 


(3-CN)C6H4C(Me2)- 


n-Bu 


3 


9-885 


(2CN)C6H4C(Me2)- 


n-Bu 


3 


9-886 


(4N02)C6H4C(Me2)- 


n-Bu 


3 


9-887 


(3N02)C6H4C(Me2)- 


n-Bu 


3 


9-888 


(2N02)C6H4C(Me2)- 


n-Bu 


3 


9-889 


(4-Cl)C6H4C(Me2)- 


n-Bu 


4 


9-890 


(3-Cl)C6H4C(Me2)- 


n-Bu 


4 


9-891 


(2-Cl)C6H4C(Me2)- 


n-Bu 


4 


9-892 


(4-F)C6H4C(Me2). 


n-Bu 


4 


9-893 


(3-F)C6H4C(Me2)- 


n-Bu 


4 


9-894 


(2-F)C6H4C(Me2)- 


n-Bu 


4 


9-895 


(4-Me)C6H4C(Me2)- 


n-Bu 


4 


9-896 


(3-Me)C6H4C(Me2)- 


n-Bu 


4 


9-897 


(2-Me)C6H4C(Me2)- 


n-Bu 


4 


9-898 


(4-MeO)C6H4C(Me2)- 


n-Bu 


4 


9-899 


(3-MeO)C6H4C(Me2)- 


n-Bu 


4 


9-900 


(2-MeO)C6H4C(Me2)- 


n-Bu 


4 


9-901 


(4-Me2N)C6H4C(Me2)- 


n-Bu 


4 


9-902 


(3.Me2N)C6H4C(Me2)- 


n-Bu 


4 


9-903 


(2-Me2N)C6H4C(Me2)- 


n-Bu 


4 


9-904 


(4-MeOCO)C6H4C(Me2)- 


n-Bu 


4 


9-905 


(3-MeOCO)C6H4C(Me2)- 


n-Bu 


4 


9-906 


(2-MeOCO)C6H4C(Me2)- 


n-Bu 


4 


9-907 


(4-CN)C6H4C(Me2)- 


n-Bu 


4 


9-908 


(3.CN)C6H4C(Me2). 


n-Bu 


4 


9-909 


(2CN)C6H4C(Me2)- 


n-Bu 


4 


9-910 


(4N02)C6H4C(Me2)- 


n-Bu 


4 


9-911 


(3N02)C6H4C(Me2)- 


n-Bu 


4 


9-912 


(2N02)C6H4C(Me2). 


n-Bu 


4 


9-913 


(4-Cl)C6H4C(Me2)- 


n-Bu 


5 


9-914 


(3-Cl)C6H4C(Me2)- 


n-Bu 


5 


9-915 


(2-Cl)C6H4C(Me2). 


n-Bu 


5 


9-916 


(4-F)C6H4C(Me2)- 


n-Bu 


5 


9-917 


(3-F)C6H4C(Me2)- 


n-Bu 


5 


9-918 


(2-F)C6H4C(Me2)- 


n-Bu 


5 


9-919 


(4.Me)C6H4C(Me2)- 


n-Bu 


5 


9-920 


(3-Me)C6H4C(Me2)- 


n-Bu 


5 
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^112 

I 



O 






R9 


RIO 


n 


9-921 


(2-Me)C6H4C(Me2). 


n-Bu 


5 


9-922 


(4.MeO)C6H4C(Me2)- 


n-Bu 


5 


9-923 


(3-MeO)C6H4C(Me2). 


n-Bu 


5 


9-924 


(2.MeO)C6H4C(Me2)- 


n-Bu 


5 


9-925 


(4-Me2N)C6H4C(Me2)- 


n-Bu 


5 


9-926 


(3-Me2N)C6H4C(Me2)- 


n-Bu 


5 


9-927 


(2.Me2N)C6H4C(Me2)- 


n-Bu 


5 


9-928 


(4-MeOCO)C6H4C(Me2)- 


n-Bu 


5 


9-929 


(3-MeOCO)C6H4C(Me2)- 


n-Bu 


5 


9-930 


(2-MeOCO)C6H4C(Me2)- 


n-Bu 


5 


9-931 


(4-CN)C6H4C(Me2)- 


n-Bu 


5 


9-932 


(3-CN)C6H4C(Me2)- 


n-Bu 


5 


9-933 


(2CN)C6H4C(Me2)- 


n-Bu 


5 


9-934 


(4N02)C6H4C(Me2)- 


n-Bu 


5 


9-935 


(3N02)C6H4C(Me2)- 


n-Bu 


5 


9-936 


(2N02)C6H4C(Me2)- 


n-Bu 


5 


9-937 


(4-Cl)C6H4C(Me2)- 


n-Bu 


6 


9-938 


(3-Cl)C6H4C(Me2)- 


n-Bu 


6 


9-939 


(2-Cl)C6H4C(Me2)- 


n-Bu 


6 


9-940 


(4-F)C6H4C(Me2)- 


n-Bu 


6 


9-941 


(3-F)C6H4C(Me2)- 


n-Bu 


6 


9-942 


(2-F)C6H4C(Me2)- 


n-Bu 


6 


9-943 


(4-Me)C6H4C(Me2)- 


n-Bu 


6 


9-944 


(3*Me)C6H4C(Me2)- 


n-Bu 


6 


9-945 


(2-Me)C6H4C(Me2)- 


n-Bu 


6 


9-946 


(4-MeO)C6H4C(Me2)- 


n-Bu 


6 


9-947 


(3-MeO)C6H4C(Me2)- 


n-Bu 


6 


9-948 


(2-MeO)C6H4C(Me2)- 


n-Bu 


6 


9-949 


(4-Me2N)C6H4C(Me2)- 


n-Bu 


6 


9-950 


(3-Me2N)C6H4C(Me2)- 


n-Bu 


6 


9-951 


(2-Me2N)C6H4C(Me2)- 


n-Bu 


6 


9-952 


(4-MeOCO)C6H4C(Me2)- 


n-Bu 


6 


9-953 


(3-MeOCO)C6H4C(Me2)- 


n-Bu 


6 


9-954 


(2.MeOCO)C6H4C(Me2)- 


n-Bu 


6 


9-955 


(4-CN)C6H4C(Me2)- 


n-Bu 


6 


9-956 


(3-CN)C6H4C(Me2)- 


n-Bu 


6 


9-957 


(2CN)C6H4C(Me2)- 


n-Bu 


6 


9-958 


(4N02)C6H4C(Me2)- 


n-Bu 


6 


9-959 


(3N02)C6H4C(Me2). 


n-Bu 


6 


9-960 


(2N02)C6H4C(Me2). 


n-Bu 


6 
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^113 



0 






R9 


RIO 


n 


9-961 


(4-Cl)C6H4C(Me2). 


Bnzyl 


3 


9-962 


(3-Cl)C6H4C(Me2)- 


Bnzyl 


3 


9-963 


(2-Cl)C6H4C(Me2)- 


Bnzyl 


3 


9-964 


(4-F)C6H4C(Me2)- 


Bnzyl 


3 


9-965 


(3.F)C6H4C(Me2)- 


Bnzyl 


3 


9-966 


(2.F)C6H4C(Me2)- 


Bnzyl 


3 


9-967 


(4-Me)C6H4C(Me2)- 


Bnzyl 


3 


9-968 


(3.Me)C6H4C(Me2)- 


Bnzyl 


3 


9-969 


(2-Me)C6H4C(Me2)- 


Bnzyl 


3 


9-970 


(4-MeO)C6H4C(Me2)- 


Bnzyl 


3 


9-971 


(3-MeO)C6H4C(Me2)- 


Bnzyl 


3 


9-972 


(2-MeO)C6H4C(Me2)- 


Bnzyl 


3 


9-973 


(4-Me2N)C6H4C(Me2)- 


Bnzyl 


3 


9-974 


(3-Me2N)C6H4C(Me2)- 


Bnzyl 


3 


9-975 


(2-Me2N)C6H4C(Me2)- 


Bnzyl 


3 


9-976 


(4-MeOCO)C6H4C(Me2)> 


Bnzyl 


3 


9-977 


(3-MeOCO)C6H4C(Me2)- 


Bnzyl 


3 


9-978 


(2-MeOCO)C6H4C(Me2)- 


Bnzyl 


3 


9-979 


(4-CN)C6H4C(Me2). 


Bnzyl 


3 


9-980 


(3.CN)C6H4C(Me2)- 


Bnzyl 


3 


9-981 


(2CN)C6H4C(Me2)- 


Bnzyl 


3 


9-982 


(4N02)C6H4C(Me2)- 


Bnzyl 


3 


9-983 


(3N02)C6H4C(Me2)- 


Bnzyl 


3 


9-984 


(2N02)C6H4C(Me2)- 


Bnzyl 


3 


9-985 


(4-Cl)C6H4C(Me2). 


Bnzyl 


4 


9-986 


(3-Cl)C6H4C(Me2)- 


Bnzyl 


4 


9-987 


(2.Cl)C6H4C(Me2)- 


Bnzyl 


4 


9-988 


(4-F)C6H4C(Me2). 


Bnzyl 


4 


9-989 


(3-F)C6H4C(Me2)- 


Bnzyl 


4 


9-990 


(2-F)C6H4C(Me2)- 


Bnzyl 


4 


9-991 


(4-Me)C6H4C(Me2)- 


Bnzyl 


4 


9-992 


(3-Me)C6H4C(Me2)- 


Bnzyl 


4 


9-993 


(2.Me)C6H4C(Me2). 


Bnzyl 


4 


9-994 


(4-MeO)C6H4C(Me2)- 


Bnzyl 


4 


9-995 


(3-MeO)C6H4C(Me2)- 


Bnzyl 


4 


9-996 


(2.MeO)C6H4C(Me2)- 


Bnzyl 


4 


9-997 


(4-Me2N)C6H4C(Me2)- 


Bnzyl 


4 


9-998 


(3-Me2N)C6H4C(Me2)- 


Bnzyl 


4 


9-999 


(2-Me2N)C6H4C(Me2)- 


Bnzyl 


4 


9-1000 


(4-MeOCO)C6H4C(Me2). 


Bnzyl 


4 
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1 1 4 




(qH2)n 





R9 


RIO 


n 


9-1001 


(3-MeOCO)C6H4C(Me2). 


Bnzyl 


4 


9-1002 


(2-MeOCO)C6H4C(Me2). 


Bnzyl 


4 


9-1003 


(4.CN)C6H4C(Me2). 


Bnzyl 


4 


9-1004 


(3-CN)C6H4C(Me2)- 


Bnzyl 


4 


9-1005 


(2CN)C6H4C(Me2)- 


Bnzyl 


4 


9-1006 


(4N02)C6H4C(Me2)- 


Bnzyl 


4 


9-1007 


(3N02)C6H4C(Me2). 


Bnzyl 


4 


9-1008 


(2N02)C6H4C(Me2)- 


Bnzyl 


4 


9-1009 


(4-Cl)C6H4C(Me2)- 


Bnzyl 


5 


9-1010 


(3-Cl)C6H4C(Me2)- 


. Bnzyl 


5 


9-1011 


(2-Cl)C6H4C(Me2)- 


Bnzyl 


5 


9-1012 


(4.F)C6H4C(Me2)- 


Bnzyl 


5 


9-1013 


(3.F)C6H4C(Me2)- 


Bnzyl 


5 


9-1014 


(2-F)C6H4C(Me2)- 


Bnzyl 


5 


9-1015 


(4.Me)C6H4C(Me2)- 


Bnzyl 


5 


9-1016 


(3-Me)C6H4C(Me2)- 


Bnzyl 


5 


9-1017 


(2-Me)C6H4C(Me2)- 


Bnzyl 


5 


9-1018 


(4.MeO)C6H4C(Me2)- 


Bnzyl 


5 


9-1019 


(3.MeO)C6H4C(Me2)- 


Bnzyl 


5 


9-1020 


(2.MeO)C6H4C(Me2)- 


Bnzyl 


5 


9-1021 


(4-Me2N)C6H4C(Me2)- 


Bnzyl 


5 


9-1022 


(3-Me2N)C6H4C(Me2). 


Bnzyl 


5 


9-1023 


(2-Me2N)C6H4C(Me2)- 


Bnzyl 


5 


9-1024 


(4.MeOCO)C6H4C(Me2)- 


Bnzyl 


5 


9-1025 


(3-MeOCO)C6H4C(Me2)- 


Bnzyl 


5 


9-1026 


(2-MeOCO)C6H4C(Me2)- 


Bnzyl 


5 


9-1027 


(4-CN)C6H4C(Me2)^ 


Bnzyl 


5 


9-1028 


(3-CN)C6H4C(Me2)- 


Bnzyl 


5 


9-1029 


(2CN)C6H4C(Me2)- 


Bnzyl 


5 


9-1030 


(4N02)C6H4C(Me2)- 


Bnzyl 


5 


9-1031 


(3N02)C6H4C(Me2)- 


Bnzyl 


5 


9-1032 


(2N02)C6H4C(Me2). 


Bnzyl 


5 


9-1033 


(4-Cl)C6H4C(Me2)- 


Bnzyl 


6 


9-1034 


(3-Cl)C6H4C(Me2)- 


Bnzyl 


6 


9-1035 


(2-Cl)C6H4C(Me2)- 


Bnzyl 


6 


9-1036 


(4-F)C6H4C(Me2). 


Bnzyl 


6 


9-1037 


(3-F)C6H4C(Me2)- 


Bnzyl 


6 


9-1038 


(2-F)C6H4C(Me2)- 


Bnzyl 


6 


9-1039 


(4.Me)C6H4C(Me2)- 


Bnzyl 


6 


9-1040 


(3-Me)C6H4C(Me2)- 


Bnzyl 


6 
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SI 1 5 



1L» W lijL. -rrr ja 


K9 


RIO 


n 


9-1041 


(2-Me)C6H4C(Me2)- 


Bnzyl 


6 


9-1042 


(4-MeO)C6H4C(Me2)- 


Bnzyl 


6 


9-1043 


(3-MeO)C6H4C(Me2)- 


Bnzyl 


6 


9-1044 


(2-MeO)C6H4C(Me2)- 


Bnzyl 


6 


9-1045 


(4-Me2N)C6H4C(Me2)- 


Bnzyl 


6 


9-1046 


(3-Me2N)C6H4C(Me2)- 


Bnzyl 


6 


9-1047 


(2.Me2N)C6H4C(Me2)- 


Bnzyl 


6 


9-1048 


(4-MeOCO)C6H4C(Me2)- 


Bnzyl 


6 


9-1049 


(3-MeOCO)C6H4C(Me2)- 


Bnzyl 


6 


9-1050 


(2-MeOCO)C6H4C(Me2)- 


Bnzyl 


6 


9-1051 


(4-CN)C6H4C(Me2)- 


Bnzyl 


6 


9-1052 


(3-CN)C6H4C(Me2)- 


Bnzyl 


6 


9-1053 


(2CN)C6H4C(Me2)- 


Bnzyl 


6 


9-1054 


(4N02)C6H4C(Me2)- 


Bnzyl 


6 


9-1055 


(3N02)C6H4C(Me2). 


Bnzyl 


6 


9-1056 


(2N02)C6H4C(Me2)- 


Bnzyl 


6 


9-1057 


(4.Cl)C6H4C(Me2). 


4-pyridyl-CH2- 


3 


9-1058 


(3-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1059 


(2-Cl)C6H4C(Me2)- 


4-pyridyl-CH2. 


3 


9-1060 


(4-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1061 


(3-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1062 


(2-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1063 


(4-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1064 


(3-Me)C6H4C(Me2)- 


4-pyridyl-CH2. 


3 


9-1065 


(2-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1066 


(4-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1067 


(3.MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1068 


(2-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1069 


(4-Me2N)C6H4C(Me2). 


4-pyridyl-CH2- 


3 


9-1070 


(3-Me2N)C6H4C(Me2)- 


4.pyridyl.CH2- 


3 


9-1071 


(2-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1072 


(4-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1073 


(3^MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1074 


(2-MeOCO)C6H4C(Me2). 


4-pyridyl-CH2- 


3 


9-1075 


(4-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1076 


(3-CN)C6H4C(Me2)- 


4-pyridyl-CH2. 


3 


9-1077 


(2CN)C6H4C(Me2)- 


4-pyridyl-CH2. 


3 


9-1078 


(4N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1079 


(3N02)C6H4C(Me2)- 


4-pyridyl-CH2. 


3 


9-1080 


(2N02)C6H4C(Me2). 


4-pyridyl-CH2- 


3 
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R9 


RIO 


n 


9-1081 


(4-Cl)C6H4C(Me2). 


4-pyridyl-CH2- 


4 


9-1082 


(3-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1083 


(2"Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1084 


(4-F)C6H4C(Me2). 


4-pyridyl-CH2" 


4 


9-1085 


(3.P)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1086 


(2-P)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1087 


(4-Me)C6H4C(Me2). 


4-pyridyl-CH2- 


4 


9-1088 


(3-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1089 


(2-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1090 


(4-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1091 


(3.MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1092 


(2-MeO)C6H4C(Me2). 


4-pyridyl-CH2- 


4 


9-1093 


(4.Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1094 


(3-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1095 


(2-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1096 


(4-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1097 


(3-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1098 


(2.MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1099 


(4-CN)C6H4C(Me2). 


4-pyridyl-CH2- 


4 


9-1100 


(3-CN)C6H4C(Me2^ 


4.pyridyl-CH2- 


4 


9-1101 


(2CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1102 


(4N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1103 


(3N02)C6H4C(Me2). 


4-pyridyl-CH2- 


4 


9-1104 


(2N02)C6H4C(Me2)- 


4-pyridyl-CH2. 


4 


9-1105 


(4-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1106 


(3-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1107 


(2-Cl)C6H4C(Me2)r 


4-pyridyl-CH2- 


5 


9-1108 


(4-P)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1109 


(3-F)C6H4C(Me2)- 


4.pyridyl-CH2- 


5 


9-1110 


(2-P)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1111 


(4-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1112 


(3-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1113 


(2-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1114 


(4-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1115 


(3-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1116 


(2-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1117 


(4-Me2N)C6H4C(Me2)- 


4-pyridyl.CH2-- 


5 


9-1118 


(3-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1119 


(2-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1120 


(4-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 
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R9 


RlO 


n 


9-1121 


(3-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1122 


(2.MeOCO)C6H4C(Me2). 


4.pyridyl-CH2- 


5 


9-1123 


(4.CN)C6H4C(Me2). 


4-pyridyl-CH2- 


5 


9-1124 


(3-CN)C6H4C(Me2)- 


4-pyridyl-CH2. 


5 


9-1125 


(2CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1126 


(4N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1127 


(3N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1128 


(2N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1129 


(4-Cl)C6H4C(Me2). 


4-pyridyl-CH2- 


6 


9-1130 


(3-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1131 


(2-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1132 


(4-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1133 


(3-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1134 


(2-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1135 


(4-Me)C6H4C(Me2)- 


4.pyridyl-CH2- 


6 


9-1136 


(3-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1137 


(2.Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


6* 


9-1138 


(4-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1139 


(3-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1140 


(2-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1141 


(4-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1142 


(3-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1143 


(2-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1144 


(4-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1145 


(3-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1146 


(2-MeOCO)C6H4C(Me2)- 


4.pyridyl-CH2- 


6 


9-1147 


(4-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1148 


(3-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1149 


(2CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1150 


(4N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1151 


(3N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1152 


(2N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1153 


(4-Cl)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1154 


(3-Cl)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1155 


(2-Cl)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1166 


(4-F)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1157 


(3-F)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1158 


(2-F)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1159 


(4.Me)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1160 


(3-Me)C6H4CH2C(Me2)- 


n-Bu 


3 
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R9 


RIO 


n 


9-1161 


(2-Me)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1162 


(4-MeO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1163 


(3-MeO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1164 


(2-MeO) C6H4CH2C(Me2)- 


n-Bu 


3 


9-1165 


(4.Me2N)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1166 


(3.Me2N)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1167 


(2-Me2N)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1168 


(4-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1169 


(3.MeOCO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1170 


(2-MeOCO)C6H4CH2C(Me2). 


n-Bu 


3 


9-1171 


(4-CN)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1172 


(3-CN)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1173 


(2CN)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1174 


(4N02)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1175 


(3N02)C6H4CH2C(Me2). 


n-Bu 


3 


9-1176 


(2N02)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1177 


(4-Cl)C6H4CH2C(Me2). 


n-Bu 


4 


9-1178 


(3-Cl)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1179 


(2-Cl)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1180 


(4-F)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1181 


(3-F)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1182 


(2-F)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1188 


(4.Me)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1184 


(3-Me)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1185 


(2-Me)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1186 


(4-MeO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1187 


(3-MeO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1188 


(2-MeO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1189 


(4-Me2N)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1190 


(3-Me2N)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1191 


(2.Me2N)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1192 


(4-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1193 


(3-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1194 


(2.MeOCO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1195 


(4-CN)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1196 


(3-CN)C6H4CH2C(Me2)> 


n-Bu 


4 


9-1197 


(2CN)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1198 


(4N02)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1199 


(3N02)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1200 


(2N02)C6H4CH2C(Me2)- 


n-Bu 


4 



"'1 t> 

wo 02/053543 PCT/JPOl/11427 



^119 



O 






R9 
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n 


9-1201 


(4-Cl)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1202 


(3-Cl)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1203 


(2-Cl)C6H4CH2C(Me2). 


n-Bu 


5 


9-1204 


(4-F)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1205 


(3-F)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1206 


(2.F)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1207 


(4.Me)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1208 


(3-Me)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1209 


(2-Me)C6H4CH2C(Me2)- 


n-Bu 


5 


9-^1210 


(4-MeO)C6H4CH2C(Me2). 


n-Bu 


5 


9-1211 


(3-MeO)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1212 


(2-MeO)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1213 


(4-Me2N)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1214 


(3-Me2N)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1215 


(2-Me2N)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1216 


(4-MeOCO)C6H4CH2C(Me2). 


n-Bu 


5 


9-1217 


(3-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1218 


(2-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1219 


(4-CN)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1220 


(3-CN)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1221 


(2CN)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1222 


(4N02)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1223 


(3N02)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1224 


(2N02)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1225 


(4-Cl)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1226 


(3-Cl)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1227 


(2-Cl)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1228 


(4-F)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1229 


(3-F)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1230 


{2.F)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1231 


(4-Me)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1232 


(3-Me)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1233 


(2-Me)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1234 . 


(4-MeO)C6H4CH2C(Me2). 


n-Bu 


6 


9-1235 


(3-MeO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1236 


(2-MeO)C6H4CH2C(Me2). 


n-Bu 


6 


9-1237 


(4-Me2N)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1238 


(3-Me2N)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1239 


(2-Me2N)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1240 


(4-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


6 
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R9 
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n 


9-1241 


(3-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1242 


(2-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1243 


(4-CN)C6H4CH2C(Me2). 


n-Bu 


6 


9-1244 


(3-CN)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1245 


(2CN)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1246 


(4N02)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1247 


(3N02)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1248 


(2N02)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1249 


(4-Cl)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1250 


(3-Cl)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1251 


(2-Cl)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1252 


(4-F)C6H4CH2C(Me2). 


Bnzyl 


3 


9-1253 


(3-F)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1254 


(2-F)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1255 


(4-Me)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1256 


(3.Me)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1257 


(2-Me)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1258 


(4-MeO)C6H4CH2C(Me2). 


Bnzyl 


3 


9-1259 


(3-MeO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1260 


(2-MeO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1261 


(4-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1262 


(3-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1263 


(2-Me2N)C6H4CH2C(Me2). 


Bnzyl 


3 


9-1264 


(4-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1265 


(3-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1266 


(2-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1267 


(4.CN)C6H4CH2C(Me2). 


Bnzyl 


3 


9-1268 


(3-CN)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1269 


(2CN)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1270 


(4N02)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1271 


(3N02)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1272 


(2N02)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1273 


(4.Cl)C6H4CH2C(Me2). 


Bnzyl 


4 


9-1274 


(3-Cl)C6H4CH2C(Me2). 


Bnzyl 


4 


9-1275 


(2-Cl)C6H4CH2C(Me2). 


Bnzyl 


4 


9-1276 


(4-F)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1277 


(3-F)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1278 


(2-F)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1279 


(4-Me)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1280 


(3.Me)C6H4CH2C(Me2). 


Bnzyl 


4 
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R9 
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n 


9-1281 


(2-Me)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1282 


(4-MeO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1283 


(3.MeO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1284 


(2.MeO)G6H4CH2C(Me2)- 


Bnzyl 


4 


9-1285 


(4-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1286 


(3-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1287 


(2-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1288 


(4-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1289 


(3.MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1290 


(2-MeOGO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1291 


(4-CN)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1292 


(3-CN)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1293 


(2CN)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1294 


(4N02)C6H4CH2C(Me2). 


Bnzyl 


4 


9-1295 


(3N02)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1296 


(2N02)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1297 


(4-Cl)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1298 


(3-Cl)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1299 


(2-Cl)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1800 


(4-F)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1301 


(3-F)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1302 


(2-F)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1303 


(4-Me)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1304 


(3-Me)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1305 


(2-Me)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1306 


(4-MeO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1307 


(3-MeO)C6H4CH2C(Me2). 


Bnzyl 


5 


9-1308 


(2-MeO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1309 


(4-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1310 


(3-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1311 


(2-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1312 


(4-MeOCO)C6H4CH2CCMe2)- 


Bnzyl 


5 


9-1313 


(3-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1314 


(2-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1315 


(4-CN)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1316 


(3-CN)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1317 


(2CN)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1318 


(4N02)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1319 


(3N02)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1320 


(2N02)C6H4CH2C(Me2)- 


Bnzyl 


5 
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R9 
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n 


9-1321 


(4.Cl)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1322 


(3-Cl)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1323 


(2-Cl)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1324 


(4-F)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1325 


(3-F)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1826 


(2-F)C6H4CH2C(Me2). 


Bnzyl 


6 


9-1327 


(4-Me)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1328 


(3-Me)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1829 


(2-Me)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1330 


(4-MeO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1331 


(3-MeO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1332 


(2-MeO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1333 


(4-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1834 


(3-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1335 


(2-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1336 


(4-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1337 


(3-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1338 


(2-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1339 


(4-CN)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1340 


(8-CN)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1341 


(2CN)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1342 


(4N02)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1348 


(8N02)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1344 


(2N02)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1345 


(4-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1346 


(3-Cl)C6H4CH2CCMe2)- 


4-pyridyl-CH2- 


3 


9-1347 


(2-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1348 


(4-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1349 


(3-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1350 


(2.F)C6H4CH2C(Me2)- 


4.pyridyl-CH2- 


3 


9-1351 


(4-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1352 


(3-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1353 


(2-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1354 


(4-MeO)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


3 


9-1355 


(3-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1366 


(2-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1357 


(4-Me2N)C6H4CH2C(Me2)- 


4.pyridyl-CH2- 


3 


9-1358 


(3-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-GH2- 


3 


9-1359 


(2-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1360 


(4.MeOCO)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


8 
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R9 
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n 


9-1361 


(3-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1362 


(2-MeOCO)C6H4CH2CfMe2)- 


4-pyridyl-CH2- 


3 


9-1363 


(4.GN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1364 


(3-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1365 


(2CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1366 


(4N02)C6H4CH2CtMe2)- 


4.pyridyl-CH2- 


3 


9-1367 


(3N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1368 


(2N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1369 


(4-Cl)C6H4CH2C(Me2)- 


4.pyridyl-CH2- 


4 


9-1370 


(3-Cl)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


4 


9-1371 


(2-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2. 


4 


9-1372 


(4-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1373 


(3-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1374 


(2-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1375 


(4-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1376 


(3-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1377 


(2-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1378 


(4-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1379 


(3-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1380 


(2.MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1381 


(4.Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1382 


(3-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1383 


(2.Me2N)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


4 


9-1384 


(4-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1385 


(3.MeOCO)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


4 


9-1386 


(2-MeOCO)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


4 


9-1387 


(4-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1388 


(3-CN)C6H4CH2C(Me2)- 


4-pyridyl.CH2- 


4 


9-1389 


(2CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1390 


(4N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1391 


(3N02)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


4 


9-1392 


(2N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1393 


(4-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1394 


(3-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1395 


(2-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1396 


(4-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1397 


(3.F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1398 


(2-F)C6H4CH2C(Me2)- 


4>pyridyl.CH2- 


5 


9-1399 


(4-Me)C6H4CH2C(Me2). 


4-pyridyl-CH2. 


5 


9-1400 


(3-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 
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mi 2 A 



o 






R9 


RIO 


n 


9-1401 


(2-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1402 


(4-MeO)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


5 


9-1403 


(3-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1404 


(2-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1405 


(4-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1406 


(3-Me2N)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


5 


9-1407 


(2-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2. 


5 


9-1408 


(4-MeOCO)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


5 


9-1409 


(3-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1410 


(2-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1411 


(4-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1412 


(3-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1413 


(2CN)C6H4CH2C(Me2)- 


4.pyridyl-CH2- 


5 


9-1414 


(4N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1415 


(3N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1416 


(2N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1417 


(4-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1418 


(3-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1419 


(2-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1420 


(4-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1421 


(3-F)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


6 


9-1422 


(2-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1423 


(4-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1424 


(3-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1425 


(2-Me)C6H4CH2C(Me2). 


4.pyridyl-CH2- 


6 


9-1426 


(4-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2. 


6 


9-1427 


(3-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1428 


(2-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1429 


(4-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1430 


(3-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2-. 


6 


9-1431 


(2-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2. 


6 


9-1432 


(4.MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1433 


(3-MeOCO)C6H4CH2C(Me2). 


4.pyridyl-CH2- 


6 


9-1434 


(2.MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2. 


6 


9-1435 


(4-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1436 


(3-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1437 


(2CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1438 


(4N02)C6H4CH2C(Me2)- 


4-pyridyl.CH2- 


6 


9-1439 


(3N02)C6H4CH2C(Me2)- 


4.pyridyl-CH2- 


6 


9-1440 


(2N02)C6H4CH2C(Me2)- 


4-pyridyl.CH2. 


6 
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<-7-f u-A> 

i-r5=-;i/-2-:t^v-5-T i; -;i/-i,2-s; t h- a If u i^>-3-:*7;i/:i<>i? :r 5 
(Combi-A)£D n > tf:?- h U 

nBu " 'r 

4-SuIfamyl butyryl AM resfn nBu 
(Safely catch Hnker, LU 1 .09 mmoVg) A-02, 91% loading; LL 0.748 mmol/g 

(Determined by I content) 



PdCl2(dppf)2{0.4eq.) O O Q O 

aq-K2C03 (6 eq.) /Ti^^m-^'^^/^^-m A,.^^ ICH2CN (20 eq.)//-Pr2NEt (5 eq.) 
ArB(0H)2 (5 eq.) 



. O^N"^ 1-^ 



"dm! " A^-AflM4 ° I" 1-Melhy.2^)ynrondlnone(NMP) 

nBu 



QTl 



0 o^p 0 o 

I^A^.-'-s^'s'.^A.^^^ 1) RNH2(2eq.)/THF f^.j^ -''k^^Vs^Ar 

" .J Xj — ^ " XJ 



Ar04^~A-04-24 "^u W nBu 

/VO01-A-096 



a) A-02CD-&fig : 4.;^;i/7r 5;i/:/f^U;i/AM l'i?> (3.9 g) (D^ibJ^'f- 

10 l/> (80 ml) :g5aT* l-^^^-'l'-S-a- h--2-:t^V-i,2.$^ t Hn t U 

-3-:t7;i/*>^ (A-01) (4.1 g),St>* Ar,jV.i;'f V7*D tr;i/Xf^;i/T ^ > (3.7 mi) ^ 
iPX.fc. 10;9-ji}!^Ufcmt: PyBOP (6.6 g) S^M-CiD^, ^ 6) t 18 jtJ* U 

fe. i/i^i'&itmb, 7jc. THF, ^fb^g^u>, ZiVx-7^;i/-tlii>:i5fett-r5c: 

J:{C<t D l'S^>(A-02) [5.2 g, 92% (3'i7^7C^^1ff)] 
15 b) lxi^>(A-03-01~A-03-24)CD-&fi)(; A-02 (150 mg) ^24®077;^3 

C^MU, -en-f-nt: DME(2.5ml), PdCUdppf) (35 mg), TV-}Vn->^m (6 
IS), SV^K* U -i; ATlc^^a (2M, 0.34 ml) *Jn^fc. 80 'CT? 18l$raitJf 

Ufc^, u$^>^^SSzu, 7jc. THF, iV.p<5^;i/trD u h'>, ^'fb^^i'>, JRU^ 

x-x;i/-C)ii>:i5fe^t-5 C: iltl J; !3 1/ A.03-01~A-03-24 fe. 
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c) l/i'V A-04-01'-A-04-24 : l^i^> A-03-01-'A-03.24 H jV-^ 5=-;HfP 
>Jh*> (2.0 ml), 3- HT'-fe h- h U;!/ (0.16 ml), N,N-i/ -( V yu \^ )V 

(0.1 ml) ^mU-^m^tc. 24mmmnLtz'^, l/5^>^ffl9lU, iV-;>(5=- 

5 04-01~A-04-24 <£ff fe. 

d) i-::^f-;i/-2-:t^v-5-Ty— ;i/-i.2-s^h h*Ph:u $^>-3-:)!j;i/^>K 7$ 

A-05-01~A-05-96 CZ)-&J5g : X/Vy A-04-01~A-04-24 CD^n^tl?^ ^ {3 4 
96 5^7*1/- h{3;9-aUfc. ^tl^ntC THF (0.7 ml) $:i0^fe^t, T 

^ 24 a!^©u->*>c^n?nsn^fc. 24 ^^jgi; a tfe^tiii^^H^^ti 

;i/-l,2-i^t K D U 5^>-3-*;i/5l<>^ KSI^<$: A-001~A-096 
JilTK: A-001~A.096 0«igS^fo 
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1 2 5 



No 


mm 


A-001 


o 




A-002 


0 


N 


A-003 


0 s;^ 


A-004 


0 


7 


A-005 


0 




A-006 


o 

0 ; 


N 


A-007 


0 

,0"° 


/ 



No 




A-008 




A-009 




A-010 


ON 


A-011 




A-012 




A-013 


CI 

o s-1 

^ ON 


A-014 


a 

•^Nvy^ 

ON 
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^12 6 



No 


mm 


No 


mm 


A-015 


CI 

0 s-i 


A-022 




A-016 


CI 

0 s-^^ 

1 

\ 


A-023 


\ 


A-017 


1 

\ 


A-024 


\ 


A-018 


1 

\ 


A-025 


0 o-\ 


A-019 


O N 


A-026 




A-020 


\ 


A-027 


0 0^ 

\ 


A-021 




A-028 


0 o-\ 
\ 
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g 1 2 8 



No 


mm. 


A-043 




A-044 


\ 


A-045 


fT'V^ O N 


A-046 


nVv^o 

O N 

1 V 1 N 

6/ 


A-047 


rr'V^ ON 


A-048 


rN^ 

0^ J 


A-049 


9 Y?) 



No 


mm. 


A-050 


ON 


A-051 


\ 


A-052 


^n^nVY^ 

\ 


A-053 


\ 


A-054 


ON 

\ 


A-055 


F'^ 0*N 

\ 


A-056 


9 f\ 

0>-' O^N^ 

\ 
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^12 9 



No 




No 






0 




#» WV/*T 


0 s-^ 

\J IN 


M-UOO 


0 






VJ IM 

\ 


A-059 




\- 


A-Uoo 


0 


A-060 


\ 


A-067 


\ 


A- 061 


0 s-^ 


A-Odo 


0 fi-S 
0 N 

\ 


A-062 




A-069 


\ 


A-063 


0 s-^ 


A-070 
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No 




A-078 


\ 


A-079 


ON 




\J IN 

\ 


A-080 


A-081 


\ 


A-082 


\ 


A-083 


0 ci^ci 

1 

\ 


A-084 


0 cij^a 
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1 3 i 



No 


mm 


A-085 




A-086 


\ 


A-087 


\ 


A-088 




A-089 


/ 

s 


A-090 


/ 



No 


' mm. 


A-091 




A-092 


J 

ON 


A-093 


\J IN 


A-094 


\ 


A-095 


\ 


A-096 
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o 



o 



HOC ^ ^-K 1)R-NH2(2eq.) 

nBu nBu ^ ^Bu 

B-01 B-02 B-001--B094 




a) l-:rf-;i/.2.;r* V-l,2,5,6.7,8.9,i0-;ri7^ t KD.S/^n;t^^[A]t U i?>.3- 

l-:^^;i'-2-;t:^rV- 1,2,5,6,7,8,9, 10-;^-^^ t H D .i/ D ^ ^ [A] t U > -3- 
*;i/:!j?>^ (B-01) (416 mg^ 1.50 mmol)?£ h ;i/ Ji > (15 ml)H^jSP mt'^yt 
~)\/ (328 |iU 4.50 mmol)<&*D^s 65°C 20 ^SJiS^ 5 » d (DSJSBtSSiiJE 
iSli-rSii ilt cfc t)> l-:/f-;i'-2.^:5eV-l,2,5,6,7,8,9,10-;t^^ t HP-i/^ D;r 
10 U S^>-3-*;i':i^-;i/^D U H(B-02)5&|f fco 

b) l-::^f-;i'-2-;4-* V -1,2,5.6,7,8,9,10-3}-^ ^ t HD.S/^D;t^^[Z>]h:U s;>.3- 

l^mmi^ (B-03-01-'B-03-94)CD^fig 
n^^mM^bN■;^f■)V^;V^^V >mmil.93 mmol/s)^ 96 :fzi^!i&y u - h 15 
mg-f o ^fitfe0-fex 7^ >(R-NH2)0 50mMmi\j^^U>mWi^ 300 DU ifi 
15 ^b^^U>(700 DlK l-:/^;i/-2-;4-dpV-1.2,5,6,7,8,9,10-;r^^ t Hn-i/^' D;t 
^ ^ [b]}^ V V>-3-tlJVyf^-)]/'!7 a V h*(B.02)O 30 mg/ml mt:^^U>^W.^ 
100 □! * 996;ri:S^S7'l/- h {Z^ tl^tliB ^tzo 

20 S d i: t J; t) B-001~B-094 ?fe:o 

J^iTt B-001~B-094 (DMM^^to 
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^13 2 



No 


mm 


No 


mm 


B-001 


Cnv^ 0 


B-008 


a 

\ 


B-002 


'O-jr^ 0 


B-009 


0 


B-003 




B-010 




B-004 




B-011 


0 ivr^^ 


B-005 




B-012 


CI 

^ 0 N 


B-006 




B-013 




B-007 




B-014 
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^13 3 



No 




No 


mm 


B-015 


0 


B-022 


p 


B-016 




B-023 


1 


B-017 




B-024 




B-018 


N"^ 0 


B-025 




B-019 




B-026 


\,N^ 0 










B-020 




B-027 




B-021 




B-028 
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SI 3 4 



No 




No 




B-029 


CI 

\ 


B-036 




B-030 


\ 


B-037 




B-031 


0 

\ 


B-038 




B-032 




B-039 




B-033 


o 'O^r^ 

x 


B-040 


0' 


B-034 




B-041 




B-035 




B-042 


0 
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No 


mm. 


B-043 








B-044 




B-045 




B-046 






0 


B-047 


F IJ I l! J 

■ \ 


B-048 




B-049 
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No 


mm 


D-050 


I 0 

\ 


B-051 


0 


B-052 




B-053 


0 (vTw' 


B-054 




B-055 


ON 


B-056 
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3 6 
No 




No 




B-057 


o 


B-064 


\J IN 


B-058 


a 

0^0 

1 


0 


B-065 




B-059 




B-066 




B-060 


<^ 

0 




B-067 


\ 


B-061 




B-068 


\ 


B-062 




B-069 




B-063 




B-070 
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SI 3 7 



No 


mm 


B-071 




B-072 




B-073 




B-074 




B-075 


U IN X— X 


B-076 


/ 


B-077 





No 


mm 


B-078 




B-079 


0 


B-080 


'°T^ o 


B-081 


& 


B-082 




B-083 








B-084 
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No 


mm 


B-085 


N"^ 0 


B-086 


1 

\ 


B-087 


(T^ 0 

\ 


B-088 


N 0*N^^ 

s 


B-089 




B-090 
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No 


mm 


B-091 


o'^ 0 

\ 


B-092 


\ 


B-093 


1 

\ 


B-094 


0 



275 



wo 02/053543 

a 1 3 8 



No 


mm 


B-085 




B-086 


1 

\ 


B-087 


iT^ 0 

\ 


B-088 


N 0*N^-^ 

k 


B-089 


if^ 0 


B-090 
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No 


mm 


B-091 


o'^ 0 

\ 


B-092 


-TO 


B-093 


\ 


B-094 


0 
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O-N O 



UM 1)R*-C0CI(2eq.) „ H 

(MP-Carbonate) 

a) iv.(i-::^g=-;i/-5,6-i^^5^;i'-2-;t=^rV-i,2-i;t HP-ii us?>-3-'f;i/) 

h*g|^#: (C-O2-O1~C-O2.19)0-&5X 
5 IS^S-^H^-fb iV-^5=-;V^;V5^ U >^J5I(3.0 inmoyg)^ 48 5H:SJ!&7*b- h t 50 

(C-Ol)eD 25 mMmitj^'f-^yymWi^ 2 mU U V H (R-COC1,0.10 mmol)<feJlg 

g^-C 15 i^KJii:^ Vtz'^\zm^^m^ihiJ h«^Ig (MP-Carbonate) 

^METtW^-rsc: ilHJ; t) C-02-01~C-02-19 feo 
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No 




No 


mm 


C-001 


F F 


C-008 


\ 


C-002 




C-009 


CI 00^^-^ 


C-003 




C-010 


F OqI^K 


C-004 


CI^CI 


C-011 




C-005 


CI OQi^K 

\ 


C-012 




C-006 


a 

\ 


C-013 


\ 


C-007 




C-014 
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^14 0 



No 




C-015 




C-016 


IilL o 4^ JL 






C-017 




C-018 




C-019 





j&jb'v ^ 1 2 5 ~ 1 4 0 ^ci3^^-r^ Kig^0^m±®7jcmtttB& bt i>5o 
^mm 1 t h CB2 ^^#:i^^ia$i^ii 

t h CB2S^<*:<&n- cDNAE2?!l (Munro^, Nature, 1993, 365. GI- 

BS) S^ WS^BMm^M^i' ^ —-^ib ^ pSVL SV40 Late Promoter Expression 
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Vector (Amersham Pharmacia Biotech tt) © 7*0 ^ — ^ — TM^fc: jllS:?^ |q] H# 
AUfco ^#6nfe^3S'<^^-& LipofectAMINE gSH (Gibco BRLtt) 

CB2 §:mt^t:^m^'&tz CHO ifflflS*^ LfcMSfi5^^ ^SSt^fe^b^'^^li' 
38.000 dpm © [8H]CP55940 (igiaiS 0.5 nM : NEN Life Science Products ftSJ ) 
fcil'&JCs TV ■b'ri^«^§E (0.5% ^^Jfll^ST^l/y'^ >;fe#tr SOmMTris-HCli^Sff 
m (pH7.4) ^ linMEDTA> 3mMMgCl2) 4^-C% 25•C^ 2 Bf^-l' > ^ a 

feo 0.1% BSA ^^ts 50 mM Tris-HCliS«?ft (pH 7.4) ?S{*:$^> 

j^^tt 10 fM WIN55212-2 (US 5081122 IB®® t Y §.^i^T 

Research Biochemicals International ttSS) l^iET'^fi'J^bN ^^Wi^-nt 

±i3i:iii;:&^t-#su^ ^oM^^mi^^x^^fco cLtiioom^mmcD^m. 

^ICzr^UfefcjSDs 2|!:^WO-Ji0'fb-&tJttx CB2 ^^{iJ'N® CP55940 (US 
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a 1 4 1 



ih-^^ Ki(nM) iii^!^ Ki(nM) 



2-004 


nt 


101 


4-062 


>5000 


4 


3-010 


nt 


57 


4-101 


890 


1.5 


3-038 


1252 


12 


4-102 


908 


1.6 


4-001 


2851 


28 


4-104 


54 


6 


4-002 


746 


17 


4-105 


91 


2.1 


4-003 


680 


44 


4-301 


1769 


8 


4-052 


1497 


24 


4-302 


>5000 


10 


4-053 


254 


6 


4-310 


512 


9 


4-054 


482 


6 


5-005 


391 


16 


4-056 


551 


8 


5-006 


390 


14 



4-061 124 2.5 



n..t.: not tested 

>i|ra^-i/ 3 > Ufco IN HCl ^i^AD LtSfSSff ±}fff'0 
cAMP S S Amersham Pharmacia Biotech *tSJ ® EIA kit S ffi V^ T gij S U fc o 7 

5o%0jfl]$ijft«^^-rism-fb^^©?is (icBofit) ^^tbtzo z(Dmmn^titz 

15 il*s-c-§So 
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a 1 4 2 





\Cso (nM) 


3-038 


28.6 


4-001 


64.2 


4-053 


7.9 


4-054 


4.2 


4-056 


4.3 


4-061 


2.3 


4-062 


1.3 


4-101 


1.4 


4-102 


1.7 


4-104 . 


9.8 



Jlij4 ddY v-^;^(7ii^)<&fflV^^ Wmo SMC ^-7 1> ^iEmm&m& Jf^iiO ml) 
\z^$itt^c.tlz.^y>lSii^tio m<¥i^^ 5 b^K: 10»^@® SRBC 
JSMjgrt(40 inl){c:ait1-Sc:i:{c:J; D DTH SJii545gj@1-S. AVrhtry-f K2 

DTHHJfS^jg 1 ^WBu;i3 J;t;^ 5 ^P^^tiiiPS#(10 ml/kg)-r-5o SEBC ^ilif 24 
t^^(± Welch® t|^^?£lz DfT'fe^ i J:**'^ §>P<0.05 ©i: g^itllfe t) 

*^BJ<b^ii|{i> * K 2MS^^{c:iS-&U^ > y -f h* 2 
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1. (I) : 

R2 




gJfe^nTi\T* J;^^*;^>'^•^'f v5=-:t5/7:>- ^^ gjfe 
^^^Tl^•^:4> J:^^7 5 >'> tKodpi/, 7;i/*;i/^2f-x 

10 ^xttMm^i^-cv^T^) J;^^7;^^^>■c* «3 jY^tt^ig^, -0-. -o-c 

( = 0) -^ -o-c ( = 0) -0-s -o-c (=0) -NR«>-^ -0-SO 
2-. -NR»'-> -NRb-C ( = 0) -X -NR>'-S02-^ -NR''-C ( = 
NH) -X -NRi'-C ( = 0) -0-^ -NR>'-C ( = 0) -NR*--, -N 
Ri'-C ( = 0) -NRb-SOa-N -NR^-C (=S) -> -NR^-C ( = 

15 S) -NR»'-> -NR»'-S02-NR''-^ -NR^'-C ( = NH) -NR^-s 
-S-> -S02-0-^ -S02-NR''-> -S02-NR*'-C ( = 0) -N 
R*'-> -C ( = 0) -0-s -C ( = 0) -NRb-^ -C ( = 0) -NR*-- 
C ( = 0) -^ -C (=0) -NRb-C (=S) -C (=S) -NR^-s 
-C (=S) -NR^-C (=0) -^ -C ( = NH) -NR^-s -C ( = 0) 

20 -> -C (=0) -NRb-C ( = NR>') -^it-C ( = 0) -NR»'-NR»> 

^nTv^T^) J;v^^^^^sxttTt';^-c•$. t) ; R''tt^n^n3^iSE:u■r7J<^^ s 
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^7:^h> 1tWk^t\.X\^X% J s tKDdri'> 7';i/^;i/f- 

-SO-s -S02-^ -NH-> -C (=0) -> -CHz-s -C (=0) - 
10 NH-Xtt-NH-C ( = 0) ; R "ttllJfe^n-C VnT * J;V>^IIIS8^S 

O-s -so-. -S02-> -NH-. -C (=0) -CH2-> 

20 -C ( = 0) -NH-E-Xtt-NH-C (=0) -T?*t) ; E l*#ijg^3^ttll 

tfe$nT^^T*<J;v^7';^^^>•c* t) ;R*tt^l^^l^nT^^X4><t^^^S^lSSSX 

r*) J:v^7;^:^^;^xtt^ : -y "-R* (Si^n yMi^ig^s lllft$ix"Ci>T4) 
25 J;l^7';^^U V, T;V^-1/>> 7';b=¥-b>s -o-> -s-s -so-> - 
S02-> -NH-> -C (=0) -> -C ( = 0) -NH-E -Xtt-NH-C 
(=0) --efet) ; E{i#i^^X^*S^fe^^^TV^■tt)«fcV^T;^=^r^>•(?S t) ; R» 
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J: < ; 

2 . R5AS/^xDli?;5tJ?/X{i'Ftaf^/^^*S:^^£brl/^-C*) 

3 . R 5;()S/xxPii^St;«/Xtt^iain^^*s:n-i£b'rv>T* J:v^gm^tl 

4. R : - Yi-Y2-Y3-R'^ (S4'> Y^. Y^, Y\ R-^SV 

R Mi IS * 0 IS ffl m 1 ^ i: ID it ^ -C & S ) T- $ ti 5 S T- S ^ * 0 fS H ^ 1 ^ - 

25 5 . R : -Y1-Y2-Y3-R'' Y^s Y3ZfctrR'^»4^*0 

i^mmimtmnm-^^'o ;Y^it-o-. -nr^-c ( = o) -5Ht-c ( = 

0) -NR»'--C$)t) ; R*'^i7Jcl^x{±S^fe^tlT^^•r* J;v^7';^=3e;l/-c*5) -c 
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5 7. R ='#7KSs g^^^i^TV^^:^l)<tl^T;^dp;^s ^^D^">X{ii^ : - ys 

-R<i (SCifv Y6{i#^-&^ e^$^^TV^•C^) <^;V^7;^=^^>^ 7';i/'^-l/>s 

* (mts R3>atJfR4isp^<C7jcmt^-5Ji^SI^<o ) It 

8. R3StKR*AS-i(i{C«toTs Blgll-Sli? il^fc'sxDj^^SV/X 

tt^lgWilS-&A5^:^bT^^Tt <t^^ggl$tlTI.^■r 4) (fibs E^^tlT 

J s t i<D:?rS^. : - yi-y^-y^-r* y^z^i;? 

Y 3 {* * n ^ n Sfei: b t ^iig^X IBtfe ^ n T ^^ T * J: IN T ;i/ ^ 1/ X HJfeS 4: t 

t-^)\^^)\/:;ir^t^:BL-CP/-5Ht.Ti^)V^t) ; Y^tt^jg^s -0-s -0 

-C ( = 0) -0-C (=0) -0-s -0-C (=0) -NH-s -NH 
25 -NR^-C ( = 0) -> -NH-C ( = 0) -0-^ -NH-C ( = 0) - 

NH-. -NH-C ( = S) -NH-s -S-. -SOg-O-s -SOj-NH 
-SO2-NH-C (=0) -NH-s -C ( = 0) -0-s -C ( = 0) - 
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NRb-s -C (=S) -NH-x -C (=0) -NH-C ( = 0) -s -C ( = 
0) -NH-C (=S) -C ( = 0) -C (=0) -NRb-C ( = NR 
*>) -Xfi-C ( = 0) -NH-NR''--e*D; R **»Mgl$ J; V^ T 

J;i'>7$^s 7J]/^\y>P:t^i/^ /ND^y, 

)V7KJ) s S^^l$i^T^^T4) JiV^'^T^nTU-;!/ (M^Sturtts ;z|-^Vx 

dp;i/:i3;i/;lf-;i/) -pfetj ; R 7jc^, Ti^;!/. t K D ^>>:RUf/Xfi 

7)\^^^t/x^^) -es^^nss-e* t) ; 

=3P=U>XB:-C ( = 0) - NH-T;p:apU>-r-* D ; R''ttBm^n■c^^T^> 
J:^^TU-;^ (MJfeSi: btfi^ >'>D'^*>v 7';i'^;i/s 7)v^vy 
t^ir^^y'Bt.-a^/5L\t^^n^y\h7 Xttglfe^ ixT J; ^^'^•r n t 'J 
(gtJ^Si: Utttx J\u^ys 7)V^)V^ 7)\/=i^t/s 7))/^\y>i/yt^i^ 
25 RrjP/X\tnt!^>ih7)V^)\^) T?*-5) T?S^$n-5STfe ; 

R?*^7jc^s 7)\y^)V^\tA : - yS-Rd (SJpfi, y 5tt#Jg-&-e$, t) ; RdjiT' 
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->;i/f-;^-s 7''y)\/7XJs 7 ^) )\/if»-)\/7 K J s ^ U7 )\/ifs=. 
-R« (salt's Y8{±7;v^v>T?*f) ; R«^±Mm^^^•c^^T^>J;^^T'J-;l/^ 

* K: ^ o -C X 1$ 1- ^ i: C -N X D il^S tt^lS^ni^^ ds^^a U 

1 0 . m0immx'^?>m^<Disimmim'^m9m(D\^^ttiif>iz^m(Dio> 
20 11. fi.i^mumx:&^m^(Dfi^mmim^m9m<D\,^tMizmm(D-^ 

1 2. ^ii^?&itS[|-efe5ll*0|gH^ lIl~^9^©^^■ftl*»fcI3ti6®* 

25 tf y -f K 2 m^m^m,^^m.mf^mmo 

14. 5S; ( I ) : 
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r2 




R''tt2k«X{ig^^tlTV^T^b J;i/>7';i/=^;i/T-S D ; 
10 R stt'^x D Ji^.Rth-/X(i^fiS?Pifg^**.:n-:& UT V^•C % J; ^^S^fe$ tlT ^^ T t 

15 x\tm^<DmmmimtmWim'cs!>^ i 

>-\i>m^m^t R^i^^-. -y^-y^-y^-r'^ i^fp^ y^pm^ 

; Y3A*«lfe$nTV>-C* J;l^T;l/dr^>^^fe!3 ; ym^-nr^-c 
(=0) - C ( = 0) -NR'»--C*?}; RMiB^^nriNT* 
20 ^SXttStfe^n-cv>T*) !3 ; R''tt7Xmx{ig^fe$^^T^^•c 

3 S m b T V ^ S m JI ^ i: R " AS g ^ b T V ^ gl m ^ ® ^ CD *s - a 

289 



wo 02/053543 



PCT/JPOl/11427 



gf-r S Jii=^ J:^^ t > >31 fl^fig A>o R » : - Y 1 - Y 2 - Y 3 - R (iC 
tf. Y^^^ig^t?* t)^ Y3*sx^l/>T-* ^)^ Y^AS-C ( = 0) -NR»-1? 
5 &^)^ *^oR'^As;^;i/75'^'i';i/-^BJ^^nfc7x^;i/-C$)§) •^^^ti?.ST-fe 

s®^5£i^<o ) -em^ns^b^i^, •f0rDK7y^> ^<D^^±i^^$n5 

15. R : -Y^ - Y^-Y^-RMi^ft^^ Y^ Y s^^t/^R 

CDISH^I 4«i:iqlji^-e* ;Y2{i-0-. -NRb-C ( = 0) -Xfi-C 

10 (=0)-NR^-t!feD ; R'>tt7j(iRX{*s^$tiTVNTt) J:^^T;^=¥;^•e*s) 
®m± fF^ ^ n 5 ^ X * o ti o 

1 6 . R3StKR4*^-ia^c::fto-CV^^l^il*®«5fflSl 4J^Xttll 1 5:^ 

15 17. R3;5l>-R''*J-ig{;feoT. P^1-§JH^i;^tt^7^DM^:Rl>V 

bTV^T^) J;^^^Sj^fig■r5W^o^^igfflBl 4Jlxtt^ l 

18. Ri*s^:-Yi-Y2-Y3-R'^ (5^4i. Y Mi#i|g-&1! S t) ; Y^ 
20 f±mgl^tlT^^T^><tl^T;l/:^^>■e* D ;YMi-0-. -NH-C ( = 0) - 

Xtt-C ( = 0) -NH--efe») ; R'^ttg^S^tl■cv^-^:^> J:v^;^m^^^XttS 

R3*st;1/=^p;1/s /^^/;'>XttJS; : -Y^-RI (i?;4i, Y^tt^je^-cfe ; RO 
ttg^^ tiT T * J; v^^^^^^SX(ig^fe^ T J: v^1tlS^S;gT• & 
25 S) -rs^^iisa-^fe D ; R*#7k^X{*T;i/^r;i/-efet) ; R5*sB^fe$i^■rv^T 
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1 9. Si (I) : 



i^^XttSm^nTV>T^) J;i^T;i/:3pl/>ffe U ;Y2tt-C ( = 0) -NR^- 
10 T-fe t) ;R*(4®^^^^^T^^•c^)J:v^^m^i^^;SXttSm^n-C^^T^)ct^^^^^ 
D ; R«'tt7jc^tf&s) -e^^nss-efe t) ; R2tt*^-e* t) ; R^S 

16 S : - Y»-RM^*N YSttEii^tlTVAT*) J:l'>7;W:^r^>-e& ?) ; R^ttg 

^^■cl^•c^)ctv^'\7^D7'J-;^■c•Si)) •e^$n-5S-c* D ; xttsxtto-efe 

2 0. l»*CDSigH^ 1 9JlIBf{®<b^tl «ab> R3Si;fR4A*-<iK:«:o 
tt^iS^T'&S) ^Bfigb. *»oR»){)5i5;:-Y>-Y2-Y3-R'^ (Si'I'x Y» 
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2 1 . 



(I) 




(I) 



5 C (=0) -NR^-t?*!? ; Y'»tt#ig^3^{ittm^^^•CV^■r*) J^I^T;!/:^!^!/^ 

: - Ys-Rd Y^itmm-^. R'^ttmt^^n-riAT*. J;^^M^^SSX 

-^^^tiSSt:^?) ; RM*7j<^:Xtt 

g Jfe ^ ti r V ^ T J; V ^ i' D 7 ; V ^ ;i/ 3^ fi g JSl ^ n T V > t <fc I ^ X a T U - ;i/ 

15 2 2 . S^0|gHm2 l]SIBi86D^b^t»x ^orp y ^0S!ll± 

fF^ ^ n (± ^ © ^JS^^ntio 

2 3. ^ (1) : 



(SEfs RMiS5:-Y»-Y2-Y3-R» (iCi+i, Y VY Sfi^lig^Tf * t) ; 

20 YMi-NR^-C ( = 0) !3 ; R'^(iM^^$nT^^T^> J:V>^^^itST- 
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2 4. if*CDieH0 2 3]®|BiJO<b^tls ^OrPKvvy^. ^OSII± 
5 2 5. ^ : 




(Stf> Ytt#ig^x -NH-. (CHa) i-g-'Cfet). Y^it- 

C ( = 0) -NH-Xtt-NH-C ( = 0) -X'$>\), Y^tM^t^^Jl\tmm^tl 

^ CD g{^±ff § ^ n 5 ^ ® jgJSffi o 

2 6. Y*s- (CH2) 3-'C'fe'Sm*Ol5H^ 2 5i^sBI80^b^^s 



2 7. : 




20 

(S;p|'> R3;RufR4H:^^^^^l^!6S:b•CT;^^;^T•fe^)^ YMi-c ( = 0) - 

NH-Xfi-NH-C ( = 0) Y ^ (i^i^^XfiMJfe^ V^T <t l/^ 
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D7';l'^;l/^ fiM^tiTV^T cfcv^^T^oT' U -;^x{±M^$^^-rl^T .fell's 

2 9. »*CD$fiH^l 4]S~^1 ^2 OJ^s ^2 2:^s ^ 2 4 ~^ 

3 0. :ij>:Miy -f K 2 SSi§#:i^fOt4T?& Slf^WlSH^ 2 Qmmmo 

3 1. Ui;ii^ffi^yefe5W^0i5HS2 dmrnmcommm^mo 

3 3. mi}i^mmx$>:hm^(Dmmm2 9mmm(0Kmm.m^o 

3 4. ^0^J-t!$.g^^(D$&S^2 9]If34g£Dg||l^^tr. 

3 5. «5J<0|eBIB 1]^-^ 1 3S©V^-fn*^fc|B«©^b^tI'£K^■r^ 

3 6. *>±try H 2ss^#:K:iia-r535iii0?&itS!i&sa3i-r5fe«> 
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This international application relates to a medicinal composition 
with a cannabinoid 2-type receptor affinity which contains as the active 
ingredient a compound having a pyridone moiety and to the pyridone 
derivative compound . 

Medicinal compositions with a cannabinoid 2-type receptor affinity 
which contain as the active ingredient a compound having a pyridone moiety 
were already disclosed in documents, i.e., EP 887340 Al and WO 99/02499 
Al, published before the priority date for this international 
application- In claim 1 and other claims of this application, the term 
"exclude" is used for the active ingredient to exclude the active- 
ingredient compounds disclosed in those documents - 

Although the active-ingredient compounds disclosed in those 
documents have been excluded from the claims, the points which remain 
unchanged are that the only technical feature common to the subject 
matters of the claims is to use a compound having a pyridone moiety as 
the active ingredient of a medicinal composition with a cannabinoid 
2-type receptor affinity and that this technical feature is not novel. 
Consequently, this technical feature cannot be regarded as a special 
technical feature provided for in Rule 13.2 of the Regulations under 
the PCT in view of the prior art techniques. In the current claims, a 
subject matter having a special technical feature cannot be recognized 
until a specific combination of substituents in the active ingredient 
represented by the formula (I) is specified. 

In order to specify a combination of substituents in the active 
ingredient represented by the formula (I), the choices with respect to 
each of Rl, R2, R3, R4, and R5 are first classified into groups based 
on sxabstituent similarity. 

Five groups of choices for Rl: 

1) hydrogen, 

2) halogeno, 

3) cyano, formyl, acyl, carboxy, . alkoxycarbonyl, optionally 
substituted carbamoyl, and isothiocyanato, 

4) optionally substituted amino, hydroxy, alkoxy, alkylthio, 
alkenyloxy, alkynyloxy, alkylsulf inyl, alkylsulfonyl, and nitro, and 

5) -Yl-Y2-'y3-Ra. 

Six groups of choices for R2: 

1) hydrogen, 

2) optionally substituted alkyl, optionally substituted alkenyl, and 
optionally substituted alkynyl, 

3) halogeno, 

4) cyano, formyl, acyl, carboxy, alkoxycarbonyl, optionally 
substituted carbamoyl, and isothiocyanato, 

5) optionally substituted amino, hydroxy, alkoxy, alkylthio, 
alkenyloxy, alkynyloxy, alkylsulf inyl, alkylsulfonyl, and nitro, and 

6) -Y4-RC. 

Six groups of choices for R3: 

1) hydrogen, 

2) optionally substituted alkyl, optionally substituted alkenyl, and 
optionally substituted alkynyl, 

3) halogeno, 
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4) cyano, formyl, acyl, carboxy/ alkoxycarbonyl, optionally 
substituted carbamoyl, isothiocyanato, and nitro, 

5) optionally substituted amino, hydroxy, alkoxy, alkylthio, 
alkenyloxy, alkynyloxy, alkylsulf inyl, and alkylsulfonyl, and 

6) -Y5-Rd. 

Five groups of choices for R4: 

1) hydrogen, 

2) optionally substituted alkyl, optionally substituted alkenyl, and 
optionally substituted alkynyl, 

3) halogeno, 

4) cyano, formyl, acyl, carboxy, alkoxycarbonyl, optionally 
substituted carbamoyl,, and isothiocyanato, 

5) optionally substituted amino, hydroxy, alkoxy, alkylthio, 
alkenyloxy, alkynyloxy, alkylsulfinyl, alkylsulfonyl, and nitro, and 

6) -YS-Rd. 

Three groups of choices for R5: 

1) hydrogen, 

2) carbocyclic or heterocyclic group optionally having one or more 
heteroatoms and/or unsaturated bonds in the ring structure, and 

3) -Y6-Re. 

The claims disclose inventions containing as the active ingredient 
a compound specified based on a combination of choices out of the 
respective groups. Namely, the number of medicinal compositions 
disclosed in the claims is regarded as equal to the product of the numbers 
of the groups of choices forRl, R2, R3, R4, andRS, i.e., 5x6x6x6x3=3,240. 

(The invention relating to the compound and those subject matters 
in which Rl is -yi-Y2-Y3-Ra comply with the requirement of unity of 
invention. ) 
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An international search for this international application was made 
with respect to, among those subject matters, compounds corresponding 
to the compound 1-001 described in the description, wherein 

(1) Rl is selected among optionally substituted amino, hydroxy, 
alkoxy, alkylthio, alkenyloxy, alkynyloxy, alkylsulfinyl, 
alkylsulfonyl, and nitro, 

R2 is hydrogen, and 

R3, R4, and R5 each is optionally substituted alkyl. 
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